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(1) (5 13mg) %7lzh> (4ml) fc$gf#bfcgU 4-tFD^>ft7i 
y— ;i/ (3 8 6mg) \ &&*y<7A (4 2 3mg) £#I];is ilt?-lifeI#bfeo 
KJfctiftfc 1N-HC 1 ^Apx. ^ d d ^l/AT-ttttk |gfP^iM7jcic:T^b^7K«^ 
h U £AT?<g«bfco «BET*ii*e*b*CW&nfca^*^DP*;VA7?JgBI 
tS^'J^V^nYh^y^-iaDHU 4- {[2- (2, 
^7i^i/) ^JV7 7-M ^^y— ;i/ (2) S31 9mg N iK*4 
2 %T»t#fco 

(2) (2 8 lmg) s 4-^PD-6, 7-$>* b^^M U> (4 5 6mg) lz 

^DD^>-if > (o. 5ml) ^in^.s l 4 o°ct— Rfeft#bfco Mjfrrtei&fnj^ 

■fe h v-CHM-r^U AWpv h^?7^- {:J;D11U SMO^tJ^ 

2 9mg. %-£f#fc 0 

tf^tlfe^fb^ (2 9mg) £1 0%±i@t— ^ ^y-;W« (3ml) «$?U ^ 
0«tfeo MEET^^S^bfe^s B^It^^^Jn^s #fmbfcf£ 

1 H — NMR (Chloroform- d, 4 0 0MHz) : 6 2 . 2 9 (s, 3H) , 2. 
34 (s, 3H), 3. 41 (s, 1H), 3. 95-4. 30 (m, 9H), 6. 
8 5 -8. 3 0 (m, 1 1 H) 

liMfi (ESI-MS, m/z) : 4 6 2 (M + +l) 
mmm8 2 9 : 4 - [ (6, 7-^ h^->-4-^rJ Ujk) #3^1 7xr 

;i/ T2- (4 -7;i/tP7x7 ^-->) xjifry 

4- (4- { [2- (4 -7/btn7xy 3^>) M 

-6, 7 -i?p< h=^>3V U > ( 2 Omg) %WM (0 . 5ml) (ig«IU 
V ^7 A (3 5mg) £#DX.^ Ifi-?2f|Wbfeo ^rt(-llln 

TkMT" h U "7ATiffiL/feo m&T&i&&'g3z\sTnt>til£M$&P OD*JV 
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m&tifzfc&m (i 6mg) &i o %mm— * # j -^mm (2mi) tsgjsiu m. 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 91 (t, J = 5. 6H 
z, 2H) 3 3. 99 (s, 3H) , 4. 03 (s, 3H) , 4. 30 (t , J=5. 
4Hz, 2H) , 6. 74-6. 81 (m, 2H) , 6. 92 (d, J = 6. 3H 
z, 1H) , 7. 04-7. 13 (m, 2H) , 7. 57 (s, 1H) , 7. 59 
-7. 66 (m, 2H) , 7. 68 (s, 1H) , 8. 06-8. 13 (m, 2 
H) , 8 . 8 1 (d, J=6. 3Hz, 1 H) , 
MAfrffim ( E S I - M S , m/ z ) : 4 8 4 (M + +l) 

mMM8 3 0 : 4 - [ ( 6 , 7 -*J* h^->- 4 -^y U;V) 7j-^r->] :7;n- 

;v r 2 - (3 -p< v^r^y =fr->) ^;i/^> 

6, 7-£M (4 - { [2 - (3-p< h ? y ^>) a:^;!/] 

^/1/7 7-M (2 0mg) (0. 5ml) fc^Ji$U 

3!-T>#>i£;*7U «>A (3 4mg) 2 S3 b fee >Rj«fcf&fn 

^gbkiR T-h'J^A tK« £ #n x. ^ n n a -e m tfck ISfn^zk {3 t b 
tK^^- h u «>A^^bfeo Mj±T«$^*bTf#e>tifca^S^pp^;i/ 

h>^SI91-^»ji^Pv h?^7 4— tick DlfMU mM(Dik^-t£ 
9mgs iR2fK4 0 %-Tf#feo 

tf^tifc-fb^rtl (9mg) tlO%M-^^^-;« (2ml) tiHb 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 7 0 (s, 3H) , 3. 
91 (t,J=5. 6 Hz, 2H), 4. 01 (s, 3H), 4. 04 (s, 3H), 4. 
31 (t,J=5. 6 Hz, 2H), 6. 23 (t, J = 2. 4Hz, 1H), 6. 
32-6. 37 (m, 1H), 6. 50-6. 55 (m, 1 H) , 6 . 9 3 (d, 
J = 6. 1Hz, 1H), 7. 16 (t, J = 8. 3Hz, 1H), 7. 57-7. 
6 9 (m, 4H) , 8 . 0 7-8. 13 (m, 2 H) , 8 . 80 (d, J=6 . 1H 
z, 1H) , 
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W^*fft(ESI-MS, m/z) : 4 9 6 (M + +l) 

mmm 83 i : 2 - ( 2 , 4-^pp7i;^) { 4 - r ( 6 , 7 

4- (4 - { [2 - (2, 4-^^nn7iy^» ^;i/7 7-M 7 

- 6, 7-^h*WJ> (20ig) Sff8.(0. 5ml) 
»U JS^>#>@t#U^A (3 2mg) SflQiU SiS"e2W^Lfco SJtS« 

•^rtlS 1 5mg N I»6 9%lrf#7co 

#^tifc-fb^'#3 (1 5mg) §1 0 %WiWh- * & S — (2 ml) t3}§JS?bx ^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 4-4. 0 7 (m, 8 
H) , 4. 42 (t, J=5. 4Hz, 2H) , 6. 91 (d, J = 6. 3Hz, 1 
H) , 7. 19 (d, J = 9. OHz, 1 H) , 7. 3 3-7. 3 7 (m, 1H) , 
7. 5 2 - 7. 6 7 (m, 5H) , 7. 9 7-8. 0 3 (m, 2H) , 8. 80 
(d, J=6 . 3Hz, 1 H) , 
WMfrffim (E S I -MS, m/z) : 5 3 3 (M + +l) 

832 : 2 - (3-^PP7i; ^±JV { 4 - C ( 6 , 7—&* 

4- (4- { [2- (3-^pp7i;^» x;i/7 7-M 731^^ 

:>) -6, 7-^h=^>^yU> (2 0mg) (0. 5ml) t3$£#gbs 

D £A (3 1mg) ISt 2 B§^S#bfc 0 fiJfe«[K:«ain 

Tk^St^- h U ^AT-lg'Mbfco ^JET^I^^*bT#&ttfea^^^nD^;i/ 
1 Omgs !RJf£5 0 %Tf#fco 

#^nfe{b^-tJ (1 Omg) £1 0 %iMf — p< # J — (4ml) tv§f#b s M 
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'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 2 (t, J = 5. 4H 
z, 2H) , 3. 9 9 (s, 3H) , 4. 0 3 (s, 3H) , 4. 3 5 ( t , J= 
5. 6Hz, 2H) , 6. 7 0 - 6. 7 6 (m, 1 H) , 6. 78 (t, J = 2. 0 
Hz, 1H) , 6. 94 (d, J = 6. 3Hz, 1H) , 6. 9 7 - 7. 0 3 (m, 
1H), 7. 28 (t, J = 8. 3Hz, 1H), 7. 58 (s, 1H), 7. 6 
0-7. 67 (m, 2H) , 7. 68 (s, 1H) , 8. 06-8. 13 (m, 2 
H) , 8 . 8 1 (d, J=6 . 3Hz, 1 H) , 
WMfrffiM ( E S I -M S , m/ z ) : 5 0 0 (M + + 1 ) 
mM\W 3 3 : 4 - [ (6, 7 -V* U;i/) 7x~ 

;i/ f2- (3, 4 z^jL±2kZ £±2k] *2k£> 

4- (4- { [2- (3, 4-^^^;V7iy^i/) X/V77-M 7 

i;^) -6, 7-^h^rWJ> (19ig) SSK (0. 5ml) let 
«¥U »^>if>»*U»>A (3 3mg) fcJniU SfiT?2l^iaiil#bfco -RJfc* 

D*;i/A/T-te h >"CHIg-rs^EJi^DV h^77^ — kick DIMU ^M(Dik 
-£-t>£4mg N JRapsi 7%^t#feo 

ft^tlfe'fb^ (4mg) ^10%M-^^;-;i/ii (2ml) fci&jBU ^fi 

fc^B^» ^#b±^I^4mg^f#feo 
fi^*fl (ESI-MS, m/z) : 4 9 4 (M + + 1 ) 
l»ff'J8 3 4 : 4 - f ( 6 , 7 Y*is-4 Uik) 7^ — 

6 , 7 -^t< h3^>-4- (4- { [2 - (4-^Wi;^» * 
;V7 7-M 7i;^) ^f-y'J> (2 0mg) £^Sg (0. 5ml) fcgfJSU 
jfl v > # U £ A (32 mg) %m%.MU-e 3 BSHg»# b fc^ £ £> fczkSiP 
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iSf * It'll n&a^f S ^ n n A/7-b h >TfIMt4*I^ovb^ 
77^f-tJ;!}ilU ^MO-fb-^-tl^ lmg N J«4%-e#fco 
n^fltzih-^m (lug) §10%It-^^y-;i/i* (2ml) ts«?u 

HM##f til ( E S I - M S , m/ z ) :4 8 0 (M + +1) 
jlM8 3 5 :4- [ (6, 7-^ h*^- 4-*J U;V) £j£j/] 7^ — 

4- (4- { [2- (4-^ V7°D tVl/^^y^-fy) 7 
m^S/) -6, 7 h=¥->3^ U> (2 2mg) %^EK (0. 5ml) fci 

miss > >mti v ?7 & (3 4mg) %mz.m.u-e 3mmmwvtcm, ££>fc 

x^nn^i/A-ei^ ^fn^7R{3T^#b^7M^ h u>>A-tr^bfeo 

h^v^^— fcct DlfMbs M©fb-£r#?£ 2mg N Um8%X*mfeo 

mbtifzik&m (2mg) & i o %i&m— * & ; (2 mi) izmmvs 

tlO^SILfeo MJ±T«££^ScbfcflK ^^^;^-^;i/^jp^.s WttSb 

M&frtJfm (E S I -MS, m/z) : 5 0 8 (M + +l) 

CTffi]8 3 6 : 4 - [ (6, 7-^ h^->-4-^^ UjV) ;t^>l 7xr 
JV [2- (2 ->f V7Ptf/l/7xy^'» 3^;t/] ^;i/^> 

4- (4- { [2- (2 --f V7D tVl^^y^) rc^;i/] 7 
- 6, 1-*J* h^^^y U> (1 2mg) -&gfflL (0. 5ml) 
III, ji^>#>i£# U 7A (1 9mg) ^P^^-e2B#F 0 m#bfeo 
|gfn^7j<S^- h U >?A7k}£r«jjn;i^ np*;]/A-£Hfi£t!s ISfn^7Ktzr^# 

tl£ 7mg, W 5 7 %Tf#feo 
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ftt>fl1ttt&i® (7mg) S10%M-^^^-« (4ml) fc*JS?U MS 

1 H — NMR (DMSO-de, 4 0 0MHz) 04 (s, 3H) , 1. 

06 (s, 3H) , 2. 70-2. 80 (m, 1H), 3. 91-4. 06 (m, 
8H) , 4. 3 2 (t , J=5 . 4Hz, 2H) , 6. 87-6. 98 (m, 3H) , 

7. 09-7. 18 (m, 2H) , 7. 5 4-7. 6 6 (m, 4H) , 8. 09- 

8 . 17 (m, 2 H) , 8. 7 8 (d, J=6 . 1Hz, 1 H) , 
JR*##f ffi ( E S I - M S , m/ z ) : 5 0 8 (M + +l) 

HUMS 3 7 : 4 - [ (6, h^r^-4-^y Ujk) 7x- 

;v [2- (2-7/i/^-P7xy3r-» ^±2k] ^2k^l> 

4- (4- { [2- ( 2 -7MD7 i; rc^-;V] 7jl/7 7-M 7x7 

3^>) -6, 7-^fm;'J> (2 0mg) SSK (0. 5ml) fc*#U 
lY>7J>ij!j U <>A (3 3mg) ^^Px^fi^ 2 mmMWVfzo BUfcmtZffiaBt 

mgs W3 7 

mZtifzih&yo (7mg) £1 0 ^ .7 (4ml) fc*#U ^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 3. 9 3 -4. 0 4 (m, 8 
H) , 4. 4 1 (t, J=5. 4Hz, 2H) , 6. 87-7. 23 (m, 5H) , 7. 
56-7. 64 (m, 3 H) , 7. 67 (s , 1H) , 8. 11 (d, J = 8 . 5 
Hz, 2H) , 8. 84 (d, J= 6 . 1Hz, 1 H) , 
Bt*##rft (E S I -MS, m/z) : 4 84 (M + +l) 

mmms 3 8 ; {4 - r (6, 7-^ h^>- 4-*; Uik) ? ^ 

— ;i/> [2- (3-^h^>-4--hP7i;^r-» x^M 

6, 7-$>* h^r^-4- (4- { [2- (3-^ ^i/7x;^) 
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x;i/7 7-M "7 * J V > (20mg) (0. 5ml) %M?L 

^7^-{ai?HU itM<ZMbl^3£ 1 4mg s W6 0°/o?iL 
^kftfeflj^ (14mg) §10°/oll-^^y-;« (2ml) CSiU £ 

liMKESI-MS, m/z) : 541 (M + +l) 

mmm8 39: {4 - r ( 6 , 7 h^->-4 u;i/) ^-^->i 7^ 

— ;i/> [2- (4 -7;v^-p- 2 hP7 jiy je->) x;I/^^f--> k 

4- (4- { [2- (4-7Jl/tn7iy^ri/) 7x7 
-6, 7 -SM h^WJ y (2 Omg) fc:«m(0. 5ml)^Jp^.O 

77^-tj; DitMbs mmvih-ecm* 1 3mg s w5 8%r*f#feo 

n^fhtzih^ (1 3mg) $1 0 ^ * J -)imm (2 ml) fc*#U g 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 5 0 -3. 5 8 (m, 2 
H) , 4. 0 3 (s, 3H) , 4. 0 5 (s, 3H) , 4. 5 3 (t , J=4. 9Hz, 
2H) , 6. 93-6. 97 (m, 1H), 7. 47-7. 65 (m, 5 H) , 
7. 73 (s, 1H) , 7. 8 7-7. 9 4 (m, 3H) , 8. 80 (d, J=6. 
3Hz, 1 H) , 

WMfrffriM (E S I -MS, m/z) : 513 (M + +l) 
§|»|J8 4 0 : [2- (2, 4-^PP7i;^» J-^Vl {4- [ (6, 

4- (4- { [2- (2, 4-^7DD7i;^» 7 
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i;^) -6, 1-*J* Y3ci/*J V> (2 Omg) IzffiM (0. 5ml) ^iP 

mm,(Dih^-ki 9mg, W9 2%-emtco 

nt>*lfctt&® (19mg) § 1 0%±II£— p<^y-;V^ (2ml) fc$8fl?U ^ 

1 H — NMR (DMSO-dU, 4 0 0MHz) : 5 3. 5 0 - 3. 6 2 (m, 2 
H) , 4. 02 (s, 3H) , 4. 05 (s, 3H) , 4. 3 9-4. 4 9 (m, 
2H) , 6. 91 (d, J = 6. 3Hz, 1H) , 7. 26 (d, J = 9. OH 
z, 1H) , 7. 3 7-7. 4 3 (m, 1H) , 7. 5 7-7. 6 4 (m, 4H) , 
7. 72 (s, 1H), 7. 90-7. 97 (m, 2H) , 8. 81 (d,J=6. 
3Hz, 1H) , 

MAfrffiiM (ESI-MS, m/ z ) : 5 18 (M + +l) 
ffftteff']8 4 1 ; 6 , 7 -^p< h^->-4- (4 - f [3 - (3 -^J-Jl?^; 

m-^l/^-;i/ (0. 6g) h— h (2ml) izmffi^tz&s 1, 3 

-^^Dtrp/^ (1.1 3ml) s fitWttoVt?& (2. 3 Og) s 3<Mb^h 
^n-r/^TV^-^A (2 0 5mg) ^iP^.s 3B#|BHni*ft»iftb;fco S«i-7K 

>bWP^h^7^Ha!)liU 1- (3-7n^7n*"^» - 3- 
* ^;i/^>Hf > ( 1 ) S8 3 1mg, Jfcafs 6 5 %T^fz a 
(1) (1. 0 7g) %7lzb> (5ml) Cjgj5?Lfe^s 4-tKD#m7i 
)V (6 4 7mg) \ fflgttoVtJ* (7 0 9mg) MT2^a#b 
o KJSJft 1 N -HC 1 x. ^ d d tfvi/A t? WtBs t: X b»<S/& 

M&'tZ>*/Vl3>f)\'>7U^YP : ?7 4— fc«tD3ltaau 4- { [3- (3-^ 



WO 01/47890 PCT/JPOO/09157 

534 

jvy TDtvv] ^JV7 7-M 7xy- ;i/ (2) si. 0 0g s 4X^7 

8 %X°mfco 

(2) (2 0 Omg) \ 4-7nn-6, 7-$?* h^>^y U > (3 2 6mg) fc 
7no<^> (0. 4ml) ^mX, 14 0°Cl!-iM|Lfco SJfeftfcffiffiJft 

•fe h>t«t^^ l J*^l/^DTb^7 7^-tJ;DISU ^tMtf>fb-£#J£ 
1 3 4mg s 4» 3 7 %T"f#fco 

m&nwb&m (i i omg) si o%i&m— *&;~-)]smm (4mi) 

Jgffi**ms 1&&hMmiMl 0 3mg£f#£o 

1 H — NMR (DMSO-de, 4 0 0MHz) : <5 2 . 05 ( t , J = 6. 8H 
z, 2H) , 2. 2 7 (s, 3H), 3. 19 (t, J=7. 3Hz, 2H) , 4. 0 
4 (s, 3H) , 4. 05 (s, 3H) , 4. 08 (t, J=6. 1Hz, 2 H) , 6. 
7 0- 6. 7 7 (m, 3 H) , 6. 88 (d, J = 6. 6Hz, 1H) , 7. 1 
6 (t, J = 8. 3Hz, 1H) , 7. 3 7-7. 4 2 (m, 2H) , 7. 55- 
7. 61 (m, 2H) , 7. 69 (s, 1H) , 7. 75 (s, 1 H) , 8. 80 
(d, J=6 . . 6 Hz, 1 H) , 

842 :4 - (4- { [3 - (2 - 7;^P7xy^» X 
jV77- M 7x/jr-» - 6, 7 h^->^7'J > 

o-7;WP7i;-Jl' (0. 6g) sr-fe h~ h >j;i/ (2ml) i-^bfc^s 
1 , 3-^7n^7D/t> (1.0 9ml) s IftK* U^A (2 . 2 2 g) s 3»> 
Yby 1 h^n-^;i/T>^-^A (19 8mg) 1 RB8iD^»*bfco SlS 

-3-^^)V^>^£> (1) £9 3 Omg s Jfc*7 5%T»#fco 
(1) (1. 1 Og) ST-fe h> (5ml) fc$g#Pbfc&s 4-th*nWt7i 
;]/ ( 6 5 7mg) N |B&:fr>J£A (7 2 Omg) Itm*., ^St? 2 ^USSI^ b 
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IH-r^^'JA^^DYh^y^-fciDllU 4- { [3- (2-7;i/ 

xu? 7°Dtr;i/] ^;i/7 7-;i/} (2) §8 5 3mg s iRsps 

6 5 %Tf#fec 

(2) (2 0 Omg) s 4-^DD-6, 7-i^ h^>^y U> (3 2 2mg) (3 
^DO^>Hf> (0. 4ml) £#D;U 14 0°CT-il^bfeo SJ5&$£CfiS«l£t 

1 6 7mg s 0%T#fco 

n^fhtzit^m ( i 3 9mg) § i o * $ ; -jvmm (8 mi) izmmv, 

X H — NMR (DMSO-de, 4 0 0MHz) : (52. 04-2. 13 (m, 2 
H) , 3. 2 0 (t , J=7. 1Hz, 2H) , 4. 0 4 (s, 3H) , 4. 0 5 (s, 
3H), 4. 18 (t,J=6. 1Hz, 2H) , 6. 87 (d, J=6. 6Hz, 1 
H) , 6. 91-6. 98 (m, 1 H) , 7. 10-7. 24 (m, 3H) , 7. 
3 6-7. 4 2 (m, 2H) , 7. 5 9 -7. 6 3 (m, 2H) , 7. 69 (s, 
1H) , 7. 74 (s, 1H), 8. 80 (d, J=6. 6Hz, 1H) , 

43 : 4 - (4 - { [4 - ( 2 - VJ^XU 7 x. J ^>) 7±2}/\ 
77-M 7x^jr-» - 6, 1 -*J*Y*ci/*; *)> 

o-7MD7i;-^ (1. Og) h— h U;b (3ml) fc$Sfl?bfc&s 

1 , 4-^^D^e^V (2 . 1 3ml) s jK&jb 'J7A(3. 70g), 3>Mb 
rb^n-T'W^^^A (3 3 Omg) fcin^s ll^KJn^Jg^Ebfeo 
te7k%m%.!7 d D^;vA^tttHs «SfilAffi*fc:T^b*ft*«RK^ h 'J^AfS 
ILL MHT^^g^bTft^tifeB^^^^^/^^^MII-r^ 
->U *Wn^ h^7^f-tJ;DllU 1- (4-7nf7h^» -2 
-7;V^"D^>-fe*> ( 1 ) § 1 . 5 7gs W7 1 %-£mtzo 



WO 01/47890 PCT/JPOO/09157 

536 

(1) (1. 5 5g) £T-feh> (4ml) izmmvtzfe, 4-hFD^t7i 
J— ))y (8 7 3mg) s JK&fcU^A ( 9 5 6mg) £iQ;U gS"C 2 l$W8l# b 
fee Hjfitfftfc 1 N-HC 1 ^JO^.^ p D^;i/AT^aSs l^ft^fc bfcfekflfc 

mm~r%i<' ] )-t]!f)i/pv Yb^77^-tit)iiu 4- { [4- (2-:?;i/ 

^D7x7^^» X^7T-M 7x7- ;i/ (2) £ 1 . 6 6g^ lUm9 

0 %Tf#fco 

( 2 ) ( 2 0 0 mg) N 4 - 7on - 6 , 7-^^ h^^7'J> (3 0 6ig) t 

7DD^7 (0. 4ml) **Px.s 14 0°C7f-lfta#Ufco HJfcfclfcflSjftUft 

h U >>AT^bfeo S*ET*«*S*bT^feixftg|^*^1?->/7' 

-fe h>-emmTZ>$<'Vt)?)V<?n ?F^77^- izi^DliiMU ^m©-fb-ar#3^ 

1 5 6mg. JRsj£4 7 %^#feo 

nZthfzlb&m (9 9mg) §1 0 p< * J -)Vmm (4ml) fcjS»U ^ 

g£*EU «fe#bdfi|ftfi6 9mg£f#fc 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 1 . 7 3 - 1. 9 5 (m, 4 
H), 3. 12 (t, J=7. 3 Hz, 2H), 4. 03 (s, 3H) , 4. 04 (s, 
3H) , 4. 09 (t , J=6 . 1Hz, 2 H) , 6. 86 (d, J = 6. 6Hz, 1 
H) , 6. 8 8 - 6. 9 7 (m, 1 H) , 7. 0 8 - 7. 2 3 (m, 3H) , 7. 
34-7. 39 (m, 2H), 7. 52-7. 57 (m, 2H), 7. 61 (s, 
1H), 7. 73 (s, 1H), 8. 78 (d,J=6. 3 Hz, 1H), 

mMmS 44 : 6, 7 h 3r*>- 4 - (4 - { [4 - (3-^^7z; 
^r->) ^2k] 7;V7 7-M 7x7^r^) »7'J7 

(lg) §T-feb-hU;i/ (3ml) fcSSfjSgbfc«s 1, 4-S> 
7*D : E7*^> (2.2 1ml) N ftK* 'J (3. 8 4 g) s 3 >MbrF h^n-^ 
9-JlT>^=.?72± (3 4 2mg) %J)nZs 1 BSRBin^afcbfco SJtS«fc**init 

7DD*Mt"itBs ISfP^7j<l3T^#b^7jC^^- h »J e/ATf&libfco M 

SET^^^^*bTf#^tifca^§^^i7->/ / ItIt^5 : -;i/-eMII'r^^U7J^;i/ 
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>"t? > (1) £#fco 

(1) (4ml) C$£fl¥bfc&s 4-t Fn^>f^7x;-jl/ (2. 

0 7g) s &«*'J£A (2. 27g) §JOX.s gM"C6l$|ffllt#bfco -RJfcfcfc 
1N-HC1 ti^^Pn^VAtm IBfflAffl2fcfc"C«fc#b«l2K?«K^- h U £A 

b fco *ftJEET$6J«&©* ITU £> nfe^^ t^DD A*c®irr % U 
*^>7D-7b^7 7^-tJ;f)liU 4- { [4- (3-^^;i/7^y^ 
*>) 7/V77-M 7i7-JV (2) £1. 04g s W39%t#fco 

(2) (2 0 Omg) s 4-7DD-6, 7-S?j* h^r^y U> (3 0 9mg) {3 
^DD^>-fc?> (0. 4ml) £fln*. N 14 0°CT— BfeSH^bfco SJ«f3f&fn|£ 

«?^h »; £A-e$gAsibfco MjET^*©5feb-c^e>ixfca^*^^>/7' 

1 3 9mg N i&2*4 2%^#feo 

^kftfc-fb-^ (1 1 5mg) £1 0 ^ ^ ^ — (6ml) fc$g#U 

1 H — NMR (DMSO-ds, 400MHz) : 6 1 . 72-1. 9 1 (m, 4 
H), 2. 26 (s, 3H) , 3. 11 (t, J=7. 1Hz, 2H), 3. 98 (t, 
J=6. 3Hz, 2H) , 4. 03 (s, 3H) , 4. 04 (s, 3H) , 6. 68 
-6. 76 (m, 3H), 6. 86 (d, J=6. 6Hz, 1 H) , 7. 11- 
7. 17 (m, 1H) , 7. 3 3 -7. 3 9 (m, 2H) , 7. 52-7. 57 
(m, 2H) , 7. 60 (s, 1H) , 7. 73 (s, 1H) , 8. 78 (d, J 
= 6. 6Hz 3 1H) , 

mmms 4 5 :4 - (4 - { [3 - (2-7;^p7i/ > ^» rpbvi/] z 

y^J^-i/) - 6, 7 Me^j^/U > 

o-7 )\sirU7 J —)V (0. 6g) ^7^hZF'J/V (2ml) (3^$bfef^ 
1 , 3 -P7*X3=E7°X3^> (1.0 9ml) x U £A ( 2 . 2 2 g) s 3 >> 

•fbrr h^n-y^;i/T>^-«>A (19 8mg) £JP;U 1 RSWiD&jISKbfco SJS 
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^> <J 7WI/ ^ n ^ h^^^^f-tJ: bStSHU 1- (3 -yn^T-D^) 
- 2 -:7;M-D^>-t? > (1) £9 3 Omg, W7 5%Tf#feo 

(1) (1. lOg) £T-teb> (5ml) izmmLtzms 4-tFD^W7i 
( 6 5 7mg) s J*ti^y>A (7 2 0mg) £#Dx.s 2 b 

K^- h U ^At«lfe 0 MffiT^^©*bT#e»tifca^^^nD^;i/A^ 
S^tl.^'J tj^^dy b?^? -i DIIU 4 - { [3-. (2-^;i/ 

^-D7i;^^» 7"D 7x7- ;V (2) £0. 8 5g s 

6 5 %-tr#fco 

(2) (10 Omg) s 4-^DD - 6, 7-^.* hm^/'J > (16 3mg) 
iz^uu^>^z> (0. 3ml) ^5DXs 1 4 0°C-e— B^Wbfeo ^MtlSfn 

J^ItTkm 7"h'J-7A 7K« £ m X. ^ D D ^J]y A U }ft £tk f&fttJl^TR £ T b M 

h >-eSli-r^^ U *i>f)\s>7 P V h^:?^— tZcfc^Mbs mM<D\^m 
£6 5mg, 1R^3 9%Tf#fco 

m^tifzfc&m (6 Omg) £1 0%JM£— ^<^y-;V?§M (8ml) JcMPU ^ 
H£«iBU ^b^±^3 6mg<H#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) :62. 01-2. 10 (m, 2 
H) , 3. 16 (t, J=7. 3Hz, 2H) , 3. 9 9 (s, 3H) , 4. 0 0 (s, 
3H) , 4. 13-4. 23 (m, 2H) , 6. 9 0 - 6. 9 3 (m, 1 H) , 7. 
09-7. 51 (m, 8H) , 7. 58 (s, 1H), 8. 65 (s, 1 H) , 

mmms 46 ; 6, h=fr->-4- (4 - { [3 - (3-^;i/7i; 

m-^l/^-;V (0. 6g) ^T^b—bVJl (2ml) tiUlfc^ 1, 3 
-j;7*DtrP^> (1.1 3ml) N U <7A ( 2 . 3 0 g) s 3>7{bT h 

^n-^;i/T>^-->A (2 0 5mg) ^iO^s 3 «fHibD^»«Ebfeo HJifeiftfclzk 
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fe o ^etsi & ©# u t & & ft & ^ & & ^mj- > /wm*-?-))/ -c mm? % ^ y 

*^/^DYh^7 7^-fcJ;DiMU 1- (3-/D^7P^i/) -3- 
p<^;]/^>-t?> (1) £8 3 1mgs t*65%Tffeo 

(1) (1. 0 7g) &T-te h> (5ml) fc:S#bfc&s 4-tFD^t7i 
( 6 4 7mg) N mm* U^A (7 0 9mg) %mz., gfiT? 2B#|igflfc#b 

feo SiiSftt: lN-HCi^ia^.^Dn^;i/AT-ams fi&*n^:&*teT^bftfckiffi 

Slit^^ i ;>i7WDvh^7 7Y-t: c );bilU 4- { [3- (3-^^ 

;v7i;^) 7ot:;i/] 7/V7?^/H 7x;^ (2) si. o og^ i&*7 

(2) (10 Omg) s 4-7PO-6, 7-^ h^^^r^V"'J> (1 6 5mg) 
t^Pn^H> (0. 3ml) SJnx.s 14 0°C7?-ia^Lfe o MJ&rttf&lfl 

mm&$ki-h y ^AzK^ssn^^DD^;i/At?jftaiN iSfn^JfiTkfcT^bim 

* 8 2mgs i^m4 9 %T^f7co 

»&ft&-fh-&» (7 Omg) tl0%li-^^7-;« (3ml) CWU g 

H&tt3U Sfe^UttitttU 2mg£f#fc 0 
SI^fi(ESI-MS, m/z) : 4 6 3 (M + +l) 

H»J8 4 7:6, 7-^p< h^>-4- (4- { [4- Q-^^V^^y 
Zf^-JVl X/V7 7-M 7x7jp-» ^r^-yy> 

m-ZU'J—Jl (Ig) ST-te h — h U;v (3ml) fcSgJSibfcgU 1, A-V 
7*n^7*$> (2.2 1ml) s &»*y*A (3. 84g), 
^;i/T>^-£A (3 4 2mg) l^iP^S^Ebfeo -EJSfciftfc:***!!*. 

*nD*;i/AT?JftfcB N IS«lAJfi*fcT^b^zK»(EK^- h »J >)A«bfeo « 

JET*^*e*bT^&ftfca**^^>/SK3:^;i/TJgl8^*^y 

7D-?h7"7 7^-t:j;t)IlU 1- (4-7*D ; E7h^>» -3-pWI/^. 
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>-tf> (1) £f§fco 

(1) (4ml) tiilfe^ 4-bFn^rW7iy-;i/ (2. 

0 7g). #£I£#>Ji>A (2. 27g) ^^DXs ^fel! 6 H$HaM#bfc 0 BtJ&rfc 
1N-HC1 ^^Px.^nD*;i/A^^ms ISfn^7j<i3T^b^7KW^ h U 

*WD7h^77^-fc<kbiiU 4- { [4- (3 -**fr7-s-J*c 

7i;-jb (2) £1. 0 4g N W3 9%Tffeo 

(2) (lOOmgK 4-^pd-6, 7-^^ h^^^^U > ( 1 5 6mg) 

wdd^> (o. 4mi) -ttm^ 1 4 o°ct?— mmn\sfc 0 R^mzm,m 

T-te b>X*m%%TZ>*/Vt>>f)ls7V^ 7 j—lz £ DHLs SMtfHfcii^ 
£11 Omgs JR^6 6 %t!t#feo 

m^nt^h^<m (9 5mg) & 1 o * # ; (8 mi) izmmv, m. 

fit-lOMiUfeo «J±T«l£®5febfcf£ s S^^;i/£;&p£ N ftfffibfcfg 
H£M^ ^b^±g6 Omg^ftfeo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 71-1. 91 (m, 4 
H) , 2. 26 (s, 3H) , 3. 07 (t, J = 7. 1Hz, 2 H) , 3. 93 
-4. 04 (m, 8H) , 6. 6 8- 6. 7 6 (m, 3H) , 7. 14 (t, J = 
8. 1Hz, 1H) , 7. 25-7. 31 (m, 2H) , 7. 3 8-7. 4 8 (m, 
3H), 7. 59 (s, 1H), 8. 64 (s, 1H), 
^&{ff]8 4 8:4-(4-ir4- ( 2 - yjv^rn 7 ^ J ^->>) 7±M Z2k 

0-7;i/tP7x7-;i/ (1. Og) h >j;i/ (3ml) t^?bfcf^ 

1, A-l>7*X2^:7*$y (2. 1 3ml) N ^ybU^A (3. 70g), 3 >Mb 
5* h^n-^T^riJ/A (3 3 0mg) £2ra£ N lB#IM^l^bfco lx.fofflL 

(37jC^jjP^^7 DD^l/Atittls l^fn^7K(3T^#b«^f- h U 7ATS 

^U*WDYh^77^-fcJ;DIIU 1- (4-7D^7F^» - 2 
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-y;i/^-D^>-if> (1) SI. 5 7g N W7 1%T : f#fco 

(1) (1. 5 5g) ^7^h> (4ml) fc«»bfc^ 4-tPn^t7x 
(8 7 3mg) s #&*U£A ( 9 5 6mg) £#Px.s SMt? 2^B8«^b 

IHn^^^v^nTh^77^-fcJ:Dim 4- { [3- (2-7)1 

tD7x7^^» 3/^;]/] 7i;-^ (2) SI. 6 6g^ lUm9 

(2) (lOOig) , 4-7DD-6, 7-*?* h^>*±W > ( 1 5 4mg) 
fc^DD^>if> (0. 4ml) SiD*.s 14 0°CT-BM#bfco S^^ISfO 

zMIf^ b U £A-Clfc*bfco «JET*«&e*bT»&ftfc»£*^*tf >/ 
§11 7mg N M§7 3 %Tr#fco 

^ftfe-fb^ (9 6mg) SI 0 %iMfg — t< * J -JVmm (6ml) fc$g#U £ 
fit 1 OMIbfc. «EET*J«*B*b}fc«N S^I^^vSiPX-s flffcHb&Jilf 
&&tt3U ^bi^m^8 lmgS#£ 0 

1 H-NMR (DMSO-de, 4 0 0MHz) : 1 . 7 3 - 1. 9 4 (m, 4 
H), 3. 09 (t , J = 7. 3Hz, 2H) , 3. 99 (s, 3H) , 4. 01 
(s, 3H), 4. 08 (t , J = 6. 3Hz, 2H), 6. 87-6. 96 
(m, 1H) , 7. 0 7- 7. 2 2 (m, 3H) , 7. 2 7 - 7. 3 2 (m, 2 
H) , 7. 4 3-7. 4 8 (m, 3H) , 7. 61 (s, 1 H) , 8. 71 (s, 

1 H ) 3 

mMM8 49 :4- (4 - { [2 - (2-7MP7x;jp^/) ^JVl X))/7 
t=-JV} 7i;^» -6, 7 -S^ MF±^L±2/U > 

o-7WD7x/-JP (0. 6g) ST-feh> (2ml) tjSiPPlifc^ 1-7* 
D^-2-£nn:c#>(0. 69ml)s j^St* U £A ( 1 . 1 1 g) N 3>Mb 
5 s - b^n-y^-;i/T> ; E-i>A (198mg) S£PX.s — flfeirtHlfrflftft b fc o KJiSfttfc: 

zk S in £ * d p a tfk iSiftj Aifibfc £ x m& b ± h >; £ a t? 
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'J*y/^DYh^7 7^tJ;DilU 1- (2-^DD^h3r>» - 2- 

y^n^y^z y (1) £4 3 8mg, 4 7 %^f#feo 
( 1) (4 3 2mg) &T-fe:h> (3ml) dWPbfcms 4-bFD^r^7x 
(3 4 3mg) N j^ff#>J<>A (3 7 6mg) £#P;^ ^^-^m#bfeo 

tl.^ , JAWDYh777^-ia^)ilU 4- { [2- (2-7)l*V 
-7 3iJ3c*y) =c?-)]s] X)]s7 7—Jl} 7iy-^ (2) £ 3 4 5 mgs 1R$5 3% 

(2) (10 0mg)s 4-7DD-6, 7 h 3^>3r:hV* U > ( 1 7 lmg) 
{3^7DD^>-lf> (0. 4ml) §^Px.s 14 0°Ct-WUfe o M«t3|g|q 

fimyxm ± b U £ a tJ<^ § in £ 7 d n a x- m ttls f&fn^Tk 13 x b «s 

7«i^ b y »>ATSfeARbfeo MJ±T^^^*bTt#f>ttfea^^^^-y->/ 
til Omgs i|«6 4%-emtzo 

mztifrfc&im o omg) &i o %mm— * * 7 (6 mi) fc»u ^ 

MT»1 0«lfe o MJET^^S*bfem s ^rc^;i/Ji-^;V^Px.s Iff ft 
bfc*£H£itJ^ ^#b^Iti^6 Omg<H#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 4 2 (t, J = 6. 6H 
z, 2H) , 3. 98 (s, 3H), 4. 00 (s, 3H), 4. 26 (t, J = 
6. 3Hz, 2H) , 6. 92-6. 99 (m, 1H) , 7. 08-7. 62 
(m, 9H) , 8. 6 5 (s, 1 H) , 

mm,M8 5 0:6, 7 h^->-4- (4- { [2 - ( 3 ±JV7 £ ^ jfc 

->) g^jk] ^;v^T-;i/> 7x7jf-» jf^/y_> 

m-^l/V— ;i/ (0. 6g) &T-feb> (2ml) fc$g#LfcgU 

2-^7Dn^^> (0. 6 9ml) N jKK*y*>A (1. 15g) s Btrfc^h? 

n-^yl/TV^E-^A (2 0 5mg) ^jjP^s — l«lf&il$ltb;fco SJSfcift t^Jc^flP 

i7Dn*/l/A ttk IS! P^±g7k {3 T bl&TkM^ h 'J £ A -C$g« b fe o 
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;1/^dy h ^"y ~7 -i —\z X D iils 1- ( 2 - ^nnx h*is) -3-^^-)V 
(1) ^3 4 7mgs W3 7°/ 0 Tffeo 

(1) (3 4 lag) ^^-feh> (3ml) SdWPbfc^s 4-tFD^t7i 
J — J]y ( 2 7 8mg) N j^^U^A (3 04mg) £iP;ts ifit- B£ii#bfco 

v h^^^-Y-^J; DlfMU 4- { [2- (3-**\fl/:7 
^ya^) x;i/7 7^M 7iy-Jl/ (2) §2 4 3mg, !&m4 

(2) (10 Omg) s 4-^OD-6, 7-S^ h^>3^^U > (17 4mg) 
C^DD^>-fc:> (0. 4ml) §JP^.s 1 4 0°CT!— B^M#bfeo S^fclSfO 

j^itTK^ ^ h u tf a ?k mm §in^.^DD^;i/AT^ms tain A±^7jc m t b m 

§8 6mgs W5 0%"t? ; f#feo 

ft^tifefb-^tl (7 2mg) § 1 0 %JM£— p< * y (6ml) fcMPU g 

StlO«bfeo MffiTM££®i£bfc^ ^;i/§ip^.s *jfl±l 

bfc*gH£iiS5U &#bi&@£i£5 2mg£f#fco 

'H-NMR (DMSO-de, 400MHz) : 6 2. 27 (s, 3H) , 3. 
38 (t, J = 6. 3Hz, 2H) , 3. 98 (s, 3H) , 4. 00 (s, 3 
H) , 4. 17 (t, J = 6. 3Hz, 2H), 6. 68-6. 78 (m, 3 
H) , 7 . 12-7. 18 (m, 1H) , 7 . 2 7-7. 3 4 (m, 2H) , 7 . 
41 (s , 1H), 7. 50-7. 56 (m, 2H), 7. 58 (s, 1H) , 
8 . 6 2 (s , 1 H) , 
fl»J8 5 1 : N-rZ-(2 1 4-^^DP7x7 3ri/)^)l~\-N-{4-\ h *r 

TK^-fb^- h U >>A ( 6 Omg) ^^fMJVA7U* (3ml) t^Pbfc 
2,4-^7nD7i7-/l/ (2 4 5mg) C^^MTU'iS (5m 
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1) £in*Tg$BT-C10#Kfll#Lfco m^Tyv^^^JlT^y 1 — h (344 
mg) ®^^7^M;i/A7^ K$g$& (5ml) flpjLTs ^ f> fctfiT? 9 0#H3 

h U ^A-e|g^bfeo 5 %7kMlki- h U ^ATK^rt (10ml) 

fciniu 8 o°ct? l o«fBaai#bfco m^x 1 Nftg&in*.s$ft*gM4fcu £ 

1 Omgs $1*9 4%xmtz 0 

2-(2 3 4-^^PD7iy^>»fti ( 3 1 Omg) §^DD*;VA (5ml) fclJjQ 

X.N l-x^;i/-3-(3-i;^ f;v7 ^ y rn ^)>!j;i/^^>f ^ YMBM (4 o 3m 

g) s 1-t FD^S/^O!/ h y 7y-;i^-*jffi« (2 8 4mg) s 4-[(6,7-^ 
h^>-WJ;i/)^>]7-'J> (4 9 8mg) ^iD^.T»M^T^2B#^ 
i*#b&„ figlPj^It7jcm^- h U >>A7Jc^-rMiiS^#ihbs ^ nD*MT'ittl 

MM-r^^^fcJ:Ds Nl-{4-[(6,7-^ F^M-^;'J;V)t^^]7ir;i/H 
-(2,4-^^7 P D 7xy^e>')7-fe hT 7 ^ F£ 5 0 Omg s IR*7 2 %Tt#fco 
Nl-{4r[(6,7-SM h^r^-4-^y i;;i/)t^^>] 7 x^V}-2-(2,4-^^ D 0 7x7" 
^rS>)T-fe h75 H ( 2 0 Omg) h^b FD77> (10ml) {-^b 
fcgU y-'r b^h FD77 >fgf*CD 1 h ^ t FD77 >$S$fc ( 1 . 3 m 
1) ^iJP^TiP^3i^TT!2^F^a:#bfeo 0°C^^iPbpH= 1 IzteZ^X 1 N 
iMt £ jJP its ^ !-> fcflP&JISfETT? 3 0 £f^|ff;# b fc o 0 °C lz b 1 NtKM: 
± h U >7A7K^M^5Px.pH = 1 2 ^bfeo ^DD^;i/AT^Ambaiibfe^s 

tl^l 5 6mgs Ms 8 0%f#feo 

1 H — NMR (CDCla-di, 4 0 0MHz) :<S3. 76 (t, J = 5. 4H 
z, 2 H) , 4. 11 (s, 3 H) , 4. 14 (s, 3H) ,4. 47 (t , J 
= 5. 4Hz, 2H) , 6. 81 (d, J = 6 . 6Hz, 1H) , 7. 08 (d, 
J = 8. 8 Hz., 1H) , 7. 2 3 - 7. 2 7 (m, 3H) , 7. 38 (d, J 
= 2. 7Hz, 1H) , 7. 54 (d, J-=8. 8Hz, 2H) , 7. 69-7. 
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70 (m, 1 H) , 8. 01 (s , 1 H) , 8. 65 (d, J = 6 . 6Hz, 1 



M##Hii (E S I -MS, m/z) : 4 8 6 (M + + 1) 

mnm8 5 2 :N-{4-r(6,7-^7< h3^>-4-=fry U;i/)^-^->l7^-;i/}-N-r2- 

Nl-{4-[(6,7-^7< h^ris-i-*; >J^)^>]7i-^H-(2-^^7i>'# 
^>)7t F ( 2 0 0mg) $Tb7hHP77> (10ml) fcSSflPbfc 

# s stf^ >-^p F7hFo77 >$g#CD 1 M5 1 h7hFD77 ( 1 . 3 m 

1) SiD^.Tlra^»aETTf2I^Hll#bfco 0°C (d^Sfl bpH=l(i^§l*I?lN 



« 1 5 5mgs IK* 8 0%"?:f#7co 

1 H — NMR (CDCla-di, 4 0 0MHz) : 52. 11 (s, 3H) , 3. 
88 (brs, 2H), 4. 06 (s, 3H), 4. 10 (s, 3H), 4. 4 
0 (brs, 2H), 6. 72-6. 76 (m, 3H), 6. 96-7. 01 
(m, 2H) , 7. 2 8 -7. 3 2 (m, 2H) , 7. 53 (s, 1 H) , 7. 
88 (s, 1H), 7. 96 (brs, 2H), 8. 72 (brs, 1H) 
WMi (ESI-MS, m/z) :43 1(M + +1) 

mmm 8 5 3 

N-{4-[(6,7-^ b^>-4-^y U;V)t^i']7xr;i/}-N-[2-(2-^ h^^y 

Nl-{4-[(6,7-^^ h3^>-4-3^ ij;v)t^i/]7i-/l/}-2-(2-^ ^i/7i;ap 
->)T-fe K ( 2 0 0mg) f7t FD77> (10ml) J3}£$Pbfc 

f^s ^ h7t FD77 1 h7tFD77 ( 1 . 3 m 

1) *JPiLTiP^a«IT'r2I^BBlt#bfco 0 o Ct^SPbpH= 1 1 N 

mmznazx^ ^&WDii^3o^»ibfco o-cfc^biNzK^ti 
± h u t>&7kmm%l)n%.pE= l 2 ^bfeo 7DD^;i/A-eitHtiibfefs 



H) 



WO 01/47890 PCT/JPOO/09157 

546 

i5 5mg, 

lIMi (ESI-MS, m/z) : 44 7 (M + +l) 

^»'J8 5 4 : N-[2-(2,6-^^PP7 3iy^->)rc^;i/]-N-{4-[(6,7-^^ 

Nl-{4-[(6,7-^p< h^r>>-4-^y iJ;i/)^>]7x^}-2-(2,6-^^nP7i 
J^y)T^.YT^Y ( 2 0 0mg) §rh7tFD77> (10ml) fc$§#P 
bfe&s #5 b7th*D77 >ltf*:cD 1 h7hFD77 (1.3 

ft*- h U £A;ic$§$££j&DS.pH = 1 2 hlL ^PD^AT-itHbllbfcts 
M§7DD^;i/A-^^7-;i/^©7J7A-?lSt?)Chti ^ gt^©ft-£- 
t)£ 1 5 6mg\ JRaf£8 0%t!f#feo 

'H-NMR (CDCh-di, 400MHz) : 53. 59 (brs, 2 H) , 
4. 04 (s, 3H) , 4. 05 (s, 3H), 4. 29 (t , J = 5. 4Hz, 
2 H) , 4. 54 (brs, 1H), 6. 43 (d, J = 5 . 4Hz, 1H), 
6. 76 (d, J = 9. 0Hz, 2H), 6. 98-7. 05 (m, 3H) , 7. 
27-7. 31 (m, 3H), 7. 41 (s, 1H), 7. 59 (s, 1H), 
8.4 6 (d, J=5. 4Hz, 1H) 
Il^lfl (ESI-MS, m/z) : 4 8 6 (M + +l) 
|ij8 5 5 : N-{4-[(6,7-^ Y^y-^J U )V)JF*->] 7 ji-;1/}-N-[2- 

Nl-{4-[(6,7-i^ h^^-4-=3ry U ;V);t^>] 7 ^-;p}-2-(2,6-^p< ^ 
y3^>) 7th7vF ( 2 0 Omg) ^rf7tFD77> (10ml) 
bfcf^s si*5 h7tFD77 Vfiffc® 1 h7tFD77 >mWi (1.3 

mi) ^m^xm^Mwr^mrsmnvtzo o°ciz^mhipE= iiztj:^^-vi 

Ni&II^P^T. ^^UOll«Tf3 0«#bfec 0°C{3^SPb 1 NzkSt 
ft^ h U »>A7K^t^iP^pH= 1 2 hbfco ^ DD*;i/ATffiffiUJtlSbfci^ 
iS§7nD^/i/A-^ ^y-^OTj^A^ffM-r^c^i-cfc *K ilM^ftia- 

£ 1 5 5 mgs 1« 8 0 %Tl#fco 
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1 H — NMR (CDCls-dt, 4 0 0MHz) : 6 2 . 2 9 (s, 6H) , 3. 
55-3. 56 (m, 2 H) , 3. 99-4. 02 (m, 2 H) , 4. 03 (s, 
3 H) , 4. 04 (s, 3 H) , 4. 38 (brs, 1 H) , 6. 42 (d, J 
= 5. 4 Hz, 1H) , 6. 76 (d, J = 8. 8Hz, 2H) , 6. 92-7. 
05 (m, 5 H) , 7. 42 (s, 1 H) , 7. 60 (s, 1 H) , 8. 46 
(d, J = 5 . 4Hz, 1 H) 

nMfrtitM (E S I -MS, m/z) : 4 4 5 (M + +l) 

mffi,m8 5 6 :N-[2-(2,6-^t< h^r->7rcy^->)^;i/]-N-{4-r(6,7-^p< h 

Nl-{4-[(6,7-^ h^r^-4-^y U;V)^-^i>]7 i^;i/}-2-(2,6-^^ Y*t/7 
^J**/) T-fe F ( 2 0 0mg) £^ h ^ t F D 7 ^ > (10ml) fcig 

$P bfcflL h7t FD77 1 h7tFD77 ( 1 . 

3ml) *Klit.-CiP*fc»«E"fC2l$iafll#bfco 0°Cfc:^aibpH= ltifeSST 

i Nffin&flnjcts £ & fcip»»«ET-e 3 o^mmwvtz 0 o°ciz^mv 1 ntK 

mih± h U A7K^M^ iJPx. p H = 1 2 hlfeo *pn*;i/AT&muillSbfc 
f^s SSt^nn*M-^^y- ;v^©#r> AT-;»Srr££ J; gin© 

1 5 5 mg. lR*8 0%tHfeo 
1 H — NMR (CDCb-di, 4 0 0MHz) : 6 3 . 3 7-3. 3 9 (m, 2 
H), 3. 85 (s, 3H), 3. 88 (s, 3H), 4. 039 (s, 3H), 
4. 044 (s, 3H), 4. 28 (t, J = 5. 1Hz, 2H), 5. 01 

(brs, 1H), 6. 43 (d, J = 5. 4Hz, 1H), 6. 57-6. 6 
1 (m, 2H) , 6. 72 (d, J = 8. 8Hz, 1 H) , 7. 00-7. 04 

(m, 3H) , 7. 41 (s, 1H) , 7. 60 (s, 1 H) , 8. 45 (d, 
J = 5. 1Hz, 1H) 

MMfrm m ( E S I - M S , m/ z ) : 4 7 7 (M + + 1 ) 

f^Mfl]8 5 7 : N-r2-(2,6-^7;i/^-P7 ^>)J^;i/]-N-{4-["(6,7-^ _b 

Nl-{4-[(6,7-^7< b*i/-4-*J >;;^)^-= 3 f-^]7ai-;i/}-2-(2,6-^7;i/^-D7 
^ydr->) T-te h T * K ( 2 0 0mg). ^Th7th*D77> (10ml) Izm 
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IbfeE ^ h7hh*D77 >fg^0 lMrb7tFP77 >mWL ( 1 . 

3ml) *iD^.TJn*t»«ET"C2I^Baai#bfco 0"Cfc^aibpH=l fcJ&SSt? 
1 NJMIt^in^Ts ^ t jDilSTT 3 0#Hgg|#bfco 0°C£tfr£PL 1 NtK 

fc-Smit 1 5 5mg, i&*8 0%Tf#fc o 
liMi (ESI-MS, m/z) : 4 5 3 (M + +l) 
mmmS 5 8 : N-{4-r(6,7-^ h^->-4-^ry U;V)^-^->]7 :n_M-N-[2- 

Nl-{4-[(6,7-^ h3^>-4-=5ry 'J;i/)^^]7i^}-2-(3 ) 5-^^f;i/7i 
y^>) 7th7^F ( 2 0 Omg) §fb7tFD77> (10ml) fc}§Ji? 
bfcf^ h7tFD77 1 h7t FP77 (1.3 

ml) ^iP^Tj]P^js^Ttr2B$m#bfeo 0°Cfc^*Pbp H = 1 1 

Nii^iaxts £ £> fcjnifoMT-e 3 0 7>^lii#bfeo o-c^spb i Nzkst 

fb7^ h U <>A7-Mm$£fln^pH= 1 2 hLL 7DD*;i/At»ffibIiLfets 
« 1 5 5mg\ i&^8 0 %-£f#feo 

mmfrmm (e s i -ms, m/z) : 445 (m + +d 

H^8 5 9 : N-r2-(4-^PP7 ^->)oi^-;i/l-N-{4-r(6,7-^^ h^->-4 
'J;i/)t^>l7ir;i/}7$ > 

Nl-{4-[(6,7-^^ h^r^-4-^y 'J/I/)^^]7irj|/}-2-(4-7DD7xy^ 
^) YT^Y ( 2 0 Omg) ^Tf7kFD77> (10ml) tiilfe 
f^s ^-5- >-y=- h7tFD77 >§gfo(D 1 Mt^ h 7 h FD77 ( 1 . 3 m 

1) ^iPXT5D^M^T-e2H§P^»bfeo 0°C fc^SP bpH=liltc^Jt IN 

w^ipx-Ts £ e> izm^m^y-c 3 o«^ife 0 o°cfc^*Pb 1 Nykmt 

±hV ^A7k^S*Px.pH = 1 2 t Lfzo ^pn*;i/A^muf#ibfc#. 
1 5 5mg\ >Um8 0%-trt#fco 

»7>liffii (ES I -MS, m/z) : 4 5 2 (M + +l) 
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MS 6 0 : N-F2-(3-^PP73iy »$/)j:^-;i/]-N-{4-r(6 J 7-^^ h»->-4 

-^y 'j;i/)^'>]7i_;i/}7^ > 

T-fehT^F ( 2 0 0mg) ^rh7tFD77> (10ml) Sc?§j§?bfe 
fts 4^ h7tFD77 >£gf*© 1 F5t FD77 >$g$g ( 1 . 3 m 

i) *ipiTira»aaET'r2i©Baai^bfco o°cfc#a3bpH= 1 in 

*K*iP^.TN ^ 6 tiDil^TT 3 0 b feo 0°Cfc^b 1 N*l*fb 

« 1 5 5mgs iR*8 0%Tf#7c o 
Si^*fi(ESI-MS, m/z) : 4 5 2 (M + +l) 
j|2gM8 6 1 : N-f4-[(6,7-^p< b =fr^-4-=fry U ;i/)^-^->l 7 ji— ;H-N-r2- 

Nl-{4-[(6,7-$^ y^y-A-*; V )]s)**cl/]7 ^=-)\s}-Z-(2.-^?- fr? ^ ; * 
->) T~te h* ( 2 0 0mg) £^ b ^ t h*P77> (10ml) fcigbfc 

f^s tf?^ >-9- b7t FD77 1 h7tFP77 ymWL ( 1 . 3 m 

1) ^in^T*P^M^T^2I^P^#bfeo 0°C{z^rSPbpH= 1 1 N 

± h u >>A7Jc^^sp^.ph= i 2 hbfeo 7DD*M"eitiibiibfet, 

J»73*fi (E S I -MS, m/z) : 44 5 (M + +l) 

fSMfll8 6 2 : N-{4-r(6,7-^^ b ^>>-4-3r^- yMj -;t/);tdr->1 7 31 -M-N- 

Nl-{4-[(6,7-^ b^>-4-^7^./ >J — 7 m -;p}-2-(2-p< ^;i/!7 x. 
y ^> ) 7-feb7^ F ( 2 0 0mg) §rh7hFD77> (10ml) d jgffP 
bfef^s h7th*D77 >m{fcCD !Mrh7tFD77 >$g$£ (1.3 

ml) *in^.TiPSft31SIET , T?2NFBB8l#bfco 0°Cfc:tfr£Pbp H= 1 \ztz%> 1 
N^ffi&infcTs £ & fcUP^SSSET*?? 3 0#IBtl#bfco 0 "Ct^iPb 1 N 7 J<I£ 
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1 H — NMR (CDCla-di, 4 0 0MHz) : 6 2 . 2 6 (s, 3H) , 3. 
58 (t, J=5. 1Hz, 2H) , 4. 06 (s, 3H) , 4. 07 (s, 3 
H) , 4. 21 (t, J = 5 . 4Hz, 3H), 6. 75-6. 91 (m, 4 
H) , 7. 08-7. 18 (m, 4H), 7. 31 (s, 1 H) , 7. 57 (s, 
1 H) , 8. 6 3 (s, 1 H) 

(ESI-MS, m/z) : 4 3 2 (M + +l) 
mMM8 6 3 : N-{4-[(6,7-^p< Y^y-A-^-J U 7 ^~;i/}-N-[2- 

Nl-{4-[(6,7-^ U;V)^-^r->]7 3i-;v}-2-(4-p< Y**y7*.J 

T-\z h7^ H ( 2 0 Omg) h7hFD77> (10ml) fcigJWb 
fc^s stf -5 h7bh*D77 >fg^cD 1 h7tFD77 ( 1 . 3 m 

i) %mzTmmwL-T-e2mF3m.ni;tz 0 o o c(z^*abpH=i^^^^^iN 
^ h e7A;?k$§*££2raitpH= 1 2 ^l^ 0 ^nn^vA^muiSiufc^s 

«15 5mgs !Rajs8 0%t?t#fe o 

1 H — NMR (CDCL-di, 4 0 0MHz) : (5 3 . 52 (t, J = 4. 9H 
z, 2H) , 3. 77 (s, 3H), 4. 04 (s, 3H) , 4. 05 (s, 3 
H), 4. 15 (t, J = 5 . 1Hz, 2H), 6. 74 (d, J = 8 . 8Hz, 
2H) , 6. 83-6. 89 (m, 4 H) , 7. 03 (d, J = 8. 8Hz, 2 
H), 7. 41 (s, 1H), 7. 59 (s, 1H), 8. 45 (d, J = 5. 
4Hz, 1H) 

MMftffim (E S I -MS, m/z) : 447 (M + +l) 

mmm8 6 4 :N-{4-r(6,7-^ b^r^-4-^rJ U;i/)^$/l7 3i^;i/}-N-[2- 

Nl-{4-[(6,7-^ ij Jl/)t^^>]7 i-/P}-2-(4-xf ib7 ^ 
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is) 7-bh7^ h' ( 2 0 0mg) ^xh7tFn77> (10ml) b£ 
f^s ^ >-5=- h7tFD77 1 Mr h7tFD77 >$g$g ( 1 . 3 m 

1) ^An^TiP^M^T^2BtrBm#bfeo 0°C«SllpH=lfc^^f?lN 

tl£ 1 5 5mgs W8 0%T : f#feo 
M^Jffii (E S I -MS, m/z) : 4 4 5 (MH1) 
'^MMB 6 5 : N-f2-(2,5-^^PP7 Jiy ^r->)^7 c ;i/l-N-{4-[(6,7-^^ h 

Nl-{4-[(6,7-^p< h^^-4-^y •J/V)^^]7x-;i/}-2-(2 ) 5-^7Dn7x 
y^-Sy) 7-feF7^ F ( 2 0 Omg) ^rF7tFn77> (10ml) Izm® 
bfe^s tf?^>-r h^t KD7^>fg#:© lMr h ^ t FD77>tI ( 1 . 3 

mi) ^m^.xmmmm.TTzmmmnvr^o o°ciz^lvh=i^^^i 

Ni&M%J)UZ.T, $?»{iSOilITlr3 0«ribifeo 0°C^MblN7j<^ 

^M7DD^/vA-^^7-;^©*7ATHStSi^i;J;Ds ^^£Kbi^- 

tl£ 1 5 5mg\ JK^8 0%t! ; f#7co 
IIMi (ESI-MS, m/z) : 4 8 6 (M + +l) 
miMM8 6 6 : N-{4-[(6,7-^ b%->-4-*; U ;i/)^^->] 7 :n~;i/}-N-[2- 

Nl-{4-[(6,7-^^ h^rSy-4-^ry 'J/l/)^^]7x^}-2-(4-7/PtD7x7 
3^>) T-feh^^F ( 2 0 0mg) 4rF7tFD77> (10ml) £^#?b 
fef^N >-r b "7 b FD77 >$tf*CD 1 Mr h ^ h FD77 >WM ( 1 . 3 m 
1) ^^^.TMM^TT»2Bt^ii#bfco 0 o C{3^g]bpH= 1 tf^St 1 N 
iMM*to%-T, ^^iDlIS"Ft*3 0M#Lfeo CCfctfrSPblNzk^fb 
h U ^AtK^^^x-pH^ 1 2i:bfco ^np^;i/A-ewmbvI/«bfef^ 

**•*■ 1 5 5mg\ IR^S8 0%-£#fc o 
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1 H — NMR (DMSO-de, 4 0 0MHz) :64. 0 3 (s, 3H) , 4. 
04 (s, 3H), 4. 14 (t, J = 5. 4Hz, 2H), 6. 82-6. 8 
4 (m, 3H) , 6 . 97-7. 0 1 (m, 2 H) , 7 . 11-7. 16 (m, 
4H) , 7. 62 (s, 1H) , 7. 74 (s, 1 H) , 8. 78 (d, J = 6. 
6Hz, 1H) 

Mfrtifm (E S I -MS, m/z) : 4 3 5 (M + +l) 

mmM8 6 7 ; N-{4-[(6,7-^p< h^->-4-^y U^a-^l^x-M-N-l^- 

TK^-fb^- h >>A ( 1. 9 6g) il^^Mjl'AT^ K (2 4 0ml) %1m 
X.^ Nl-4-[(6,7-^ U /l/)t^^] 7 i^-2-(4-7;i/^D 7 x y 

3=->)T-te YTXY (llg) ^M^tco Wi^X&oik*3-)l> (7g) (Di?*3-)\s 

*^A7^ k (i omi) mm^m^MUT 2mmm;Wisfeo 7j<-££Ofr£^ihb 

Nl-4-[(6,7-^ h^PSy-4-^y U;V)^-^->]7i-;i/-Nl-^<^;i'-2-(4-7;i/ 

ni-4-[(6,7-^p< u;i/)^-^->]^^-;^-Ni-p<5 : -;i/-2-(4-7;v^-D 

7i/^ri/)7t F ( 7 . lg) £^ h7tFD77> (2 5 0ml) 

6ml) ^PX.TWftji^TT2B^^ii#bfeo 0°Cfctfr£Pbp H= 1 

i N^^ipx.T. ^ & tiiiiT-e 3 oft-mmftvfro o°ct^*pb 1 ntK 

^fb^ h U»>A7K^^SPx.pH= 1 2 £bfco ^nu*;i/A^mb?I#flbfc 
-fb£rt)£3. 2gs iK*4 0%Tl#fe o 

'H — NMR (CD.Cb-di, 4 0 0MHz) : 6 3 . 10 (s, 3H) , 3. 
78 (t, J = 5. 9Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3 
H), 4. 14 (t, J = 5. 9Hz, 2H), 6. 51 (d, J = 5. 6Hz, 
1H), 6. 82-6. 85 (m, 4H), 6. 94-7. 00 (m, 2H), 
7. 06-7. 08 (m, 2H), 7. 61 (s, 1H), 7. 64 (s, 1 
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H) , 8. 4 5 (d, J = 5. 6Hz, 1H) 
li^lff (ESI-MS, m/z) : 44 9 (M + +l) 

mmmS 6 8 : N-[2-(2-^PP7 ^->)ji^-;1/1-N-{4-[(6,7-^^ h=fr->-4 
z^tZ 'J;i/)t^->l7ir;i/}7^ > 

Nl-{4-[(6,7-^ h^F-^-4-^y l J;i/)t^i']7i^}-2-(2-^nn7iy 
i>) 7th7^ F ( 2 0 0mg) $rh7tFD77> (10ml) fc^bfc 
f^s y-=r h7tpU77 >$g#:© 1 Mr h7t FD77 ( 1 . 3 m 

I) **n*.-CiD^3B»Tt?2«fHit»bfco 0°Ct^bpH= 1 f-^^ST? IN 
tMlt§APX.Ts £ 6 fc*P«Wl«ET"C 3 0#Rg*#bfco 0 o C(3^*Pb 1 N*gMb 

t-F'J >>A7K?^§ijnx.pH= l 2 i:bfe 0 ^nnsjvi/A-rWifflbJftSSbfc&N 

1 5 5mgs iR^8 0%t?#fc o 
liMf (ESI-MS, m/z) :4 5 2 (M + +1) 
mffiM8 6 9 : N-{4-[(6,7-^^ 'J;P)^'>]7 x^2jJ z N z (2 z Z 

Nl-{4-[(6,7-^^ h^r^-4-^y U;V)^i']7xr:;i/}-2-7i7Jr^7-b hT 7 
5; K ( 2 0 Omg) &r h7hh*D77> (10ml) fcMbfe^ 4^ >- 
rh7t FD77 >mfo<D 1 Mr h7t HD77 >$8$ft ( 1 . 3ml) SiPitT 
J n ^ Ji«ET t? 2 ^Ht# b o 0^ b p H = 1 fc ft * £ ^ 1 N ft in it T\ 
^^J)0«TT3 0#Hg«#bfco 0°C{3^JPb 1 NjKSHb^ h U^-McSS 
*£ftjD;tpH= 1 2 tbfco ^DD^;i/A-^ttttibE«6bfe^ ^7DD* 

^^CD^^A-eMMI-^^^fcJ; itM©<b-£-tl£ 1 5 5mg\ 
lR^8 0%tt#fco 
SIMf (ESI-MS, m/z) : 417 (M + +l) 
mMM8 7 0 : N-{4-[(6,7-^t< h*^-4-*J V 2kM±Id Z ^_;t/HH2- 

[4-^L±2kz^Zj^l^±2kIZ^^: 

Nl-{4-[(6,7-5>* h^r^-4-^ry U ;i/)3-3r*>] 7 ;V}-2-(4-7< 7^:7 31 y ^ 
->) 7-bh7^ F ( 2 0 Omg) $rb7t FD77> (10ml) fc$gfl?bfc 
f^s >-r b 7 h K D 7 =? y^foCD 1 Mr h7hh*n77 ( 1 . 3 m 
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i) %MZTmmmffirf'£2mmmnisfzo o-cfc^pbpH^ifc&^-eiN 

Um^m^X, ^f»t»IiK"3 0^Wbfeo 0°Cictff*PblN7j*fb 
1 5 5mg\ iR^8 0%7rt#fe o 

fi^Jfffi (E S I -MS, m/z) :43 1(M + +1) 
f»ff'J8 7 1 : N-{4-[(6,7-^p< h^>-4-=W U ;i/)a-5->] 7 :x~M-N-[2- 

Nl-{4-[(6,7-^ h^r^-4-^y U ] 7 ^;v}-2-(3-7< 5^:7 ai y ^ 

i>) T-te F ( 2 0 0mg) f7hFD77> (10ml) IZ^M^fc 

f^s h =y t FD77 >ggf#© 1 Mr h7 t FD77 >^?^ ( 1 . 3 m 

1) ^^n^Tin^M^T^2B§P^a#bfeo 0°C(3^PbpH= 1 1 N 

±ii^^p^-Cs ^^izmmmm.rx3 o«#tfe 0 o°cfz:^£PbiN7j<SHb 

7-h'J «>A7.k»c£#px.pH = 1 2 i: bfeo ^nn^^A-^^mbvilibfc^s 

KS^fjTffi (E S I -MS, m/z) :43 1(M + +1) 

l^feff'J8 7 2 : 2-(2-{4-[(6,7-^ h3^>-4-=fry U;V)^-^->] U y }rc h 

Nl-{4-[(6,7-^p< h3^>-4-3f-y U;V)^-dr^]7oz-;i/}-2-(2-t FP^^>7x 
y^>) T-fc F ( 2 0 Omg) £r h7tFP77> (10ml) 

bfcf^ tf?^ >-r h7t FD77 >fg#:<D 1 Mr h7tFD77 (1.3 

mi) ^mx.xmmMwtrx2mmmnLtco o°ct^spbpH=i(3/fe^^Ti 

N^ii§j!jD^T. ^ 5> t^JPi^^TT 3 0 °Ct::#r£P b 1 NzM 

4hi- h V «yA7k?§?$£iJP>LpH = 1 2 iibfco ^ n n^;],ATl*mb^i&bfc^ 
BSE^^nn^;VA-7<^y-;i/^©7j^A-tr^M-r^cii:{3j: tK ^©'fb-^r 

i§155mgs IR*8 0%T?#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 4 . 0 2 (s, 3H) , 4. 
03 (s, 3H), 4. 12 (t, J = 5. 4Hz, 2H), '6. 71-6. 9 
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5 (m, 7H) , 7. 15-7. 17 (m, 2 H) , 7. 6 2 (s, 1H) , 7. 
73 (s, 1H), 8. 77 (d, J = 6. 6Hz, 1H) 
'WS#*fte (E S I-MS, m/z) : 4 3 3 (M + +l) 

Nl-{4-[(6,7-^7< h^J/-W^>J-;i/)^^]7i^H-7iy ^S/T-Hz 
h7^ h* ( 2 0 0mg) ^rh7tFD77> (10ml) £^fl?bfc?£s 

t 7^ lM^ h^fc FP77>ii (1. 3ml) £#ax 

T»i^T-e2^rwtfeo o°ci3^aiupH= 1 fc&atj-e 1 Nmm^m^. 

7K^^iPx.pH= 1 2 hLL ^DP^/l/ATflllffiUllbifets M§7d 
D ^ A - ^ ^ 7 -/^^©* 7 A tiMtl. C ^ t i ^ mM(Dih^^ 15 5 

1 H — NMR (CDCls-dt, 4 0 0MHz) : 6 3 . 5 6 (t, J = 5. 1H 
z, 2H) , 4. 07 (s, 6H) , 4. 21 (t, J = 4. 9Hz, 2H), 
6. 76 (d, J = 8. 8Hz, 2 H) , 6. 9 3 - 7. 0 0 (m, 3H) , 7. 
09 (d, J = 8 . 8Hz, 2H), 7. 28-7. 33 (m, 2H), 7. 3 
9 (s, 1H) , 7. 57 (s, 1H) , 8. 65 (s, 1 H) 
fl^i (ESI-MS, m/z) : 418 (M + +l) 
^%^'J8 7 4 : 2-(2-{4-[(6,7-^ RH-^T-V'J-M^^r^y-'Jy} 

Nl-{4-[(6,7-^^ h*is-4-*i- s J V - fr)**^]? ^-M-2-(2-t Fn3^> 
7x/^^) T-fe hr^K( 2 0 0mg) £5^ h7th*D77> (10ml) 

}§J1? bfcf^ #7 h7tFD77 >fg®:cD 1 h7tFD77 >&ML ( 1 . 

3mi) ^M^xmmmmrxzmmminvrco o°c^mhpB= nzftz&x 

lNlMOits ^^('»M^tT-t?3 OfrmffiWLfco 0 °C«SPb 1 NtK 
miki- b U >7A7jc^^JPx.pH= 1 ^ d p*;i/ATj>ffl£BUf ISbfc 

<b£rt/£ 1 5 5 mg, IR^8 0 %xntz.o 
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1 H — NMR (CDCL-di, 4 0 0MHz) : 6 3 . 6 0 ( t , J = 5. 4H 
z, 2H), 4. 06 (s, 3H), 4. 07 (s, 3H) , 4. 28 (t, J 
= 5. 4Hz, 2H) , 6. 78 (d, J=8. 8Hz, 2H) , 6. 87-6. 
94 (m, 4H) , 7. 10 (d, J = 9. 0Hz, 2H) , 7. 32 (s, 1 
H) , 7. 57 (s, 1H) , 8. 63 (s, 1 H) 
liMi (ESI-MS, m/z) :4 3 4 (M + +1) 
mMM8 7 5 : N-{4-[(6,7-^t< Y*i/-A-*; V ;V);fr^>1-3-.?< 3-)V7 ^ — 
M-H2-7xyjp->X^V)7^ > 

Nl-{4-[(6,7-^p< h^->-4-dry U ;i/)^-^r^]-3-p< ^-;V}-2-7 ^ J * 

->T-t F ( 2 0 0m g) ^rh7tFD77> (10ml) fcMPbfcfl^ 

^ f7tFP77 >fgf£CD 1 F^t FD77 ( 1 . 3ml)* 

t>A7kmm*lm?Li>H.= l 2 at ^DP*;vA-eMmbiilibfcf^ 3&E$ 
^DP^/i/A-^^7-/^©*7A-elitSiJ:tJ; D> ^©(ZMb-^S l 

5 5mgs XR*8 0%-^l#feo 
MS^JffiS (E S I -MS , m/z) : 4 3 4 (M + +l) 
mmm8 7 6 : N-{4-r(6,7-^7< h^->-4-^-y ';;i/)^-^r->l-3-p<^;V7rc- 

;v}-N-[2-(2-p<^-;i/7 31 y ^>)3^;H7^ > 

Nl-{4-[(6,7-^p< U;i/)^^r^]-3-p<5 L ;i/7^-;v}-2-(2-p<^;i/ 
7^;**/) T-fe h 7* 5. F ( 2 0 Omg) £^ h7hFD77> (1 Oml) Iz 
^bfc#s tf:^ h7hFD77 >mtfc<D 1 h7bFD77 ( 1 . 

3ml) *inxtM^M^T^2^S^bfeo 0°Cii^bpH = 1 t/fe^^T- 
lNSKSSn^Tx *&fcin»»«lT-C3 O^Klf^bfco 0°Ci3^SPblN7jc 

»-fb^- h u>>A7j<^^n^pH= 1 2iibfeo ^op^;i/A-??tttbbje*Sbfc 

'H-NMR (CDCla-di, 4 0 0MHz) : <5 2 . 0 2 (s, 3 H) , 2. 
19 (s, 3H) , 3. 50 (t, J = 4. 9Hz, 2H). , 3. 96 (s, 3 
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H) , 3. 98 (s, 3H) , 4. 12 (t, J = 4. 9Hz, 2H) , 6. 2 
3 (d, J=5. 1Hz, 1H), 6. 50-6. 54 (m, 2H), 6. 76 
-6. 8 9 (m, 3H) , 7. 0 7-7. 10 (m, 2H) , 7. 3 4 (s, 1 
H), 7. 55 (s, 1H) , 8. 35-8. 36 (m, 1H) 
Sl^tfffi (ESI-MS, m/ z ) :44 5 (M + +1) 
lfefrSff'J8 7 7 : N-[2-(2-^ P P 7 x y ^ )xf/V]-N-{4-[(6, 7-^^ h^>-4 

Nl-{4-[(6,7-SM h^>-4-*y 'J;i/)^^]-3-^^7i-jH-2-(2-^nn 
7xy^s/) ^-fe h* ( 2 0 0mg) £r h7th*P77> (10ml) £ 

SS/Sbfc&s tf^ >-r h7th"D77 ymW-(D 1 Mr h7kKD77 ( 1 - 

3mi) ^m^xiimmmrf^mmmin^ko o°cc^£plph= i c^s^t? 

1 N*&*j&D*.Ts ^ tJDil^TT 3 O^i^Lfco 0°CJctfriPb 1 Nzfc 

1 H — NMR (CDCL-di, 4 0 0MHz) : 52. 10 (s, 3H) , 3. 
60 (t, J = 4 . 9Hz, 2H), 4. 04 (s, 3H), 4. 06 (s, 3 
H), 4. 26 (t, J = 5. 1Hz, 2H) , 6. 31 (d, J = 5. 4Hz, 
1H), 6. 59-6. 65 (m, 2H), 6. 91-6. 97 (m, 3H), 
7. 20-7. 22 (m, 1H), 7. 38-7. 40 (m, 1 H) , 7. 4 2 
(s, 1H), 7. 63 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H) 
SI^*fI (ESI-MS, m/z) :4 6 6 (M + +1) 
HMffJ8 7 8 : N-{4-[(6,7-SM h =fr^-4-=fry 'J;V)t^->]-3-^f;V7x^ 
/l/}-N-[2-(3-^T^7x7jr>»x T ;i/l7^> 

Nl-{4-[(6,7-^p< h^>-4-3f-y y;i/)^-^^>]-3-p<7 c ;i/7ain;i/}-2-(3-p<^;i/ 
7x7Jp^» T^z F ( 2 0 0mg) §r h ^ fc. h'D77> (10ml) (3 

SfjSbfc^ st? ^ >-r F7th'D77 >igf*© 1 Mr h7t F077 ( 1 . 

3ml) *JPitTiP»»flETT2NflHai#bfco 0°C(3^SPbp H = 1 

1 Nmm^m^r, g & izmmmw.~fv 3 o bfco o.°c^^spb 1 n?k 
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fls^S 155mg, i&*8 0%-e#feo 

1 H — NMR (CDCls-di, 4 0 0MHz) : <5 2 . 10 (s, 3H) , 2. 
34 (s, 3H) , 3. 54 (t , J = 4. 9Hz, 2H) , 4. 04 (s, 3 
H) , 4. 06 (s, 3H), 4. 18 (t, J = 5. 1Hz, 2H) , 6. 3 
0 (d, J=5. 4Hz, 1H) , 6. 56-6. 61 (m, 2H) , 6. 74 
-6. 81 (m, 3H) , 6. 95 (d, J = 8. 3Hz, 1H), 7. 18 
(t, J = 7. 6Hz, 1H), 7. 42 (s, 1H), 7. 63 (s, 1H), 
8.4 3 (d, J = 5. 4Hz, 1 H) 
'Mm.fr'tifiU ( E S I — M S , m/ z ) :4 4 5 (M + +1) 
mmmS 7 9 :N-{4-[(6,7-^p< h^>-4-^7 U;i/)^j-^r->1-3-p<^-;i/7^- 

Nl-{4-[(6,7-^p< h^F-^-4-^y U;i/)^-^r^]-3-p<^;V7 3i-;i/}-2-(4-p<5 : -;i' 
7 y Jpi/ ) T-fe hT^F ( 2 0 0 m g ) §rh7tFn77> (10ml) 

bfcf^ ^ h7hFD77 >fg#:© 1 h ^ fc h* n 7 7 ( 1 . 

3ml) ^inx.T*P^M^Tlr2BtP H m#bfeo 0°Cfc^*Pbp H= 1 \z.tz%> ^ 
lNM^Dits £t>lztommffi.T-£ 3 0^ii#bfeo 0°C{3^SIb 1 N?J< 

sg'fti^ h U'>A7Jc^^sp^ph = 1 2 ^bfco ^DD*M-eiaiblibfe 

1 5 5mg\ ^8 0%^#fe o 
'H — NMR (CDCh-di, 4 0 0MHz) :62. 10 (s, 3H) , 2. 
30 (s, 3H), 3. 53 (t, J = 4. 9Hz, 2H) , 4. 04 (s, 3 
H), 4. 06 (s, 3H), 4. 17 (t, J = 5. 1Hz, 2H), 6. 3 
0 (d, J = 5. 1Hz, 1H), 6. 56-6. 61 (m, 2H), 6. 83 
-6. 96 (m, 3H), 7. 10 (d, J = 8. 5Hz, 2H), 7. 42 
(s, 1H), 7. 63 (s, 1H), 8. 43 (d, J = 5. 4Hz, 1H) 
StS##Hit (E S I -MS, m/z) : 4 4 5 (M + +l) 
HMffl8 8 0 : N-{4-f(6,7-^ h^>-4-^ U 3^1-3-;* 1- 
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;v}-N-[2-(2-^< \^t^2^ZJt^Ll^±2klZA> 

Nl-{4-[(6,7-^ U;i/)^-^->]-3-^^-;i/7 3i-;i/}-2-(2-^ 

T^YTXY ( 2 0 0mg) Srh7tFD77> (10ml) 
\z mm bfefts ^ y-=7- h7tFD77 lMrh7th*D77 
(1. 3ml) §^nx-C»M^tTT-2B#P e m#bfeo 0°Ck:tfr*Pbp H= 1 fcfc 

1 N^it^sp^Ts ^ e> ^ w^M^T-e 3 o^r^^ufeo o°c(c:^pb 

1 5 5mg, «8 0%t:t#fco 
'H-NMR (CDCls-di, 4 0 0MHz) : (5 2 . 10 (s, 3H) , 3. 
55 (t , J = 4. 9Hz, 2H) , 3. 89 (s, 3H) , 4. 04 (s, 3 

H) , 4. 06 (s, 3H) , 4. 25 (t, J = 4. 9Hz, 2H), 6. 2 
9-6. 31 (m, 1H), 6. 57-6. 61 (m, 1H), 6. 89-7. 
11 (m, 6H), 7. 43-7. 44 (m, 1H), 7. 61-7. 65 (m, 
1H), 8. 44 (t, J=5. 4Hz, 1H) 

WMfi-tifm (E S I -MS, m/z) : 4 6 0 (M + +l) 

^»J8 8 1 : N-{4-[(6,7-^^< h ^>-4-^y U JV)^r^>]-3-^ f;V7 ji — 

;i/}-N-[2-(2,6-^^^;i/7^y ^-->)^^;i/]r^ > 

Nl-{4-[(6,7-^ h^r^-4-^ry V JV)^r^r^]-3-^ ?-)V7 ^-;i/}-2-(2,6-^^< 

T-fe F ( 2 0 Omg) £5^ h7t FD77> (10m 

I ) izmmisfz'&s ft? h t F p 7 ^ >fgf*© lMrh7tFn77 

* (1. 3mi) ^m^xmmmw.y^zmr^mnLtco o°c^^*pbpH= 1 iz 

b 1 NzklKb^ b U <7A7jc^«iJDx.pH = 1 2 ^bfeo ^PP^l/A-tr^mb 
tllibfefts ^S§7nD7K;vA-/^7-;i/^o*7Ai!lStl>^J:tj;^ 

gtH<7Mb£r tl £ 155mg, JR^s 8 0 %nmfco 

1 H — NMR (CDCls-di, 4 0 0MHz) :62. 11 (s, 3H) , 2. 
30 (s, 6H), 3. 55 (t, J = 5. 1Hz, 2H), 4. 02 (t, J 
= 4. 9Hz, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 3 
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0 (d, J = 5 . 4Hz, 1 H) , 6. 60-6. 64 (m, 2H), 6. 94 
-6. 98 (m, 2H) , 7. 02-7. 04 (m, 2H), 7. 43 (s, 1 

H) , 7. 63 (s, 1H) , 8. 44 (t , J = 5. 1Hz, 1H) 
KM^fJrfit (ESI-MS, m/ z ) : 4 5 9 (M + +l) 

$mM8 8 2 : N-[2-(2,6-^p< h *r*/7 ^> )^^]-N-{4-[(6,7-^p< h 

Nl-{4-[(6,7-^p< U;i/)7j-^->]-3-p<^-;i/7ai-;i/}-2-(2,6-^^ 
h^^>7xy^i/) T-feh^^F ( 2 0 0mg) ^ f7tFD77> (10m 

I ) {-^bfef^ tf^ h -5 t FD77 1 Mr h7hFn77 >m 
WL (1. 3ml) ^An^T»a^tT^2^r«#bfeo 0°C(3^Pbp H = 1 t 

b 1 N7KSHb^ h V ^&7kmm%1mz.pU = 1 2 hbfco ^nn ATfftfcB b 
vllibfe^s aS§^nD^A-^^y-M®7J7ATlilt§iJ:tiDs 

mmcD^m^ 1 5 6mg, ir^s o%-ef#fc 0 

'H-NMR (CDCL-di, 4 0 0MHz) : 2 . 10 (s, 3H) , 3. 
38 (brs, 2H) , 3. 89 (s, 6 H) , 4. 05 (s, 3H) , 4. 0 
6 (s, 3H) , 4. 27 (t, J = 5. 1Hz, 2 H) , 4. 94 (brs, 
1H) , 6. 31 (d, J=5. 1Hz, 1H), 6. 56-6. 61 (m, 4 

H) , 6. 94 (d, J = 8. 5Hz, 1 H) , 7. 02 (t, J = 8. 3Hz, 
1H), 7. 43 (s, 1H), 7. 64 (s, 1H), 8. 44 (t, J=5. 
4Hz, 1H) 

M&frffiiM (E S I -MS, m/z) : 49 1 (M + +l) 

SMU 8 3 : N-[2-(2,6-^7MP7 ):n^;i/]-N-{4-[(6,7-^ h 

Nl-{4-[(6,7-S^ h^r^-4-^y U ;i/)^^^>]-3-p< ^-^}-2-(2,6-^7 
MP7i;^r^) T-fe h7^ F ( 2 0 Omg) £r F7th*D77> (10m 

I ) CSilfefs #7 h7tFD77 >f|f£© lMTh7tFD77>i 

ft (1. 3ml) ^SP^.T»3l^Ttr20#P B m#bfco 0°Cfc^*PbpH = 1 t: 
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b 1 N&Mihi- h U «>A7.k^?t£#nx.pH = 1 2 bLfzo ^PP^Mfiliil 
mMOih^m^il 5 5mg, iW8 0%-e#fc o 

1 H — NMR (CDCls-di, 4 0 0MHz) :62. 10 (s, 3 H) , 3. 
50 (brs, 2H) , 4. 05 (s, 3H) , 4. 06 (s, 3H) , 4. 3 
7 (t, J=5. 1Hz, 2H) , 6. 31 (d, J = 5. 4Hz, 1H) , 6. 
57-6. 63 (m, 2 H) , 6. 89-6. 99 (m, 4H) , 7. 43 (s, 
1H) , 7. 63 (s, 1H) , 8. 44 (d, J = 5. 4Hz, 1H) 
MMfrffim (E S I -MS, m/z) : 4 6 7 (M + +l) 
mMM8 8 4 : K-\2-(2,6-*S* h »->7 1 ; ^r'»xf;H-N-{4-[(6,7-^^ h 

Nl-{4-[(6,7-^p< h^r^^-^py ';;i/)t*^]-Z,3-y^^;i/7 i-n/}-2-(2,6 
-i^p< h^^>7xy^» T-fe F ( 2 0 Omg) £^ h7hh'D77> 

(1 0ml) fc gFflf Lfc&N tf?^ >-5^ h7 t h*D77 >mt£CD 1 f>7t h*P 
y^>mWi (1. 3ml) §^D^TMjl^T^2BtP^ii#bfco 0°Cfc^4Pbp 

°C£#?£Pb 1 N*SMb:*- h U £A2k$§$$£;&D;tpH = 1 2 £ bfco ^7DD^;i/A 

1 H — NMR (CDCL-di, 4 0 0MHz) : (5 2 . 10 (s, 3H) , 2. 
24 (s, 3H) , 3. 44 (t, J = 4. 4Hz, 2H), 3. 87 (s, 6 
H), 4. 05 (s, 3H), 4. 07 (s, 3H), 4. 32 (t, J = 4. 
6Hz, 2H), 4. 72 (brs, 1H), 6. 27 (d, J = 5. 4Hz, 
1H) , 6. 58-6. 62 (m, 3H), 6. 91 (d, J = 8 . 8Hz, 1 
H), 7. 03 (t, J = 8. 5Hz, 1H), 7. 43 (s, 1H), 7. 6 
6 (s, 1H) , 8. 42 (d, J = 5. 4Hz, 1 H) 

Si^«fl (ESI-MS, m/z) : 5 0 5 (M + + 1.) 

liflj 8 5 : N-{4-r(6,7-^^ h^->-4-^y 'JJl/)^->l7x^bH-(3-7 
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Nl-{4-[(6,7-^p< h3^>-4-3V U;i/)^^^>]7^m;i/}-3-7 3iy ^>rp/^ 
T^F ( 2 0 0mg) trF7hh*n77> (10ml) t$§#p bfcf^s tf^ > 
-rf7hFD77 >tgf£<D 1 Mr h7tFD77 >^rt ( 1 . 3ml) %M%-T 
^^M^Ttr2B^P H m#bfeo 0 o Cfc^£PbpH = 1 {^fea^tr 1 Ni&i^PX."^ 
£ ^UDiMTt 3 0#F^!ft#bfco 0°C(3^SPb 1 NyJcllHbx h U t> A?Km 
M£#P;lpH= 1 2 £bfc 0 ^nn*;i/A-ettmb?ilgbfe^s IS^^nn^ 
;vA-^#y — ;i/^©^^ATliM-r^^ tic J; tK glMtfHb-^t) £ 155mg, 
JR*8 0 %tr#fco 

'H-NMR (CDCh-d., 4 0 0MHz) : 6 2 . 3 0-2. 3 3 (m, 2 
H), 3. 91 (s, 3H) , 3. 98 (s, 3H), 4. 00 (t, J = 5. 
6Hz, 2H) , 4. 34 (t, J = 7. 1Hz, 2 H) , 6. 21 (d, J = 
7. 6Hz, 1H) , 6. 86-7. 01 (m, 7H), 7. 27-7. 32 
(m, 3H) , 7. 47 (d, J = 7. 6Hz, 1 H) , 7. 83 (s, 1 H) 
HM7>Wfil (ESI -MS , m/z) : 4 3 1 (M + + 1 ) 
mmM8 8 6 : N-{4-[(6,7-^^< h^>-4-=fr7 U ;V)^-dr->]-2,5-^^ ^1/7 
-;i/}-N-(3-7 3i y ^->7°Ph.-;V)T^ > 
Nl-{4-[(6,7-^p< h^^-4-^y iJJl/)^i>R5-y^?;i/7x^}-3-7i 



bfefts ^ >-r h7tFD77 >mtfc(D 1 Mr h7tFn77 >^ (1.3 

mi) %mzxmmffi.Tx*2mr3m;nLfzo o°c^^bpH= lt^atti 

N^i^D^LT, £ £ fcZra&rfgSrpe 3 07>P«#bfco 0°C(3^SPblN7M^ 

'fb^ h U <>A7j<:^^iPx.pH= 1 2hLtzo & n n^i/AT^mUffSbfefl^ 

1 5 5mg\ IR*8 0%-et#feo 
'H-NMR (CDCh-di, 4 0 0MHz) : 6 2 . 0 8 (s, 3H) , 2. 
14 (s, 3H), 2. 17-2. 23 (m, 2H), 3. 43 (t, J = 6 . 
3Hz, 2H), 4. 04 (s, 3H), 4. 06 (s, 3H), 4. 16 (t, 
J = 5. 9Hz, 2H), 6. 29 (d, J = 5. 4Hz, 1H), 6. 54 
(s, 1 H) , 6. 82 (s, 1H), 6. 93-6. 97 (m, 3H), 7. 



^ K ( 2 0 Omg) £r 



bFP77> (10ml) izmM 
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28-7. 3 2 (m, 2H) , 7. 43 (s, 1 H) , 7. 62 (s, 1H) , 
8. 4 2 (d, J = 5. 4Hz, 1 H) 
Hi^*fi (ESI-MS, m/z) : 4 5 9 (M + +l) 

mmm8 8 i : MMifLLVA h3=-^-4-3v u;u)a-=fr^l-2,3-^?-;i/:7jc 

Nl-{4-[(6,7-^p< h^r>>-4-^y U ;i/ -2, 3- ^-;i/}-3-7 31 
y^rS/7 , D/i>7^ M 20 Omg) £rr h^b Fn77> (1 Oml) izmM 
hfc&s ^ y-=r h7tFD77 >mfo(D lMrh7hHD77 >^ (1.3 
ml) SiPATJnlft»«ET , C2I^B!litWbfco 0°Cfctf?£Pbp H= 1 fc&S $-C 1 
N^^JP^Ts $f.(l»MTT3 O^S#Ufeo 0 °C^^SP b 1 N7jci£ 

1 5 5mg s W8 

'H-NMR (CDCla-dt, 4 0 0MHz) : 6 2 . 0 7 (s, 3H) , 2. 

14 (s, 3H) , 2. 17-2. 30 (m, 2H) , 3. 42 (t, J = 6. 

3Hz, 2H), 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 4. 17 (t, 

J = 5 . 9Hz, 2 H) , 6. 26 (d, J = 5 . 4Hz, 1H), 6. 59 . 

(d, J = 8. 5Hz, 1H), 6. 90-6. 97 (m, 3H), 7. 28- 

7. 43 (m, 3H), 7. 65 (s, 1H), 8. 41 (d, J = 5. 4Hz, 

1H), 8. 58 (d, J = 4. 9Hz, 1H) 
JtMftUHM. (ESI-MS, m/ z ) : 4 5 9 (M + +l) 
mMM8 8 8 : N-{4-[(6,7-^ h=fr^-4-=fry U ;V)^-^->l 7 ^-;i/}-N-[3- 

Nl-{4-[(6,7-^^ h^^-4-dr-y u;v)^-^^>]7^-;i/}-3-(2-^5 : -;v7 3iy ar 

$/)7'D^>7^ F ( 20 Omg) trh7tFn77> (10ml) IzmML 
fzfe, y-"r h7tFD77 >mfa(D lMrh7tFn77 >W<fc ( 1 . 3 m 

1) itm^xmrnrnmr-zmT^mn^tcio o o ct^ipH=it&§tTiN 

iMf^JP^Ts $?>t»MTT3 0«#bfco 0°Ct^SPblN7j<^b 
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WMfrffiiM (E S I -MS, m/z) : 44 5 (M + +l) 

g|ffi{fll8 8 9 : N-{4-[(6,7-^^ h^->-4-^y U ;V)^^->l-2,5- ^^ x 
n;y}-N-[3-(2-p<^;i/7 x^ hVPlr ^ > 

Nl-{4-[(6,7-^^ h^r5>-4-^y 'J;i/)^^^]-2 5 5-i;^f il'7xrjV}-3-(2-^ 
f/V7xy^^)7D7N°>7^ F ( 2 0 Omg) Srh5tJ«n77> (10m 
1 ) fc$§fl¥bfc^s stf^ h7t FD77 >tgf£© 1 Mr b ^ b FD77 
fiL (1. 3ml) *iDit"rjP»a«6T"Tf2«fmai#bfco 0°Cfctfr*PbpH = 1 

b 1 N7KIt-fb^- h U "7A7jc}§teox.pH = 1 2 i: Ifec i'PD^i/AtMl 

mM<D{t'&&l& 1 5 5 mg\ JRsp 8 0 

Si^UHKESI-MS, m/z) :4 7 3 (M + +1) 

g^M8 9 0 :N-i4-r(6,7-^7< h ^-4-^y iJjl/)t^->l-2,3-7^^7 i 
-;M-N-F3-(2-^ ^l/7x7»'»7'P bVVlT 5: > 

Nl-{4-[(6,7-^p< h*is-4r*S 'J;V)t^ri/]-2,3-^^^7xr;i/}-3-(2-^ 
^7x7^^)7*n/1>75 K ( 2 0 Omg) £^ h7tFP77> (10m 
1 ) fc«tfct> #9 h7t h'D77 >|g|£© lMrh7tFP77 
m (1. 3ml) §JlB^tMIIT«^i#bfeo 0°C(Z^SPbpH= 1 £ 

b lNvkmtj- b V «>A7K^^in^pH= 1 2 hbfco ^DD^;VAl!MtBb 

m^Olk^ft 1 5 5 mg, l&^s 8 0 %-£f#fco 
li^lfl (ESI-MS, m/z) : 4 7 3 (M + +l) 
^»'J8 9 1 :N-r3-(2-^PP73iy^->)7'Ptf;i/1-N-f4-r(6,7-^^ fc 

'J;V)^->l7xr:;i/}7^ 
Nl-{4-[(6,7-^^ h ^>-4-^ U ^^^l ^ x - ;i>}-3-(2-^7 nn7i^ 
i/)7°P^>r^ F ( 2 0 Omg) $r F7tFP77> (10ml) £$£fl¥b 
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tzik, 4?7>-rh7th*D77 lMrf7tFn77 >&WL ( 1 • 3 m 

i) &in*Tfln&«$fcT , T?2R#ra«#bfco o°c{z^spbpH= i id^astf 1 n 

iS^7DB^A-^^y-;^©7J7AT:litl)uJ:(iJ:^ ^So-fb^ 

tl£ 1 5 5mgs JRapS8 0%"ef#fe o 

(ESI-MS, m/z) : 4 6 6 (M + +l) 
mMM3 9 2 : N-[3-(2-7P P 7 x / jr>»7'P fc'^]-N-{4-[(6,7-^^ h^> 

-4-^y u;p)^-^r->1-2,5-^p<5 : -;i/7ai-;i/}T^ > 

Nl-{4-[(6,7-^p< b^ris-i-*; U;i/)7i-^->>]-2,5-^p<^;i/7^-;p}-3-(2-^ 
DD7x7^^)7p;1>7^ K ( 2 0 0mg) §rh7hFP77> (10m 
1) Jc^bfcf^ ^>~r h^fc Kn:7^>fi#;© IMt t FP77>g 
( 1 . 3ml) ^JP^T»M^TT-2^rM# bfeo 0°C(3^p b p H = 1 £ 

b 1 N7»fb^- h U «7A7k^^iPX.pH = 1 2 hbfeo 7PP^Atittlt 

m^(D 1 5 6mg\ 4»8 0 %Tf#fco 
SCfi^ffi (E S I -MS , m/z) : 4 9 4 (M + + 1 ) 
j|»iJ8 9 3 : N-C3-(2-^PP7^y^r->)rPbVl/1-N-{4-[(6,7-^^ h^r-> 

Nl-{4-[(6,7-^ h^^>-4-^y U;i/)^-^-^>]-2,3-^^^;i/7 3i-;i/}-3-(2-^ 
DD7xy^^)7P/-i>7^ F ( 2 0 Omg) £5^ b7hh*P77> (10m 
1) fcillfeE t KP7 7>^ft© lMr h^fc h'D77>S 

* (1. 3ml) *Jnit_TiP»JaflETT?2NfIIBit»bfco 0°Cfc^bpH= 1 1: 

b 1 N*Kfl3^- h U £A*$g**iD*.pH = 1 2 i:bfc 0 ^PP^VATiftlb 

ig^©-fb-£rtj£ 1 5 6mg, IK3*8 0%rmf£o 
RiMi (ESI-MS, m/z) : 4 9 4 (M*+l) 
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mm.M8 9 4 : N-{4-C(6,7-^;* Y^y-^J U ;i/)^^->]-2,3-^^ ^ 
-;H-N-[2-(2,6-^ :c ^ ^r-> )^)l]T^ > 

Nl-{4-[(6,7-^p< i;;V)^-^-^]-2 ) 3-^^^;i/7^r:;i/}-2-(2 J 6 
-V^^-)Vy ^>)T-te h7^ F ( 2 0 Omg) £^ f7tFn77> (10 
m 1 ) izmmvtcm, ^ >-5" h7tFD77 >tlf;$:cD lMrb7tFP77> 
(1. 3ml) §iDit»MT"5mWUfeo 0°C£tfr£Pbp H= 1 

i Nffim&HQ%.Xs gt>temmmwiTT>3 o^si^b&o o°ct^ 

*Pb 1 NMlki- h U ">A7X»^*P^.pH= 1 2 £bfco 7nn*Mfittl 
b^-IS b fe^s 1S^7 d d 4%;i/A J — ;i/^©£ ^ A-£l»MT& £ £ cfc 
tK gMCDft^tl^l 5 5mgx lR$8 0°/otHfco 
SiMi (ESI-MS, m/z) : 4 7 3 (M + +l) 
mmM8 9 5 : N-{4-[(6,7-^p< h^r->-4-^y U )l)3r*^l-2,5-i? * ?-)lsy 

=.)]/ }-N- [2- ( 2 , 6- 2_ * ±2k ? £ ^ ffc ^> ) 31 ±Zk 1 Z S > 

Nl-{4-[(6,7-^pt h^^-4-^y U;i/)^5/]-2,5-^7< f;V7 31 ~;i/}-2-(2,6 
-^f;i/7x;JpJ/) h7^ h* ( 2 0 0mg) §r F7t b*D77> (1 
0ml) £}§i?bfcf£. h7t KP7"7>®<*:© lMr h^fc h*D77 

(1. 3mi) ^m^.xmmm^yxzmmmiW\,fz 0 o o cc:^spbpH= 

1 lN^S^flP^Ts ^?»(l»I^TT"3 0«f|Ufeo 0°CC 

tf?£Pb 1 N7k@t<b^- h U ^A7jc^^iP^.pH= 1 2 tlL 7DO^Ati 

ffib^tlfgbfcf^s ^7 d d A - ^ ^ 7 -;i/^0* 7 A tilt § c i: fc 

nWifrmU (E S I -MS, m/z) : 4 7 3 (M + +l) 

HM?P8 9 6 : N-r2-(2,6-^ h je^ 7 g y =fr->) Ji^;V]-N-{4-[(6,7-^p< h 

Nl-{4-[(6,7-^ h^>-4-^y U;i/) ^-^^]-2,5-^p<7 t ;i/7^-;V}-2-(2 J 

h^>7i7^»7t F ( 2 0 0mg) tfF7tFD77> 

(10ml) bfcgk >-t^ h7bFD77 >ffifo<D lMfh7tKn 

7 5 ( 1 . 3ml) ^iJP^.TiP^ji^Tt2^M# bfco 0°C^^r*P b p 

H=lC^^f 1 NiM££An its ^ 5> fcfln&ilMT-C 3 0 j*# b fc « 0 
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°CJc:tfr£Pb 1 NUcMfcj- h U Azfci&tt&in*. p H = 12tbfeo £nnsft;i/A 

•eittiuiiufet, me^pp^a-^ ^y— ;i/^©#^A^MS^-f 

SfMi (ESI-MS, m/z) : 5 0 5 (M + +l) 

mMM8 9 7 : N-^>vV;i/- N' - {4- [ (6 , 7 -i?* h^r->-4-^- 

4- [ (6, 7-^y h^>-4-^y >;;i/) *-3^>] r-u> (5 Omg) 

£ h;vrc> (5ml) s rc^y— ;v (1ml) £^$?£-£fc^ s ?|5IM©l-^> 
-If ^V^^>7^-h (50^1) ^^JPx.^t: 2^ii#bfco 

UMWl £ TO bf# & ftfcgi<* ^no A/T-fe h ^ U # ^ d 

1 H — NMR (CDCla, 400MHz) : 6 4. 02 (s, 6H) , 6. 54 
(d, J = 5. 12Hz, 1H) , 7. 22 (d, J = 8 . 78Hz, 2H), 
7. 33-7. 77 (m, 5H), 7. 81 (t, J = 3. 42Hz, 1H), 

7. 83-7. 95 (m, 3H), 8. 02 (d, J = 8. 76Hz, 1H), 

8. 49 (d, J = 5. 12Hz, 1 H) , 9. 42 (bs, 1 H) , WMfrffi 
m (ESI-MS, m/z) : 4 6 0 (M + + 1) 

mmM8 9 8 :N- (2-^PP^>W;i/) -N' - {4- f (6, 1 -*J* 

4 - [ (6 , 7 h^>- 4 -*J U;i/) 2}-^>] r— U > (5 Omg) 

£ (5ml) , y — ;V (1ml) f3i§$g;*-li:fcf^ N rUigCD2-^P 

p- 1 -f V^m-h (50//1) ^iPx.^T-2 

^p H m#bfco ,R^^aiib#e)tife^^^^pp*;i/A/T-fe h>jnn-r3 

0 0%-£f#fco 

'H-NMR (CDC 1 8 , 400MHz) : 6 4. 07 (s, 6H), 6. 57 
(d, J = 5. 37Hz, 1H) , 7. 23-7. 29 (m, 3H), 7. 44 
-7. 47 (m, 2H), 7. 53-7. 54 (m, 3H), 7. 79-7. 8 
6 (m, 3H) , 8. 53 (d, J = 5. 37Hz, 1H) , 9. 23 (s, 1 
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H) nmfrtifm (ESI-MS, m/z) : 4 9 4 (M + + 1) 

mmms 9 9 : n- {4- r c 6 , 7 -v* h^->- 4 ? 

* =.)]/} -n' - (2 -7;i/^}-P^>W;i/) nrtur 

Tf?IgcD2-7;i/^-p- 1 -sO-\Z> JV ^D7-f h* (80mg) £M 

MVtco 4- [ (6, hdr^-4-^-y U;V) ;T^>] 7-iJ> (5 0 

mg) £h;i/az> (5ml) s )V (1ml) — 

;i/ (lml) t^^-yrfe2 -7;i/^-n- 1 -^>-fc? >^;i/7^- ;i/ -fy^S/ 
T*— hSinit^aT?2l$fflJi#bfco SJtS*SiWib»6>nfca**^nn3t? 

1 H — NMR (CDC Is, 400MHz) : (54. 06 (s, 6 H) , 6. 57 
(d, J = 5. 37Hz, 1H) , 7. 23-7. 29 (m, 5 H) , 7. 39 
(m, 1H) , 7. 44 (s, 1 H) , 7. 54 (s, 1 H) , 7. 64-7. 

67 (m, 1H) , 7. 83 (d, J = 9. 03Hz, 2H) , 8. 13 (m, 

1H) , 8. 53 (d, J = 5. 37Hz, 1H) KS^-flffg (ESI-MS, 

m/z) : 4 7 8 (M + + 1) 
HM?'J9 0 0 :N- (2-7 , P^>vV;i/) -V - {4- [ (6, 1-*J* 

rfrIK©2 -/D^- 1 -^>-if F (80mg) 

fzo 4- [ (6, b*is-4-4cS U;i/) ;^^>] T— U > (5 0m 

g) £h;vcc> (5ml) s ^f?;— )]/ (lml) IzmM^ittzWis 
(lml) ^mm^^fc2 -70^- 1 >fv^>7* 

§8 5mgs M9 3%f#feo 

93'H-NMR (DMSO-d 6 , 4 0 0MHz) : (5 3 . 93 (s, 3H) , 
6 3. 95 (s, 3H), 6. 56 (d, J = 5 . 1 2 H z , 1H), 7. 32 
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(d, J = 8. 30Hz, 2H) , 7. 41 (d, J = 5. 61Hz, 2H) , 
7. 44-7. 5 2 (m, 3H) , 7. 62 (t, J = 7. 19Hz, 1 H) , 
7. 72 (d, J = 7. 81Hz, 1H), 7. 84 (d, J = 8. 78Hz, 
2H), 8. 31 (s, 1H), 8. 52 (s, 1H) M##HB (ES I-M 
S, m/z) : 5 3 9 (M + + 1 ) 
g^f!L9 0 1 :N- {4- f (6, 7-*J* b%->-4-*; u;v) ^je^] 7 

h^>>- 1 -^>Hf>^;i/^-;i/ ^U7^ K (8 0mg) 

^bfeo 4- [ ( 6 , 7 -SM h3^>- 4-^7 U;P) 3"^] T- U > (50 
mg) £ h;i/m> (5ml) , rc^y— ;v (1ml) fd^jW^fc^ rc^y — 

;v (1ml) izmm^^tc2 h*->- l -^>Hf -fvf-^> 

;i/A/^-fe h >MH t ^ ^> 'J * ^ d t h ^" 7 7 ^ - 1 j; D IS ^m©<b 
^rtl^8 3mg, JR$9 6°/ot1lfeo 

1 H — NMR (CDC la, 400MHz) : 54. 11 (s, 3H), 4. 13 
(s, 3H), 4. 17 (s, 3H), 6. 77 (d, J = 6. 01Hz, 1 
H), 7. 19 (t, J = 7. 69Hz, 1H), 7. 26-7. 29 (m, 6 
H), 7. 61-7. 65 (m, 2H), 7. 99 (d, J = 8. 78Hz, 1 
H), 8. 13 (s, 1H), 8. 24 (dd, J=l. 83Hz, J = 7. 9 

3 Hz, 1H) , 8. 5 1 (m, 1 H) MAfrtiriM (ES I -MS, m/z) : 

4 9 0 (M + + 1 ) 

miMM9 0 2 ;N- {4- [ (6, 7 -P* Y**s- U;i/) ;fr^>] 7 

x— m -r - [2- (h'j7;v^P^f;i/) ^>v^;H ^-a-fruy 
mis© 2- (hij7jvto^f-;i/) - 1 -^>-b?>#;i^— ;v ^n?^ f 

(80mg) £^2»fc^2- (h'j7MD^^V) - 1 -^>-tf 

^ V?-jrl'7*—h%Mm\sfzo 4- [ (6, 7-^* h3^>-4-3r 

y U;i/) ^-=¥5/] T-'J > (5 Omg) § h;i/3i> (5ml) s y—ji ( 1 
ml) Izmm^^Wi, sups—fr (1ml) lzmM£&fc2- (h'j7MD 
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y;i/^D'?h^77'f-(: < tDillU ^©-fb-£-tJ£ 8 3mg\ H*9 5 o / 0 T 

•H-NMR (DMSO-ds, 4 0 0MHz) : 6 3 . 9 3 (s, 3H) , 3. 
95 (s, 3H) , 6. 56 (d, J = 5. 12Hz, 1H) , 7. 32 (d, 
J = 8. 78Hz, 2H) , 7. 40 (s, 1H) , 7. 49 (s, 1H) , 7. 
75-7. 86 (m, 6H), 8. 51 (d, J = 5. 12Hz, 1H) , 12. 
13 (s, 1H) , 12.33 (s, 1H) n&frtitiM (ES I -MS, m/ 
z) : 5 2 8 (M + + 1 ) 
mMM9 0 3 : N-^>W;i/- N' - 14- [ ( 6 , 7-*J* h^->-4-^ 

4 _ [ ( 6 , 7 h=^>- 4 -^y U;P) - U 

> (5 Omg) £ h;i/^> (5ml) » — ;i/ (1ml) fc$gfl?£-£fc^ 

rf5M© 1 >fVf*3/7^-b (50//1) ^iP^^M"^ . 

8 0%^#fe o 

1 H-NMR (CDC la, 400MHz) : 6 4. 04 (s, 3H), 4. 06 
(s, 3H) , 6. 64 (d, J = 5. 12Hz, 1H), 7. 04-7. 07 
(m, 2H) , 7. 26 (s, 2 H) , 7. 45 (s, 1 H) , 7. 48 (s, 
1H), 7. 57 (t, J=7. 69Hz, 1H), 7. 68 (t, J = 7. 4 
4Hz, 1H), 7. 93 (d, J = 7. 3 9 Hz, 2H), 8. 46 (t, J 
= 8. 79Hz, 1H), 8. 57 (d, J = 5. 12Hz, 1H), 9. 22 
(s, 1H) 

MAfrffiiM (E S I -MS, m/z) :. 4 7 8 (M + +l) 

mtMM9 0 4 : N- {4- [ ( 6 , 7 -V* h^->-4 -^7 = 
2-7MP7x-jl/} — N J - ( 2 -^^-;V^>W;V) ^t>V7 

4- [ (6, 7 h^P^-4-^y U;V) ;t^>] -2-7/^n7riJ 
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> (5 Omg) £ h;i/^> (5ml) % (1ml) IzmBg&fc^ 
rfjJK© 2 -A^-Jl- l -^>-t? ^fvf-t^7^-h (50//1) 

6mg\ i&sf§8 5 %-^f#feo 

1 H — NMR (CDC 1 3, 400 MHz) : 2 . 58 (s, 3H), 4. 08 
(s, 3H) , 4. 12 (s, 3H) , 6. 72 (d, J = 5. 61Hz, 1 

H) , 7. 08-7. 12 (m, 2H) , 7. 26-7. 36 (m, 3H), 7. 

47-7. 59 (m, 3H) , 7. 82 (bs, 1H) , 8. 56 (d, J = 5. 

8 5Hz, 1H) , 8. 6 0 (m, 1 H) , 8. 9 3 (s, 1 H) M^t/fffi 
(ESI-MS, m/z) : 4 9 2 (M + -H1) 

mMM9 0 5 : N- ( 2 - ^ P P^> VV -N' - 14 - [ ( 6 , 7 

4- [ (6, 7 -i?* h*->- A-^-J VJV) ;t^>] -2-7MD7^'J 

> (5 Omg) £ h;b^> (5ml) , ;p (1ml) izmffl-^^fzW:, 
mig©2 -^dd- 1 -^>-t? >^;i/^'-;i/ ^v^^>7^-h (50/zl) 
£ #P x. ^M-C 2 Bf b o M Jftr$ * MIS b# ti fcB £ £ ^ p p A / :p 

3mg\ ^8 0%-^# tzo 

1 H — NMR (CDC 1 3 , 400 MHz) : cS 4 . 04 (s, 3H) , 4. 06 
(s, 3H), 6. 64 (d, J = 5. 37Hz, 1H), 7. 04-7. 08 
(m, 2H) , 7. 27 (s, 1 H) , 7. 4 3-7. 4 7 (m, 3 H) , 7. 

53-7. 55 (m, 2H), 7. 83 (d, J = 7. 3 2 Hz, 1H), 8. 

48 (t, J = 8. 90Hz, 1H) , 8. 57 (d, J = 5. 37Hz, 1 

H) , 9 . 3 9 (s, 1 H) WMfrmm (ESI-MS, m/z) : 5 1 2 (M 

+ + 1) 

mmm 9 0 6 : n- {4 - r ( 6 , 7 h ^->- 4 ?)-^>i - 

2-7/^D7x-;i/} — N 3 - ( 2 -y;i/7|-p^>V'^;i/) ^frb-T 
r|?IKO 2 -7;i/^]-p- 1 -^>Hz>^;i/^-;i/ //n7^ F (8 Omg) &m 



WO 01/47890 PCT/JPOO/09157 

572 

^bfeo 4- [ (6, 7-s>* h%->- 4-*; u;i/) 2i-^>] -2-y;i/^-n 

T-U > (5 Omg) £ h;i/^> (5ml) \ ;c^y— ;v (1ml) 

felts i^y- ;i/ (lmi) fc*j»^*fc2 -yMn- l -^>^>>b;i/^- 

1U ^S<Z>fb^£6 3mg\ 0%-t:t#fco 

1 H — NMR (CDCL, 400MHz) : <5 4 . 11 (s, 3H) , 4. 17 
(s, 3H) , 6. 84 (d, J = 6. 59Hz, 1H) , 7. 06-7. 15 
(m, 3H) , 7. 3 3-7. 4 0 (m, 3H) , 7. 5 8 -7. 6 8 (m, 1 

H), 8. 13 (bs, 2H) , 8. 58 (d 3 J = 6. 59Hz, 1H) , 8. 

73 (bs, 1H) , 10. 00 (bs, 1H) iC«#Wfifi (E S I -MS, m 

/z) : 4 9 6 (M + + 1 ) 

g^ffi] 9 0 7 :N- (2-yp^>^;i/) -N J - {4 - [ (6, 7-V>* 

rfJ|g© 2 -^P^E- 1 -^>-lf >pb;b^— ;i/ ^D7-f H (8 Omg) 
£iifcf£^l>2 -^D^E- 1 -^>Hf>#;i/^-;i/ -f V^^* — h^il^b 
feo 4 - [ (6 , 7 -S^ h=^>- 4 -^7 U;i/) ^^^l ~ 2 
U> (5 Omg) £ b;Kx> (5ml) N rc^y— ;i/ (1ml) fc&»£*fc&s 

SOftj^tlS 7 3 mgs 8 3 %-CHfc„ 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 2 (s, 3 H) , 3. 
96 (s, 3H), 6. 67 (d, J = 5. 1 2 Hz, 1H), 7. 16 (d, 
J = 8. 78Hz, 1H) , 7. 3 7 - 7. 5 2 (m, 5 H) , 7. 62 (d, 
J = 7. 07Hz, 1H), 7. 72 (d, J = 7. 56Hz, 1H), 8. 1 
1 (t, J = 8. 5.3Hz, 1H) , 8. 55 (d, J = 5. 1 2 Hz, 1H), 
12. 20 (s, 1H), 12. 26 (s, 1H) Ki^Drffi (ES I -MS, 
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m/z) : 5 5 7 (M + + 1) 

mMW9 0 8 :N- {4- [ (6, 1 -*J* h^->-4-^y ;fr^>] - 
2 - 7/l/tP7x-;i/} -N' - (2 ^frl^T 

TfrJK©2 --f ;fr K- 1 -^>^>#;i/^— ;i/ ^D7-f F (8 0mg) £MV^ 

titt^ 2 — ^- k - l -i v3-*i/T*— b%mML 

fee 4 - [ (6, 7-^p< h*i/-4-*J u;i/) 3-3^>] -2-^;vt1-dt- 
U > (50mg) £ h;P^> (5ml) „ ;]/ (1ml) i*fcf£ s 

;i/ (1ml) 2 ->f ^- F - 1 -^>~h? ;i/ >f V 

M(Dtti'&®}& 8 6 m mm 9 0 %T > f#feo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 3 (s, 3 H) , 3. 
96 (s, 3H) , 6. 66 (d, J = 5. 2 1Hz, 1 H) , 7. 14 (d, 
J = 7. 56Hz, 1H), 7. 26 (t, J = 5. 61Hz, 1H) , 7. 3 
4-7. 53 (m, 5H) , 7. 9 3 (d, J = 8. 35Hz, 1 H) , 8. 1 
6 (m, 1H), 8. 54 (d, J=5. 21Hz, 1 H) , 12. 14 (bs, 
1 H) , 12. 32 (b s, 1 H) WMfttiritL (ESI-MS, m/z) : 6 0 
4 (M + + 1 ) 

g|j9 0 9 :N- {4- [ (6, V**/- 4-*S V )V) = 

2-7;i/tP7x^M -N' - ( 2 -p< h^->^>V-r;i/) ^frlxT* 
rfcIK©2 h^->- 1 ;i/ 7D7^ F (80mg) 

^bfeo 4- [ (6, 7-^p< hJr>>-4-Jry 'J;i0 tf^S/] -2-7)lJru 

T—V > (5 Omg) £ h;V^> (5ml) s jc^y— ;v (1ml) 

fe^ (1ml) lzmM^^rfz2 h3^>- 1 -^>-fe*>7j;i/^- 

^§^nn^A/7t h yjsn-r^^u a^->7D7 h^^y-r — tj; 

iU ^MO<b^rtJ^5 6mg, 4« 7 0 %Tt#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 3 (s, 3H) , 3. 
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96 (s, 3H) , 4. 03 (s, 3H) , 6. 67 (d, J=5. 37Hz, 

1 H) , 7. 11-7. 47 (m, 4H) , 7. 58 (m, 1H) , 7. 68 
(m, 1H) , 7. 78 (m, 1 H) , 7. 93 (d, J = 6. 34Hz, 1 

H), 8. 14 (m, 1H) , 8. 56 (d, J = 5. 3 7Hz, 1H), 11. 
39 (s, 1H), 12.44 (s, 1H) jCS^UHit (E S I -MS, m/ 
z) : 5 0 8 (M + + 1) 

mmm9 1 o :n- i a - r (6, 7-^f^>-4-^yjjv) ^->i - 

2 -y;i/^-p^ -N J - [2- (h'j7MP^f;i/) ^y^JAJkl 

(80mg) £m^iRJ-l£^2- ( h U 7)l7fru*3-Jl) - 1 

V^^-->T^— h^fl^bfeo 4- [ (6, 7 h=¥^>-4-^ 
S U;V) ;t3^>] - 2 -7MP7-'J > (50mg) § h;i/^> (5ml) „ 
^ J—)\s (1ml) izmm^^tz^ oz^y— ;i/ (1ml) izmM^^tc2- 

(h'j7Mn^f;i/) - l >pb;i/^— ;v ^ v^^t^— h £2jn£ 

lits^'i^^^n^ hv^yj— izxbmmv, um,<Dih^m^i 6 9mg, 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 93 (s, 3H) , 3. 
96 (s, 3H) , 6. 67 (d, J = 5. 12Hz, 1 H) , 7. 13 (m, 
1H), 7. 42-7. 47 (m, 3H), 7. 69-7. 85 (m, 4H), 
8. 12 (m, 1H), 8. 56 (d, J = 5 . 12Hz, 1H), 12. 17 
(s, 1H), 12. 31 (s, 1H) V.mmJx\U (ESI-MS, m/z) : 
5 4 6 (M + + 1 ) 

mUMS 1 1 : N-^>W;V- N J - 14- [ ( 6 , 7 -*J* h3^-4-=fr 

y u;v) ^}-^->l - 3 -7/i/tP7x-M vut 

4- [ (6, 7-i?^ Y**y-4-3rJ U;V) ^-^>] -3-7WD7^'J 
> (50mg) ^h;b^> (5ml) ^ (1ml) fc^P^-frfc^ 

rfrM© 1 -^>-b? -i V^i/T^— Y ( 5 0 1 ) ^kM^UV 
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8 5 %-ef#feo 

1 H — NMR (CDC la, 400 MHz) : 6 4. 09 (s, 3 H) , 4. 10 
(s, 3 H) , 6. 59 (d, J = 5. 85Hz, 1H), 7 . 27 (s , 1 
H), 7. 34 (t, J = 8. -54Hz, 1H), 7. 54-7. 61 (m, 4 
H), 7. 68-7. 72 (m, 2H), 7. 92 (d, J = 7. 80Hz, 2 
H, ), 8. 01 (d, J=l 1. 47Hz, 1H), 8. 53 (d, J = 5. 
85Hz,lH),9.13(bs, 1H) W&frffiiM (ES I -MS, m/ 
z) : 4 7 8 (M + + 1) 

H1^!|9 12 :N- {4- [ (6, h±^zA^Z±Z } 2M ±±^2 ~ 

3-7MP7xrjl/} -N' - ( 2 ^-;W*W"f 3-^t>VT 
4- [ (6, 7 -*J* b*is- 4-*; ;t3^>] - 3 -y;v^rnT=- U 

> (50mg) ^h;i/m> (5ml) s J — )V (1ml) izmM^^frWi, 
TfJ|S©2 1 -^>^f>^;i/^— )V V^^>7^- h (5 0/^1) 

P £ ^^L-e 2 B# [Hflfc# b & o fcfaffl. £ U# £ n fcB £ £ ^ n n A / 7* 

5mg\ IR*7 0%X*nfro 

'H-NMR (CD C Is, 400 MHz) : 6 2. 58 (s, 3H), 4. 11 
(s, 3H), 4. 16 (s, 3H), 6. 71 (d, J = 6. 34Hz, 1 
H), 7. 36 (s, 1H), 7. 37-7. 40 (m, 3H), 7. 50 (t, 
J = 7. 81Hz, 1H), 7. 57-7. 64 (m, 3H), 8. 06 (bs, 
1H), 8. 17 (d, J = 9 . 50Hz, 1H), 8. 54 (d, J = 6. 3 
4Hz, lH),8.88(s, 1H) Mfrffim (ESI-MS, m/z) : 
4 9 2 (M + + 1 ) 

fl»J9 1 3 :N- ( 2 -^PP^>V^;i/) -N' - {4- [ (6, 7-S^ 

4- [ (6, 7 h3^>-4 U;v) 3"3^>] -3-7;i/to7-'J 

> (5 Omg) & (5ml) N ^ J —)V (1ml) tvgjif^fcfJK 
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7f?I£cD2 -^DD- 1 -^>-g>*;i/5jf— ;v 'f Vf^>7^ - b (50^1) 

1 H — NMR (CDC la, 400 MHz) : 6 4. 06 (s, 3 H) , 4. 07 
(s, 3H) , 6. 48 (d, J = 5. 12Hz, 1H), 7. 26 (s, 1 
H) , 7. 31 (t, J = 8. 4 2Hz 1H) , 7. 44-7. 58 (m, 6 
H) , 7. 79 (d, J = 7. 56Hz, 1H), 8. 03 (d, J=l 1. 4 
7Hz, 1H), 8. 53 (d, J = 5. 12Hz, 1H), 9. 33 (bs, 
1 H) mmfrtifm (ESI-MS, m/z) : 5 1 2 (M + + 1) 
mmiH9 1 4 :N- (2 -7*P^>W;b) -N' - { 4 - [ ( 6 , 7 - 

TfJlgcD 2 -yot- 1 -^>-if ^D7^ F (8 0mg) 

fco 4 - [ ( 6 , 7-^p< h^>- 4 -^^ sl-^>] - 3-7Mn7- 

U> (5 Omg) £ h;i^> (5ml) s J — JV (1ml) IzmM^&frik, 
(1ml) izmffig&fe 2 -7n=E- 1 -^>-t? >#;i/^;i/ ^fv 

m(Dlb&m%7 3mg, XR^8 3 %-£f#fco 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 3 . 9 6 (s, 6 H) , 6. 
51 (d, J = 5. 12Hz, 1H), 7. 42-7. 53 (m, 7H), 7. 
59-7. 63 (m, 2H), 7. 72 (d, J = 7. 80Hz, 1H), 8. 
10 (d, J = 8. 10Hz, 1H), 8. 51 (d, J = 8. 51Hz, 1 
H) WmfrmiM (ES I -MS, m/z) : 5 5 7 (M + +l) 
m 1 5 :N- 14 - r (6, 7-^^ h^>-4-^y U;i/) a-3r->] - 

3 -y;v7|-P7 3i— -r - ( 2 W;v) ^fri^T* 
tUE©2 — r ^~ F- 1 >*;v^-;i/ ^07>f F (80mg) 
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tzo 4- [ (6, 7-2>p< U;i/) ^3^] -3-7MD7- 

U> (5 Omg) £ h;i/x> (5ml) N J^y — ;U (1ml) £$Sfl$£-&&^ 

oi^y— ;i/ (lml) fc$g#£"&fc 2 --f;t F- 1 -^>Hf -rv 

M©<fb^£8 6mgs W9 0 %T^feo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) :6 3. 25 (s, 6H) , 6. 
50 (d, J = 4. 64Hz, 1H) , 7. 11 (t, J=l. 71Hz, 1 
H), 7. 24-7. 5 2 (m, 6H) , 7. 61 (d, J=9. 03Hz, 1 
H), 7. 84 (d, J = 8. 05Hz, 1H), 7. 93 (d, J = 8. 05 
Hz, 1H), 8. 14 (d, J=12. 2Hz, 1H), 8. 49 (d, J = 
5. 1 2 Hz, 1H) , K*#*MS (ESI-MS, m/z) : 6 0 4 (M + + 
1) 

H»|J9 16 :N- {4- f (6, h=fr->-4-=fry U;i/) - 

3-7/i/tP7i-M -r - ( 2 h^->^>v-r;v) f^-j^kZ 

rfJfl£©2 h^^- 1 ))/■&=. ;i/ 7D7-f F (8 Omg) &m 

^bfco 4- [ (6, 7-^.* h^r^-4-^y u;i/) ^-^^] -3-:7;m-d 

T-U > (5 Omg) * (5 ml) „ rc^y— ;i/ (lml) 

fcgU m^y — ;b (lml) fc»«P %*£tc 2 h3^>- 1 -^>-tf >*;1/t^- 

;v y^-S'T*— b%1ju%.mu-z 2^f^ti#bfeo ^&?t&a$tbt#£>tifc 

IU ^0<ZMbl^J£6 5mg N l&3*8 0%-e ; fffco 

'H-NMR (DMSO-de, 4 0 0MHz) :64. 0 3 (s, 9H) , 6. 
95 (d, J = 6. 01Hz, 1H), 7. 18 (t, J = 7. 56Hz, 1 
H) , 7. 31 (d, J = 8. 54HzlH), 7. 53 (s, 1H), 7. 6 
3-7. 75 (m, 4H) , 7. 93 (d, J = 6. 34Hz, 1 H) , 8. 2 
1 (d, J=12. 4Hz, 1H) , 8. 83 (d, J = 6 . 59Hz, 1H) , 
11. 35 (s, 1H), 12. 72 (s, 1H) JK*#*ftt (ESI -MS, 
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m/z) : 5 0 8 (M + + 1 ) 

mMM9 1 7 :N- f 4 - C (6 , 7 h*i/- 4-^rJ V )l) gj-je^J - 
3-7J^P7irM -N J - [2- (h'j7;i/tP^fM ^>2Afik3 ^ 

(80mg) &m^$Mte$t^2- (h'J7;i/to^f;v) -l-^>-if>*;v 

-f V^^T'^— h^HSEbfeo 4- [ (6, 7-^ h^^-4-^r 
J U;i/) #3^] -3-7W07-U> (5 Omg) § h;V^> (5ml) „ 
;v (1ml) fcl$gfl¥&-ti-fcgL :n#y — JV (1ml) 2 - 

ssT?2«?n*ii^bfco Mj^^s^suib^&tife^^s^DD^i/A/T'-fe h> 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 9 6 (s, 3H) , 3. 
97 (s, 3H) , 6. 53 (d, J = 6. 34Hz, 1H), 7. 43 (s, 
1H), 7. 52 (t, J = 9. 15Hz, 2 H) , 7. 62-7. 64 (m, 
1H) , 7. 7 5 -7. 8 4 (m, 3H) , 7. 8 7-7. 8 8 (m, 1 H) , 
8. 09 (d, J=14. 6Hz, 1 H) , 8. 52 (d, J = 5. 37Hz, 
1H), 12. 23 (bs, 1H), 12. 37 (bs, 1H) WMfrtitn (E 
SI-MS, m/z) : 5 4 6 (M + +l) 

mMM9 1 8 :N-^>V^;P- N J - {3-7PP-4- [ (6, h 
jr'>-4-^7'J/l/) t^>l Ti^M ^frl^T 

3_/7 DD _4_ [ ( 6j 7_^^ Y*i/-4-*; u;i/) ^-^->] T-U > 
(5 Omg) § h;i/rc> (5ml) N ;v (1ml) rff 

ICD 1 -^>-fc? ^fV^^T^-h (5 0/zl) §iJDX.^MT* 2 

HSUaflEfbfco ^rt^yIlib#?,fi7ca^^^DD^;i/A/r-fe h>Jg|g-r& 
S/'Jft^l/^P^ h¥^7J— CkDSISSbs SM©<ti^'tJ$ 6 3mg^ 4X^8 
5 %T#feo 

1 H — NMR (CD CI 3, 400MHz) : 6 4. 03 (s, 3H) , 4. 07 
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(s, 3H), 6. 45 (d, J = 5. 37Hz, 1H), 7. 26 (s, 2 
H), 7. 29 (d, J = 8 . 78Hz, 1H) , 7. 56-7. 60 (m, 3 
H) , 7. 69 ( t , J = 7 . 44Hz, 1H), 7. 74 (dd, J = 2. 6 
8Hz, J = 8. 78Hz, 1H) , 7. 92 (d, J = 7. 08Hz, 2H) , 
8. 11 (s, 1H) , 8. 57 (bs, 1H), 9. 17 (s, 1H) MMfr 
mm (E S I -MS, m/z) : 4 9 4 (M + + 1) 

mmm9 19 :n- {3-^pp-4- r (6, 7 -v* h^->-4 -^y u 

3-^PP-4- [ (6, 7-S>* h^>-4-^ U;i/) ;t3^>] T-V> 
(50mg) ^h;V3i> (5ml) s J — ;i/ (1ml) t^^-tffct^s TfJ 
IS© 2 1 -^>Hf >^;i/^- ;i/ ^V^i/7^-h (50/zl) § 

hvjgn-r^^u^y^^p-x'h^^^^-^^DMMbs iMo-f^ns 6 9 

mg, iR^9 0 %-£mtzo 

1 H — NMR (CDCla, 4 0 0MHz) : 53. 51 (s, 3H) , 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 42 (d, J = 5. 37Hz, 1 
H) , 7. 2 8 - 7. 3 6 (m, 4H) , 7. 4 7-7. 5 9 (m, 4H) , 7. 
75 (dd, J = 2. 44Hz, 8. 78Hz, 1 H) , 8. 11 (d, J = 2. 
44Hz, 1H), 8. 50 (d, J = 5. 37Hz, 1H), 8. 92 (s, 
1 H) KS^Jfffi (E S I -MS, m/z) : 5 0 9 (M + + 1) 
=im.m§ 2 0 : N- ( 2 -^PP^>vV;i/) -N' - l3-^PP-4- 

3-^7PP-4- [ (6, 1 -V* h^>-4-3r^/U -;v) 2j-=^>] 
U > ( 5 Omg) § (5 ml) , rc^y— ;i/ (1ml) £«p£i*fc^s 

ffJ|K©2 -^7PP- 1 ^V^>T^-b (5 0//1) 

9mgs W9 0%-Ctffco 

'H-NMR (CDC Is, 400MHz) : 53. 95 (s, 3H), 3. 96 
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(s, 3H) , 6. 43 (d, J = 5. 12Hz, 1 H) , 7. 43-7. 59 
(m, 5H) , 7. 64 (d, J = 7. 81Hz, 1 H) , 7. 76 (d, J = 
11. 22Hz, 1H), 8. 19 (bs, 1H), 8. 52 (d, 1H, J = 
5. 37Hz), 12. 12 (bs, 1H), 12. 38 (bs, 1H) M&fr 
mM (E S I -MS, m/z) : 5 3 0 (M + + 1) 
mnm9 2 1 :N- {3 pp-4- C (6, 1 -*J* h*->-4-*S V 

rf5^cD2 -7)]/Jnn- l -^>-fe*>^;i/^— ;i/ ^n-^-r h* (80mg) £M 

MVfzo 3-^DD-4 - [ (6, 7-2>* h^>-4-=^y U;W ;t=^>] 7> 

-1; > (5 Omg) § h;i/^c> (5ml) , — ;i/ (lml) izmmmttz 

f^s rn^y— ;y (lml) fc^P^-frfc 2 -7;i/^"D - 1 -^>-fc? >#;i/tf-;i/ 
bs SM©tf:i§rtJ£ 6 6mg, IK* 8 6 %-ef#fc D 

1 H — NMR (CD C la, 400MHz) : d 3 . 95 (s, 3H) , 3. 96 
(s, 3H), 6. 43 (d, J = 5. 12Hz, 1H), 7. 34-7. 39 
(m, 2H), 7. 43 (s, 1H), 7. 51 (t, J = 9 . 15Hz, 2 

H), 7. 56-7. 69 (m, 3H), 8. 17 (bs, 1H), 8. 52 
(d, J = 5. 37Hz, 1H), 11. 79 (bs, 1H), 12. 43 (b 

s, 1H) WMfttirm (ES I -MS, m/z) : 5 1 2 (M + +l) 

mmm9 2 2 : n- ( 2 -^p^&^>w;v) -r - {3 -y pp-4 - 

[ (6, 7-^y h%->-4-3c; u;v) ^-^->] 7i^;i/} f^fruz 

ffjl£©2 -r/P-t- 1 )]/ &u?4 \* (8 Omg) 

& 0 3-^pp-4- [ (6, 7-^y y**/-4-*; >;;i/) t-u 

> (5 Omg) £ h;i/^> (5ml) „ x^y— ;i/ (lml) fc$gJW<*-&&&s 
(lml) 2 -7*d^- 1 -^>-t? ;i/ «f y 

^ tj- i/ t * - h *. gsa-e 2 m mmw t & «, mjsm * rift u# e> ntzm £ * * 
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moit^^e lmg, iK^7 0%T-f#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H), 6. 43 (d, J = 5. 12Hz, 1 H) , 7. 32-7. 
53 (m, 5 H) , 7. 60 (d, J = 5. 86Hz, 1H), 7. 72-7. 
76 (m, 2H) , 8. 20 (bs, 1 H) ,8.51 (d, J = 5. 12Hz, 
1H) , 12. 12 (s, 1H) , 12. 39 (s, 1H) |f«^/r{fi (ESI 
-MS, m/z) : 5 7 3 (M + +l) 
mMM9 23 :N- {3-^PP-4 - [ (6, h**s-4-*J V 

rUIK©2 Y^y- 1 -^>-fe*>*;i/^— )\s tv^JY (80mg) %ffl 

^bfco 3-^nn-4 - [ (6, 7 h^->-4-^-J V Jl) ^"^r->] 7* 

— U > (5 Omg) £ h;i/rc> (5ml) s (1ml) lzmffim±fa 

f£ N oz^y— ;p (1ml) IzmMg&fr 2 h 3^>- 1 -^>-b? >£;i^*r:;i/ 

y^^>:r*— h^in^SS^ 2W#bfco M«^?ilibf#5>tLfeB 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H) , 4. 03 (s, 3H), 6. 43 (d, J = 5. 37Hz, 
1H), 7. 19 (t, J = 7. 32Hz, 1H), 7. 31 (d, J = 8. 0 
5Hz, 1H) , 7. 43 (s, 1H) , 7. 4 9 -7. 5 4 (m, 3H) , 7. 
68 (t, J = 8. 78Hz, 1H) , 7. 78 (dd, J = 2. 68Hz, J 
= 9. 03Hz, 1H), 7. 93 (d, J = 9. 76Hz, 1H), 8. 52 
(d, J = 5. 13Hz, 1H), 11. 33 (bs, 1H), 2. 59 (bs, 
1 H) 

Mfrffim (E S I -MS, m/z) :5 2 5 (M + +1) 

mmmQ 24 : N- {3-^DD-4 - r (6, 7 -^^ h=fr^~4-=fr^ U 

;i/) a-=fr^] ^rc-;i/} -r - T2- (MJ7^P^;i/) ^>vV;i/] ±A 
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(80mg) -&m^xmz.m<^ 2 - (hvyjv^-u^^-j^) -i-^>-^>^;v 

tf-jl 4 Vtt*/?* — h^ii^bfeo 3-^DP-4 - [ (6, 

3"^] T—\) > (5 Omg) § h;Vni> (5ml) » 
(1ml) temffi^itfaWL, (1ml) fc*»$«fc2- 

5%-£t#7£ 0 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H) , 6. 42 (d, J = 5. 02Hz, 1H), 7. 42 (s, 
1H) , 7. 48 (d, J = 8. 78Hz, 1H), 7. 53 (s, 1 H) , 7. 
75-7. 87 (m, 6 H) , 8.19 (bs, 1H) , 8. 50 (d, J = 5. 
1 2 Hz, 1H), 12. 21 (s, 1H) m&frtirfe (ESI-MS, m/ 
z) : 5 6 2 (M + + 1 ) 

2 5 :N- {4- [ (6, 7 -V* h=fr->-4-=fry UJk) ^^->] - 

2 h P7 i- ;t/> -n j - ( 2 -p<^;t^>yV;tO ^fri^T 

4- [ (6, Y^cis^ A-*; y;i/) ^S/] - 2--hD7-'J> 

( 5 Omg) § h;i/^> (5ml) , ;i/ (1ml) -g-fc^s rj? 

IS© 2 1 -^>Hf>?b;i/^r:;i/ ^fVft^T^- h (5 0^1) § 

h>jgns-r<^> >j7JWnTh7 ? 77^-(aDiiu mm<D{b-&w& 6 6 

mgs 1R*8 0 %T'f#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : (52.36 (s, 3 H) , 3. 
93 (s, 3H), 3. 94 (s, 3H), 6. 52 (d, J=5. 37Hz, 
1H), 7. 15-7. 22 (m, 3H), 7. 28-7. 39 (m, 3H), 
7. 42 (dd, J = 2. 8 1Hz, 9. 1 5 Hz, 1H), 7. 50 (s, 1 
H), 7. 54 (s, 1H), 7. 66 (bs, 1H), 7. 81 (s, 1H), 
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8. 46 (d, J = 5 . 12Hz, 1H) 5C«^rfS (ES I -MS, m/z) 
: 5 1 9 (M + + 1) 
mMM9 2 6 : N-^W^U- N' - {4- [ (6 , 7 -S^ h^->- 4 

4- [ (6, h^r^-4-^^-V*U-;i/) it**/] T-V> (50m 

g) §f;i/x> (5ml) , (1ml) lzmffi£&fc&, TfJlRCDl- 

)V <iVtti/T*—Y (5 0//1) ^ia^.^MT*2^p^it# 

'H-NMR (CDCh, 400MHz) : 6 4. 09 (s, 3 H) , 4. 11 
(s, 3H) , 7. 23-7. 34 (m, 4H) , 7. 55-7. 59 (m, 4 
H) , 7. 68 (t, J = 7. 56Hz, 1 H) , 7. 8 8 -7. 9 3 (m, 3 
H) , 8. 6 9 (s, 1H) , 9. 12 (s, 1 H) 
H^Ufi (ESI-MS, m/z) :46 1(M + +1) 
gjgSMJj 2 7 : N— {4- [ (6 , h =fr->- 4 \/ U — 

$/] 7i£^] -r - ( 2 -^5f-;i/^>W;i/) ^^1/7 

4- [ (6, 7-$>j* h^>-4-^P7-V*'J-;V) T-U> (5 0m 

g) (5ml) s rn^y— ;v (1ml) -a-fc^ mis©2- 

tl ) ^'J*WnYb^7 7>f-fc ( tDiSU ^m©{t.^rtJ^7 2mg s J& 
^9 0%T#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : <S 2 . 50 (s, 3H) , 3. 
98 (s, 3H), 3. 99 (s, 3H), 7. 29-7. 38 (m, 7H), 
7. 42-7. 46 (m, 1 H) , 7. 52 (d, J = 7. 8 1 H z , 1H), 
7. 57 (s, 1 H) , 7. 80-7. 82 (m, J = 8 . 78Hz, 2H), 
8 . 5 6 (s, 1 H) MS.ftmM (ESI-MS, m/z) : 4 7 5 (M + + 1) 

mmm9 2 8 : n- (2-<7pp^>w;v) -r - {4- r (6, 7-^ 
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4- [ (6, 7 -P* h^^>-4-^^-V r U-;V) j*^] T-U> (5 0m 
g) § h;v^> (5ml) s y—jis (lml) IzmBg&fe'&s ?UIR©2- 

^nn-i-^>€>*ji/» >fvW7^- h (50/il) ^inx.^?U 

1 H — NMR (CDC la, 400 MHz) : 6 3. 9 8 (s, 3 H) , 3. 99 

(s, 3H) , 7. 3 7-7. 4 0 (m, 3H) , 7. 4 5-7. 4 9 (m, 1 

H) , 7. 53-7. 58 (m, 3 H) , 7. 65 (d, J = 7. 81Hz, 1 

H), 7. 79 (d, J = 8. 54Hz, 2H), 8. 58 (s, 1H), 12. 

04 (bs, 1H) , 12. 35 (bs, 1H) K«#tffft (E S I -MS, m 
/z) : 4 9 5 (M + + 1 ) 

mmm9 29 :n- {4- [ (6, 7-*s* h^-->-4-^^-y;-;v) 

rfJlgCD 2 — ^ b^ris- 1 -^>-fc? >pb;i/^— ;i/ ^D7^F (80mg) 

ILL 4- [ (6, h^r->-4-^-^-\/U— 2j-=^>] 7*— U > 

(5 Omg) $ h;v^c> (5ml) N m^y — ;y (lml) fc:$Sfl¥&-tSrfc^ ^ 
(lml) t^^^rfe 2 h=^>- 1 -^>Hf >5b;i/^-;i/ -fv 

nn*M/7t h>Sit^^>U*Wn-? h ^ 7 -r — fc: J: it 
SOft^tlf 7 4mg v iK^90%-^f#feo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 53. 97 (s, 3 H) , 4. 
03 (s, 3H), 4. 05 (s, 3H), 6. 81 (d, J = 6. 34Hz, 
1H), 7. 11-7. 12 (m, 1H), 7. 17-7. 23 (m, 2H), 
7. 31 (d, J = 8 . 54Hz, 1H), 7. 53-7. 80 (m, 3H), 
7. 88 (dd, J = 2. 56Hz, 8. 91Hz, 1 H) , 7. 81 (d, J 
= 7. 8 1Hz, 1H), 8. 30 (s, 1 H) , 8 . 81 (d, J = 6 . 34 
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Hz, 1H) , 11. 4 (s, 1H) HM^Wlil (E S I -MS, m/z) : 4 
9 1 (M + + 1 ) 

mnM9 3 0 :N- -T4- [ (6, 7-^p< h^->-4-^y Ujk) Z 

4- [ (6, 7-^p< h^>>-4-Jry U;V) ;t^>] V > (5 Omg) 
£ h;i/rc> (5ml) s ai^y— ;i/ (1ml) izmm^^fz^ ^m<D3-^9- 

jv- i-^>-\f>ti)v^-jv Yvf^-^>7^-h (5 0^1) *1mz.MM-?:2 

6 %Tf#feo 

1 H — NMR (CD CI 3 , 400MHz) : 2 . 48 (s, 3H) , 4. 08 
(s, 3H), 4. 11 (s, 3H), 6. 65 (d, J = 5. 85Hz, 1 
H) , 7. 2 3 - 7. 2 9 (m, 2 H) , 7. 4 3-7. 5 8 (m, 3H) , 7. 
61 (s, 1H), 7. 72 (t, J = 8 . 66Hz, 3H), 7. 89 (d, 
J = 8. 78Hz, 2H), 8. 51 (d, J = 5. 85Hz, 1H), 9. 1 
3 (s , 1 H) m.m.mnm. (ESI -MS, m/z) : 4 7 4 (M + + 1 ) 
^flfgff!l9 31 :N-{4- [ (6, 7 h*^~ 4-*7 V JV) t)-^>] 7 

-N' - ( 3 -7}]/3-w<> W;b) f^-^i/T 

rfJiS© 3 -7;i/^D- 1 -^>-fc? >#;i^-;i, ^p^-fF (8 Omg) 

^bfeo 4- [ (6, 1-*J* h*Z'-4-3rJ U;V) ;t^>] 7*— U > (5 0 
mg) §h;i/3i> (5ml) \ m^y— ;i/ (1ml) ^feflK ^ y — 

;v (1ml) izmm^^fc 3 -yfrlru- 1 -^>-t? ^v^5/ 

^rt)^7 0mgs xR^8 7%tr#feo 

1 H — NMR (CDC la, 400MHz) : 6 4. 05 (s, 3H), 4. 06 

(s, 3H), 6. 57 (d, J = 5. 12Hz, 1H), 7. 24-7. 26 

(m, 3H) , 7. 3 5-7. 4 0 (m, 1 H) , 7. 44 (s, 1 H) , 7. 
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54-7. 59 (m, 2H) , 7. 64-7. 68 (m, 2 H) , 7. 80-7. 
84 (m, 2H) , 8. 53 (d, J = 5. 12Hz, 1 H) , 9. 09 (bs, 
1 H) MAfrtifiM (E S I -MS, m/z) : 4 7 8 (M + + 1) 
1119 3 2 :N- (3-^PP^>vV;i/) -N J - {4- [ (6, 7-¥* 

4- [ (6, 1 -V* h^-4-^y U;i/) T-V> (5 Omg) 

§ h;i/ic> (5ml) ^ x^y— ;i/ (1ml) izmM^^tcWis if>l£©3-^n 
n- l ^vft^7^-h (50//1) ^M^U-v 2 

^^WPTf^77^f-iii!)im iiOM$7 7mg^ H«9 

1 H — NMR (CDC la, 400MHz) : 6 4. 05 (s, 3H), 4. 06 
(s, 3H), 6. 58 (d, J=5. 37Hz, 1H), 7. 24-7. 92 
(m, 11H), 8. 52 (d, J = 5 . 37Hz, 1H), 9. 13 (bs, 

i h) m.&mnm. (esi -ms, m/z) : 4 9 4 (m + + d 

fgMfll9 3 3 : N— {4- [ (6, 7-^^ h^->-4-^y V JV) ;t^r->] 7 

?fJfig©3 h3^>- 1 -^>-tf >^;i/^n;i/ ^P7^ H (8 Omg) 

mhfco 4- [ (6, 1 -V* h^^-4-Jf-y U;V) #^>] T-U> (5 0 
mg) £h;i/x> (5ml) ^ rc^y— ;b (1ml) fc?§$?£-t?rfci^ x#y — 
;V (lml) £?g$P£i±£3 h=^>- 1 -^<>M>£i)ltf-J]s 4 V3"*t/ 

^i&7 0mgs l&*8 0%lM#fco 

'H-NMR (CDC Is, 400MHz) : S 3. 90 (s, 3H), 4. 05 
(s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 37Hz, 1 
H) , 7. 13-7. 16 (m, 2H) , 7. 2 3 - 7. 2 6 (m, 2H) , 7. 
37-7. 49 (m, 4H), 7. 54, (s, 1H) 7. 81-7. 84 (m, 
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2H) , 8. 53 (d, J=5. 37Hz, 1 H) , 9. 13 (s, 1H) 
MAfrffiiM (E S I -MS, m/z) : 4 9 0 (M + +l) 

. mkM 9 3 4 : N- {4 - [ ( 6 , 7 -V* h^->-4 zJtZ 1 1M £±^1 Z 
-N J - [ 3 - j±JlZJk^B2L±2kl ^<>W^] 

(8 0mg) %m^Jtffllte$£^3 - (h'j7/I/tD^^) - 1 

-fV^i/7^-h$l!lfeo 4- [ (6, 7 -SM h3^>-4 
y U;U) ^3^>] ^— U > ( 5 Omg) £ (5ml) N ;v ( 1 

ml) iz.mffig&fz'&s ^#;—Jl< (1ml) lzmM£*£fc3- (h'j7/I/^D 

WPY h^77^-fcj;!)||U m.m.(Dih^^i 6 7mg. iW7 5%"£ 

1 H — NMR (CD C la, 400MHz) :53. 94 (s, 3H) , 3. 96 
(s, 3H), 6. 59 (d, J = 5. 37Hz, 1H), 7. 35 (d, J = 
8. 78Hz, 2H), 7. 43 (s, 1H), 7. 53 (s, 1H), 7. 7 
8-7. 85 (m, 3H), 8. 04 (d, J = 8 . 05Hz, 1H), 8. 2 
6 (d, J = 8. 05Hz, 1H), 8. 35 (s, 1H), 8. 55 (d, J 
= 5. 37Hz, 1H), 11. 79 (s, 1 H) , 12. 49 (s, 1 H) 
nWifrmU (E S I -MS, m/z) : 5 2 8 (M + +l) 
g|#fcff!l9 3 5 :N- ( 3 -7p^> vV;i/) -N J - {4- [ (6, 7-*J* 

rfJlk©3 -/Dt- 1 -^>Hf yfyj]/7^-j]y ^P7^ F (8 Omg) 

fee 4- [ (6, 7-^p< h^>- 4 -^y U;i/) ;f^>] T-U> (5 0m 
g) S h/H> (5ml) , — ;v (1ml) — ;i> 

(lml) £«P£-y:fc3 -7Dt- 1 -^>-t? >^;i/7}f-;i/ YVfty7^ 

/7-b hvsif-r^^u^^vvyD-T hy^y^-^ct^iiMbs mMvik&m 
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1 H — NMR (CDC la, 400MHz) : 6 4. 05 (s, 3H) , 4. 06 
(s, 3H), 6. 66 (d, J = 5. 12Hz, 1H) , 7. 24-7. 26 
(m, 3H) , 7. 44-7. 4 7 (m, 2H) , 7. 53 (s, 1 H) , 7. 

80-7. 84 (m, 4H), 8. 07 (bs, 1 H) , 8. 53 (d, J = 5 . 

12Hz, 1H) , 9. 03 (bs, 1H) SC*#*/ffii (E S I -MS, m/ 

z) : 5 3 9 (M + + 1) 
miMM9 3 6 :N- {4- [ (6, 7 h=fr>>- 4-*; U;i/) ;fr^->] - 

2 -7;^P7 jc-;t/> -n j - ( 3 -^^-;i/^>v'-r;v) f^frur 

4- [ (6 , 7 U;i/) :t^>] - 2-7Mn7x U 

> (5 Omg) £ h;i/oi> (5 ml) s ^.^ J — )V (1ml) 'c§j)|$tfcgs 
rfcI£GD3 -p<^;i/- 1 -^>i£ )]/ <iVtt^T%—Y (50//1) 

-fe h^nt^^'j^wnY h^7^- (3j;?9iiMbs mm.(o\\s^m^. 6 

8mgs iR^8 7%-rf#feo 

1 H — NMR (CD C 1 8 , 400MHz) : 52. 47 (s, 3H) , 4. 04 
(s, 3H) , 4. 06 (s, 3H) , 6. 64 (d, J = 5. 12Hz, 1 
H), 7. 03-7. 07 (m, 2H), 7. 26 (s, 2H), 7. 42-7. 
49 (m, 3H) , 7. 0 7-7. 7 3 (m, 2 H) , 8. 46 (t, J = 8. 
90Hz, 1H), 8. 57 (d, J = 5. 12Hz, 1H), 9. 18 (bs, 
1 H) ftM^fiffi (E S I -MS, m/z) : 4 9 2 (M + + 1) 
aiM9 3 7 :N- 14- V (6, 1 -V* h*is-4-*y U;V) - 

2-7;i/tP7i-;i/} -N J - ( 3 -7;i/^-n^>vV;i/) ^^fri/T 
1UIS0 3 -^;i/^D- l -^>-^>^;v^— ;i/ ^n^-f F (8 Omg) £M 

^bfco 4- [ (6, 7-$>p< h^r^-4-^y U;i/) -2-7;i/^D 

7-iJ > (5 Omg) § (5ml) ^ rc^y— ;v (1ml) 

fc&s ;i/ (1ml) t^^-frfe 3 - - 1 -^>Hf 
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1 H — NMR (DMSO-d 6 , 4-00MHz) : 3 . 93 (s, 3H) , 3. 
96 (s , 3 H) , 6. 6 7 (d, J = 5 . 37Hz, 1 H) , 7. 38-7. 
73 (m, 6H) , 7. 8 4-7. 8 6 (m, 1 H) , 8. 05 (m, 2H) , 
8. 29 (s, 1H) , 8. 56 (d, J = 5. 12Hz, 1H), 11. 9 
(s, 1 H) WMfi-mM (E S I -MS, m/z) : 4 9 6 (M + + 1) 
mMM 9 3 8 :N- (3-^PPO^;V) -N } - {4- [ (6, 1-*J* 

4- [ (6, 1 -*J* b=^>- 4-^F-y 2l-^>] -2-7MD7-U 

> (5 Omg) & h;i/^> (5ml) s ;V (1ml) IzmM^^f^ 

Tfcl£<£>3 -^pp- 1 -^>-t?>#;i/^— ;i/ h (5 0/zl) 

£#D;L^-£ 2B#P^ii#bfeo H«*Yl,libf#e>ti^^^^PP^;bAX7 ? 
-fe h>®g|1-^^U^y;i/^P^ b^5>^— l3j;DifMU ^M<2Mb-£r«7 
6mg, W9 3 %T-t#fco 

1 H — NMR (CDC la, 400MHz) : 6 4. 04 (s, 3H) , 4. 06 
(s, 3H), 6. 63 (d, J = 5. 13Hz, 1H), 6. 65-7. 07 
(m, 2H) , 7. 2 6 -7. 2 7 (m, 1H) , 7. 4 5 -7. 5 3 (m, 3 
H), 7. 6 5 (d, J = 8. 05Hz, 1H), 7. 80 (d, J = 8. 78 
Hz, 1H), 7. 94 (s, 1H), 8. 44 (t, J = 7. 93Hz, 1 
H), 8. 57 (d, J = 5. 13Hz, 1H), 9. 17 (bs, 1H) WM 
(E S I -MS, m/z) : 5 1 2 (M + + 1 ) 

mmin^ 39 :n- {4- [ (6, 7 b*^- 4-*; u;w ^-^->] - 

2-7/btP7xr;i/} -N' - ( 3 Y ^->^>\M;V) ^^1/7 
rUIScD 3 -p< h^:>- 1 -^>-b? 7P7^F (8 Omg) ££5 

^bfco 4- [ (6, 7-^^>^^-4-^;'Jil') ;f^>] -2-7;i/7i-p 
T-U > (5 Omg) £ h;v^> (5ml) N ^-^ J — Jl (1ml) Izmm^^ 
tcm, x-PS—Jly (1ml) izmmmtfeZ h3^>- 1 
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IU mm<Dih^^:7 3mg\ lR^9 0%Tl#fe o 

1 H — NMR (DMSO-de, 4 0 0MHz) :<53. 86 (s, 3H) , 3. 
93 ( s , 3 H) , 3. 96 ( s , 3H) , 6. 66 (d, J = 5. 12Hz, 
1H), 7. 16 (d, J = 7. 32Hz, 1 H) , 7. 22-7. 24 (m, 
1H) , 7. 3 8-7. 4 8 (m, 4H) , 7. 5 7-7. 6 0 (m, 2 H) , 
8. 08 (t, J = 8. 91Hz, 1H), 8. 56 (d, J = 5. 12Hz, 
1 H) , 1 1 . 8 2 (b s, 1 H) , 12. 5 5 (b s, 1 H) JCS^IM ( E 
SI-MS, m/z) : 5 0 8 (M + +l) 

fHSff'J9 4 0 :N- ( 3 -7°P^^>VV;1/) -N J - {4- [ (6, 7-^p< 
h^r->-4-^y VJV) - 2 -7/^P7ir:/V} ^frl^T* 

mi£©3 -:7 % n^- 1 F (80mg) £MVa 

feo 4- [ (6, 7 -V* b^-is- 4-*-; u;i/) - 2 -^l^DT- 

U > (5 Omg) £ h;i^> (5ml) . J — JV (1ml) lzmB£ i£fcz@t, 
(lml) izmmmttz 3 -7P^- 1 -^>-b? ^ V 

moih^ltS 5mg, IK* 9 6%-ef#fco 

'H — NMR (DMSO-de, 4 0 0MHz) :53. 93 (s, 3H) , 3. 
96 (s, 3H) , 6. 66 (d, J = 4. 88Hz, 1H) , 7. 15 (d, 
J = 9. 51Hz, 1H), 7. 36-7. 39 (m, 2H), 7. 41 (s, 
1H), 7. 46 (s, 1H), 7. 51 (t, 3 = 1 . 81Hz, 1H), 7. 
86 (d, J = 7. 81Hz, 1H), 7. 98 (d, J = 7. 56Hz, 1 
H) , 8. 07 (m, 1H) , 8. 19 (s, 1H) , 8. 70 (d, J = 5. 
12Hz, 1H) , 11. 98 (s, 1H) MMfrffim (E S I -MS, m/ 
z) : 5 5 7 (M + + 1 ) 
Il»!l9 4 1 :N- {4- [ (6, 7-*J* b^->- Uik) ;fr^->] - 
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3-7MP7xrji/| -n' - ( 3 -y ^;i/^>W;t/) ^-Jr^VT 

4- [ (6 , 1 -V* h^>-4-dr7 - 3-7Wn7- U 

> (50mg) § h;i/rc> (5ml) . rc^y— ;v (1ml) tzmMZtelt^ 
rfrIK© 3 -y^;i/- 1 -^>Hf ;b -fv^^i-^T^— h (5 0#1) 

£ in x. SSt 2 B£ mmn b fc o £ aUH U# £> ;tx fcB £ £ y n n A / 7* 
Hz h>®|f§-r^>y #Wyp v hy^y^ — £J;*)fitMU SlM<zMhilrtJ£ 6 
4mg\ W8 2 %Tf#feo 

1 H — NMR (CDC la, 400MHz) : 6 2. 48 (s, 3H) , 4. 06 
(s, 3H) , 4. 07 (s, 3H) , 6. 49 (d, J = 4. 39Hz, 1 
H) , 7. 26 (s, 1 H) , 7. 30 (t, J = 8 . 54Hz, 1 H) , 7. 
4 4-7. 5 2 (m, 4H) , 7. 58 (s, 1 H) , 7. 69-7. 1 2 (m, 
2H) , 8. 03 (dd, J = 2. 44Hz, 11. 71Hz, 1H), 8. 5 
3 (d, J =5. 37Hz, 1H), 9. 13 (s, 1H) MA^m (ESI 
-MS, m/z) : 4 9 2 (M + + 1) 
mffi.M9 4 2 : N— {4 - f ( 6 , 7 h^>-4 -^y Ujk) = 

rf?Ig©3 -y;i/^"P- 1 -^<>Hf ;i/ 7D7^ F (80mg) 

ILL 4- [ (6, 7-^y h3^>-4-^y U;i/) ;t^>] 

7-'J> (5 Omg) £h;v:c> (5ml) s :x^y— ;v (1ml) fc^P^-^r 
fe^ N y — ;i, (1ml) 3 -y;i/3l-p- 1 -^>-tf >#;i/tff- 

1U Sl®tfMb£rtJ£ 6 5mgs lK*8 3%Tf#feo 

1 H — NMR (CD CI 3 , 400 MHz) : 6 4. 10 (s, 3H), 4. 15 
(s, 3H), 6. 68 (d, J = 6. 01Hz, 1H) , 7. 27 (m, 2 
H) , 7. 3 5 -7. 4 2 (m, 2H) , 7. 5 7 - 7. 6 9 (m, 4H) , 7. 
98 (bs, 1H), 8. 12 (m, 1H), 8. 54 (d, J = 6 . 34Hz, 
1H) , 9. 11 (s, 1H) MMfr-mm (ES I -MS, m/z) : 4 9 6 
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(M + + 1 ) 

^Sfeff»]9 4 3 :N- (3-^PP^>W;V) — N' — (4- C (6, 7 

4- [ (6, 7 -*J* h**/-4-*S U;i/) 7f-^r^] -3-7MD7riJ 
> (5 Omg) § (5ml) s ;i/ (1ml) £«P£-fe!:fcflL 

mM03-^uu- l-^o^fytiji^-jv J VJ-XisT^—Y (5 0/zl) 

•fe h>iHtS^>J>!7WO-7b^77>f-fc < kb)iiU SM©ft^§ 7 

1 H — NMR (CDC Is, 400MHz) : 54. 09 (s, 3H) , 4. 11 
(s, 3H) , 6. 60 (d, J = 5. 61Hz, 1H) , 7. 26 (s, 1 
H) , 7. 35 (t, J = 8. 54Hz, 1 H) , 7. 51-7. 56 (m, 2 
H) , 7. 61 (s, 1H) , 7. 65-7. 68 (m, 1H) , 7. 77-7. 
7 9 (m, 2 H) , 7. 91-7. 92 (m, 1H) , 8. 08 (dd, J = 2. 
68Hz, 11. 47Hz, 1H), 8. 53 (d, J = 5 . 61Hz, 1H), 
9 . 0 8 (b s , 1 H) W&frffiM (E S I -MS, m/z) : 5 1 2 (M + + 
1) 

HM?'J9 4 4 : N— {4- [ ( 6 , 7 - b - 4 - U ;V) ^^->] - 

3-7;i/tD7i-M — N 3 - (3-p< h^->^oW;i/) ^fri^T 

ff5|^©3-^ h=^- 1 -^<>~t£>ti;itf-)l/ 7D7^F (8 Omg) £/B 

ILL 4- [ (6, h3^>-4-^y :t^>] -3-7JV*u 

T— U> (5 Omg) § h;i/rn> (5ml) s (1ml) IzmM^^r 

fe^ rc^y— ;i/ (1ml) 3 h 1 -^>-if>^;i/^- 

SU ^M^^tJ^ 7 3mg, W 9 0 %T?^fc 0 

1 H — NMR (CD C Is, 400MHz) : 53. 99 (s, 3H) , 4. 13 
(s, 3H), 4. 17 (s, 3H), 6. 87 (d, J = 5. 6 1Hz, 1 
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H) , 7. 18 (dd, J = 2. 44Hz, 8. 29Hz, 1H) , 7. 31- 
7. 46 (m, 2H) , 7. 5 5 - 7. 6 2 (m, 4H) , 7. 71 (s, 1 
H) , 7. 84 ( s , 1 H) , 8. 23 (dd, J = 2. 44Hz, 11. 95 
Hz, 1H), 8. 67 (d, J = 6. 59Hz, 1H), 11. 00 (s, 1 
H) WAfrmM (ESI -MS, m/z) : 5 0 8 (M + + 1 ) 

mffi.M9 4 5 :N- {4- [ (6, 7 -V* h*^>- 4-*J V JV) 3j-^>1 - 
3-7/l/tP7x-;i/} -N J - [3- (F'j7MP^f;v) cS^ld. 2k] ^ 

(80mg) £fflv^i«k:^3- (h'j7/wn^^) - 1 -^>-t? 

^ V ^^j-.> T ^_ h^ii^bfeo 4- [ (6, 7-i^ h^ri>-4-^ 
J U;i/) ;t3^>] -3-7MD7-'J> (5 Omg) £ h;i^:n> (5ml) s 
x.^y— ;i/ (lml) fc^ji?£^fcfl^ (1ml) izmM^^fz3- 

1R^8 9 %Tf#feo 

'H-NMR (DMSO-de, 4 0 0MHz) :<J3. 96 (s, 6H) , 6. 
54 (d, J=5. 37Hz, 1H), 7. 43 (s, 1H) , 7. 53-7. 
60 (m, 4H), 7. 80 (t, J = 8. 05Hz, 1H), 8. 02-8. 
10 (m, 2H), 8. 26 (d, J = 7. 81Hz, 1H), 8. 35 (s, 
1H), 8. 53 (d, J = 4. 88Hz, 1H), 12. 03 (s, 1H) i 
m.frm% (E S I -MS, m/z) :5 4 6 (M + +1) 
H»J9 4 6 :N- ( 3 - ^P^W-f Jl) -N J - {4- [ (6, 7-¥* 

rfJK© 3 -yn^e- l >#;i/^-;i/ 7D7^ F (8 Omg) £MV^ 

feo 4 - [ ( 6 , 7 h^>- 4 -^y U;i/) #3^>] - 3-7MH7- 

U> (5 Omg) £ h;i/n-> (5ml) , rc^y-;i/ (lml) 
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J—JV (1ml) izmMZ^fe 3 -^D^E- 1 -^>-tf >^/;i/^-;i/ V 
JS<Dflj-&&& 7 9 m g, iK^s 9 0 %T"mtz 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 96 (s, 6 H) , 6. 
51 (d, J = 5. 37Hz, 1H) , 7. 41 (s, 1H) , 7. 48-7. 
60 (m, 5H) , 7. 86 (d, J = 7. 56Hz, 1 H) , 7. 97 (d, 
J = 8. 05Hz, 1H), 8. 08 (d, J=l 2. 44Hz, 1H), 8. 
18 (s, 1H), 8. 50 (d, J = 5. 37Hz, 1H), 11. 84 (s, 
1H) Ki^*fi (ESI-MS, m/z) :5 5 7 (M + +1) 
g|M9 4 7 : N- {3-^PP-4 - [ (6, 7-:^ h^r->-4-^-y U 

3-^DD-4- [ (6, 7-^h^>-4-^'J;V) :fr^>] 7*— U > 
(5 Omg) § h;i/^> (5ml) s m^y— ;v (1ml) rfl 
IS© 3 1 -^>-t? h (50//1) * 

mg s -W9 2 %T#fco 

'H-NMR (CDC Is, 400MHz) \ 6 2. 48 (s, 3H), 4. 07 
(s, 6H), 6. 44 (d, J = 5. 61Hz, 1H), 7. 26 (s, 3 
H), 7. 29 (d, J = 8. 78Hz, 1H), 7. 43-7. 50 (m, 2 
H) , 7. 5 9 (s, 1 H) , 7. 6 9-7. 7 4 (m, 3H) , 8. 11 (d, 
J = 2. 44Hz, 1H), 9. 14 (s, 1H) (ESI-MS, 
m/z) : 5 0 9 (M + + 1 ) 

4 8 : N- {3-^PP-4- [ (6, 7 -V* Y **y- 4 - ^'J 

HJIS©3 -7;i/^-D- 1 -^>M >^j;vtJ1- ;v /7D7^ K (8 Omg) 
llfeo 3-^DD-4-[(6, h=3r^-4-=^y D;i>) t)-^>] 7* 
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— U > (5 Omg) £ Ml/:n> (5ml) N — ;v (1ml) fc^^-^fe 

f£ N rc^y — ;i/ (1ml) t:*#$*fc3 --7;i/7hD- 1 -^>-fe°>*;l/^— ;p 

1 H — NMR (CDCla, 4 0 0MHz) :6. 3. 95 (s, 3H) , 3. 9 
6 (s , 3 H) , 6. 43 (d, J = 5 . 12Hz, 1 H) , 7 . 43 (s, 3 
H) , 7. 4 9-7. 5 4 (m, 2H) , 7. 5 9 -7. 6 2 (m, 1H) , 7. 
75 (d, J = 8. 78Hz, 1 H) , 7. 8 2 -7. 8 6 (m, 1 H) , 8. 
18 (bs, 1H) , 8. 51 (d, J = 5. 12Hz, 1H), 11. 79 
(bs, 1H) , 12. 43 (bs, 1H) Mfttitm (ESI -MS, m/ 
z) : 5 1 2 (M + + 1 ) 
flMffJ9 4 9 :N- (3-^PP^>vV;P) — N* - [3-^PP-4 - (6, 

3-^DD-4 - [ (6, 7-S^p< h^-4-^y U;i/) ^-^r->] 7*— U > 
(5 Omg) § h;i^> (5ml) N az^y— ;i/ (1ml) H? 
IS© 3 -^do- 1 >*;i/^-;i/ -f V^^T^— h (50//1) £ 

mg\ !Rafs9 7 %"C^fc«, 

'H-NMR (CDCla, 4 0 0MHz) : 6 4 . 0 6 (s, 3H) , 4. 07 
(s, 3H) , 6. 46 (d, J = 5. 37Hz, 1 H) , 7. 29-7. 32 
(m, 4H), 7. 52 (t, J = 7. 93Hz, 1H), 7. 61 (s, 1 

H), 7. 64-7. 66 (m, 1H), 7. 71 (dd, J = 2. 68Hz, 

8. 78Hz, 1H), 7. 87 (d, J = 7. 81Hz, 1H), 8. 00 
(s, 1H) , 8. 07 (d, J = 2. 44Hz, 1H), 8. 51 (d, J = 

5. 3 7 Hz, 1H) KStfMJHg (ESI -MS, m/z) : 5 2 9 (M + +l) 
gjj 950 :N- {3 -y P P- 4 - [ (6, 7 -*J* h=fr->- 4 -^y U 

;i/) t|-^->1 -N' - (3-y b^->^>"J4 JV) tttUT 
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rU8k©3 Y^y- 1 -^>^f>>b;i/^— )l> Zu^JY (8 Omg) 

11L 3-^nn-4- [ (6, 7-^ b^-4-^y y # 7* 
— V> (5 Omg) § h;V^> (5ml) „ )V (1ml) teffiffig&fr 

rc^y— ;i/ (1ml) 3 -p< h 3^>- 1 >#;i^n;i/ 

U ^ScD-fb^* 6 5 mgs JR* 8 2 %^#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 86 (s, 3H) , 3. 

95 (s, 3H) , 3. 96 (s, 3H) , 6. 41 (d, J = 5. 12Hz, 
1H) , 7. 22 (d, J = 8 . 54Hz, 1 H) , 7. 41-7. 60 (m, 
8H) , 7. 74 (d, J = 8. 78Hz, 1 H) , 8. 12 (bs, 1 H) , 
8. 50 (d, J = 5 . 37Hz, 1H) KM^tfffi (E S I -MS, m/z ) 
: 5 2 5 (M + + 1 ) 

mmM9 5 1 : N- (3-^pp-4 - r (6, 7-^h^>-4-^'J 

Zkl -n' - [3- (h'J7/vtD^f;i/) c^>lLdJk2 
rf?ig©3- ( h U 7;i/7f-n^^;p) - 1 >#;i/^;i/ ^n^-f h* 

(8 Omg) %m^Jtmz$£\,-\3- (h'j7MD^^/l/) - 1 -^>-t? >ii)V 
>r V^^r*— h^SS^bfeo 3-^nn-4- [ (6, 7-^h 
^^-4-^ry U;v) ;t3^>] T— U > (5 Omg) £ h;i/^i> (5ml) . ^ 

(imi) izmmgitfegk, (imi) izmm^^f^3- 

MMTZf 'J ^Vl^ DYh^77^-tJ:D StSSbs ^ScD-fb^S 7 5 m g, 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 

96 (s, 3H), 6. 43 (d, J = 5. 37Hz, 1H), 7. 42 (s, 
1H), 7. 49-7. 53 (m, 2 H) , 7. 74 (d, J = 9 . 27Hz, 
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1 H) , 7. 80 (t , J = 8 . 05Hz, 1 H) , 8. 03 (d, J = 7 . 5 
6Hz, 1H) , 8. 18 (s, 1H) , 8. 2 6 (d, J = 5. 37Hz, 1 
H) , 8. 35 (s , 1H) , 8. 51 (d, J = 5 . 37Hz, 1H), 12. 
04 (s, 1H) , 12. 52 (s, 1H) *t*#*H6 (ESI -MS, m/ 
z) : 5 6 2 (M + + 1) 

SMLg 5 2 :N- (3-7P^>^;i/) — N 3 - {3 -^7 P P- 4 - 
r (6 , 7-$?^ h^>-4-^'J;V) 

rfJlgCDS-^P^E- 1 -^>4f>^;i/^— ;i/ ^D7-f F (80mg) 

fe 0 3-^PP-4- [ (6, 7 h3^-4-3VU;V) *^r^] 

> (5 Omg) * (5ml) , ;i/ (1ml) fc$8fl?£*&«s 

i^;-;Kiml) fc«SW**fc3 -^p^e- l ;i/ -fv 

^ ^" f> T * - h £ * D £ Mt' 2 B$ ffl St# b 3fc o M« * b#5>tifea^§^ 
®©4ti-&$l* 8 lmg, IR3(£9 3%-e#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 54. 05 (s, 3H) , 4. 
06 (s, 3H), 6. 85 (d, J = 6. 34Hz, 1H), 7. 50-7. 
54 (m, 2H), 7. 66 (d, J = 8. 78Hz, 1H), 7. 76 (s, 
1H) , 7. 85- 7. 89 (m, 2H), 7. 98 (d, J = 7. 80Hz, 
1H), 8. 19 (s, 1H), 8. 28 (s, 1H), 8. 84 (d, J = 6. 
34Hz, 1H), 11. 8 (s, 1H), 12. 56 (s, 1H) R«#*T« 
(ESI-MS, m/z) : 5 7 3 (M + + 1) 

mums 53 :n- {4- [ (6, t*±^J^z±z ] uil1 - 

4- [ (6, 7-S>* h^-^-4-Jry U;V) iT^rl/] -2--hPT-U> 
(5 Omg) £ h;i/^> (5ml) . rc^y— ;i/ (1ml) IzmMiS^t^ rff 
IS© 3 -^^v- 1 -^>-t? -f V^^T 7 ^— h (5 0/zl) £ 

ip^g^-e 2 i^FWifco ^«£ilft U# & & $ ^ p p *;va/7^ 
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'H-NMR (CDC la, 400MHz) : 6 2. 4 7 (s, 3H) , 4. 04 
(s, 3H) , 4. 07 (s, 3H) , 6. 67 ( d , J = 5. 37Hz, 1 
H) , 7. 2 6 (s, 2H) , 7. 43-7. 51 (m, 4H) , 7. 73 (d, 
J = 7 . 32Hz, 1H), 7. 77 (s, 1H) , .7. 94 (d, J = 2 . 6 
8Hz, 1H), 8. 52 (d, J = 9. 03Hz, 1H), 8. 61 (d, J 
= 5. 12Hz, 1H) , 9. 24 (s, 1H) MAfrffilM (E S I -MS, m 
/z) : 5 1 9 (M + + 1) 

mmm9 54 :n- 14 - r (6, 7-^ h^->-4-^^-^u-;i/) ^-^r 

-7 ji -n' - ( 3 -^^;p^>vV;p) ^fri^T* 

4- [ (6, 7-^ h^r^-4-^^-V*U-;b) ;t^>] 7-'J > (50m 
g) £h;b:n> (5ml) s rc^y— ;V (1ml) *t1±&> lUIS© 3 - 

l -^>-tf >#;i^-;i/ ^v^^7^-h ( 5 o u 1) £Sqx.^U 

*9 5%-e#feo 

1 H-NMR (CDC la-, 400 MHz) : 6 2. 47 (s, 3H), 4. 12 
(s, 3H) , 4. 17 (s, 3H) , 7. 2 6 -7. 3 4 (m, 5 H) , 7. 
45-7. 47 (m, 1H), 7. 61 (s, 1H), 7. 71 (m, 2H), 
7. 93 (d, J = 9. 03Hz, 2H), 8. 77 (s, 1H), 9. 10 
(s , 1 H) mmfrffim (SSI-MS, m/z) : 4 7 5 (M + + 1 ) 

mmm9 5 5 :n- (3-^pp^>^;v) -r - {4- c (6, 7-^ 

4 - [ (6, h^-4-WJ-;i') ^3^>] T-U> (50m 

g) §h;i/^> (5ml) N x^;-;i/ (lml) -Brfc^ rj5l£©3- 

#nn- l -^>Hf >*j;v^-;i/ ^ vf *^7^- b ( 5 o # 1) £in*.^M 
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1 H — NMR (CDC Is, 400 MHz) : 6 4. 08 (s, 6 H) , 7. 2 9 
(s, 2H) , 7. 33 (d, J = 8. 78Hz, 1 H) , 7. 41 (s, 1 

H) , 7. 50 (t, J = 7. 81Hz, 1H) , 7. 57 (s, 1H) , 7. 

63 (d, J = 7. 32Hz, 1H), 7. 83-7. 86 (m, 3H), 7. 

98 (s, 1H), 8. 65 (s, 1H), 9. 71 (s, 1H) KS##ffiI 
(ESI-MS, m/z) : 4 9 5 (M + + 1 ) 

8|j9 5 6 :N- {4- [ (6, 7-*?* h 3^>- 4 -^r^V U ^dr- 
ey ] y^-jy} -N J - ( 3 h^->^>vV;i/) ^frl^T 
tUIS©3-t< h=^>- 1 -sO-V yfrjl/tf— J]/ ^D7-f F (80mg) £M 

^bfco 4- [ (6, 7-^p< h^r^-4-^r^-^U-;i/) rfr3^] U > 
(5 Omg) § h;Wc> (5ml) s ;i/ (1ml) x. 

)V (1ml) izmMg&fc 3 b=^>- 1 ;i/ -f y 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 87 (s, 3H) , 3. 
98 (s, 3H), 3. 99 (s, 3H), 7. 21-7. 23 (m, 1H), 
7. 28-7. 39 (m, 3H), 7. 46 (t, J = 7. 93Hz, 1H), 

7. 56-7. 60 (m, 3H), 7. 79 (d, J = 8. 78Hz, 2H), 

8. 56 (s, 1H), 11. 59 (s, 1H), 12. 66 (s, 1H) MM 
^IrKESI-MS, m/z) : 49 1 (M + +l) 

gHM9 5 7 : N- {4- [ (6, 7 -PA h=fr->- 4 ^ 

*✓] 7i-M -r - r 3 - (h'j7;i/tn^f;i/) cl>2idAl =$-*t>\s7 

(8 Omg) %m^%.mzm^3- (F'J7Md^^) - 1 -^>-fe?>;*7;i/ 
stf-;i/ V^^^>T^- h^il^bfeo 4- [ (6, 7 -e^ b3^>-4 
^y y -;i/) ;f=^>] T-U > (5 Omg) & b;i/x> (5ml) N x#y— ;i/ 

(lml) fc:$gfl¥ x^y — )]y (1ml) 3 - (h'J7;i/ 
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'J*WnYh^77^-t:J:!)ilU m&<D{b&Vo& 7 5 mg s W8 5 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 9 7 (s, 3H) , 3. 
99 (s, 3H) , 7. 3 8-7. 4 4 (m, 3H) , 7. 58 (s, 1 H) , 

7. 78-7. 82 (m, 3H), 8. 04 (d, J = 8. 05Hz, 1H), 

8. 26 (d, J = 7. 81Hz, 1H), 8. 36 (s, 1H), 8. 56 
( s , 1H), 11. 9 7 ( s , 1H), 12. 95 (s, 1H) HM^frfit 
(E S I -MS, m/z) : 5 2 9 (M + + 1 ) 

mMM9 5 8 : N— ( 3 - fxn^^-J^ ;i) -N' - {4- [ ( 6 , 7 -S>* 
M®3 -T/n^E- 1 ;v ^o^-r b* (80mg) 

tzo 4- [ (6, 7-S>* h^r^-4-WJ-;i/) ^3^>] T- U > (5 0 
mg) <£h;V:n> (5ml) . ^c^y— ;i/ (1ml) "fcrfc&s S — 

;i/ (lmi) tv§|?^-y:fe3 -^d^e- l >*;v^-;^ ^fVft^7 

h §ipx.^T- 2 b fe 0 bf# & nfea^f ^ 

M6 1mg^ iR*7 0%trf#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) :<53. 98 (s, 3H) , 3. 
99 (s, 3H), 7. 37-7. 40 (m, 3H), 7. 52 (t, J = 7. 
93Hz, 1H), 7. 58 (s, 1H), 7. 78 (d, J = 8. 78Hz, 
2H), 7. 87 (d, J = 7. 08Hz, 1H), 7. 97 (d, J=7. 8 
1Hz, 1H), 8. 18 (s, 1H), 8. 58 (s, 1H), 11. 89 
(bs, 1H) , 12. 48 (bs, 1H) KM^Jfffi (E S I -MS, m/ 
z) : 5 4 0 (M + + 1 ) 
|ij9 5 9 :N- {4- [ (6, 7 -i?* h^-4-^7 U;i/) 7 

j.-;i/> -n j - (4 W;v) ^fri^r 
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4- [ (6, 7-^ h^>-4-^y a**^] T-'J> (5 Omg) 

^h;i/^> (5ml) N a^^j—jv (1ml) IzmM^^fzfes rfJflR©4-^ 
)]/- 1 -^>-fc? >f v^t^>7^- h (5 0#1) £jjPx^T 2 

^U#y;i/^P^h^:7^-£J;i3*»MU ^<7>fbi%« 7 Omg N iR*8 
9 %^f#feo 

'H-NMR (CDCL, 400MHz) : d2. 48 ( s , 3 H) , 4. 09 
(s, 3H) , 4. 15 (s, 3H), 6. 72 (d, J = 6. 34Hz, 1 
H) , 7. 23-7. 29 (m, 3H) , 7. 3 7 (d, J = 7. 8 1 Hz, 2 
H) , 7. 62 (s, 1H) , 7. 82 (d, J = 8. 05Hz, 2H) , 7. 
94 (d, J = 9. 03Hz, 2H) , 7. 98 (s, 1H), 8. 51 (d, 
J = 5. 12Hz, 1H) , 9. 12 (s, 1H) MMfrffim (ESI-MS, 
m/z) : 4 7 4 (M + + 1) 
mMM9 6 0 : N- (4-^PP^>^^;P) -N' - {4 - [ (6, 7 

4- [ (6, 7 -v* h*t'-4-*; >;;v) ^-^^] ^->;> (5 omg) 

§h;vx> (5ml) N (1ml) lzmffl$*£fc^ Tfrl£©4-^n 

D- 1 -^>-te'>^;i/^n;i/ JVttl/T^—Y (50//1) §^jnx.^?M'r2 

^U^W^Dx" h^77^- {3j;t9^Mbs StM©-fbi^£ 7 7mg, «9 
2%Tiffeo 

1 H-NMR (CDC Is, 400 MHz) : 6 4. 06 (s, 3 H) , 4. 07 
(s, 3H) , 6. 59 (d, J = 5. 3 7Hz, 1H) , 7. 24-7. 30 
(m, 3H) , 7. 4 6 -7. 5 6 (m, 4H) , 7. 7 6 - 7. 8 8 (m, 4 

H) , 8. 53 (d, J = 5. 37Hz, 1 H) , 9. 08 (b s , 1H) Hfi 

frffim (E S I -MS, m/z) : 4 9 4 (M + +l) 

SMLg 6 1 :N- {4- [ (6, 7-^ hjPj^zJjzjL^ 'JA) ^->1 7 

j-;i/> -r - (4-7;i/7|-p^> s ./^;i/) ^t»7l/7 
rf?IK©4-^;i/^-D- 1 -^>4f>^;i/^-;i/ ^n7^F (8 Omg) %m 
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MLfzo 4- [ (6, 7-^F^>-4-^'JJV) T— V > (5 0 

mg) ^h;i/Ji> (5ml) s ^-$>J — )\y (1ml) -tlrfcgU J — 
;i/(lml) lzmffl£&tz4--7)lJrT2- 1 -^>-h? ;i/ -fy^rtiy 

£r'tl£ 69mgs mm 8 5 %-£f#fco 

1 H — NMR (CDC Is, 400 MHz) : 6 4. 05 (s, 3H) , 4. 06 
(s, 3H) , 6. 57 (d, J = 5. 12Hz, 1 H) , 7. 24-7. 26 
(m, 5H) , 7. 44 (s, 1 H) , 7. 54 (s, 1 H) , 7. 80-7. 
83 (m, 2H) , 7. 95 (m, 2H) , 8. 53 (d, J = 5. 37Hz, 
1H) , 9. 0 9 (b s, 1 H) KS^UHfi (E S I -MS, m/z) : 4 7 8 
(M + + 1 ) 

mmms 6 2 :n- {4- [ (6, 1 -v* y*^- 4-*; u^) ■? 

3i-;i/} -N J - (4 h p^>vV;i/) ^frl^T 

4- [ (6, 7-S^ h^>>-4-^y U;V) ^-^r>>] U > (5 Omg) 
§h;i/^> (5ml) *\ ^ J— ;v (1ml) Tf?P£©4-^h 
D- 1 -^<>Hf >^;i/^-;i/ -fVft^>7^- h (3 Omg) 2 
BfHaii#bfco Mtt^^libf#^nfe^^^^nn^;i/A/T-fe h >Jlill!T& 
i>U^WD-7h^7^-{3j;DIlU McDfb^i§8 Omg^ 9 
4%-£f#fco 

1 H — NMR (CDCla, 400MHz) : 54. 06 (s, 3H) , 4. 08 
(s, 3H), 6. 59 (d, J = 5. 37Hz, 1H), 7. 24-7. 30 
(m, 5H), 7. 50 (s, 1H), 7. 54 (s, 1H), 7. 82-7. 

85 (m, 2H) , 8. 01-8. 12 (m, 2H) , 8. 41-8. 43 (m, 

2H), 8. 53 (d, J = 5. 37Hz, 1H), 9. 16 (bs, 1H) 1 

Mftffim (ESI -MS, m/z) : 5 0 7 (M + + 1) 
mm.M9 6 3 :N- (4- T (6, 7-^ h*is-4-3cJ V )]/) 7 
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Hbfco 4- [ (6, 7-$>* h^>-4-^ V T— U > (5 0 

mg) ^rh;i/^> (5ml) s ;i/ (1ml) fc$§fl?<*i±fc& N ^^y — 

)V (1ml) KimMZ 4 - * h^>>- 1 -^>-fe? ^y^> 
7* * — h £#0 £ Ifit 2 b o SJS&?S £ Bitig U#£>tifcB££^DP* 

^r«6 7mg s IR*8 l%T»f#feo 

1 H — NMR (CDC 1 3, 400 MHz) : <5 3. 92 (s, 3H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H) , 6. 57 (d, J=5. 37Hz, 1 
H), 7. 02-7. 04 (m, 2H) , 7. 23-7. 26 (m, 3H) , 7. 
44 (s , 1 H) , 7. 54 (s, 1 H) , 7. 77-7. 85 (m, 2 H) , 
7. 8 8 -7. 9 0 (m, 2H), 8. 53 (d, J = 5. 37Hz, 1 H) , 
9 . 0 7 (b s , 1 H) mmfrffim (ESI-MS, m/z) : 4 9 0 (M + + 
1) 

mmM9 6 4 :N- {4- C (6, 7 -*J* 4-* J V JV) :fr3^>1 - 

2 -7;p^-p^^i— M -n' - (4 -^^;i/^>v'-f;v) ^^fri^T 

4 - [ (6, 7-*J* h 4 u;i/) ^-^rsy] -2-7;VtD7-'J 
> (50mg) £ h;i/ai> (5ml) N rc^y— ;v (1ml) 

TfjJtR©4 1 -^>-b? ;i/ v^-^r*— h (50//1) 

^iniL^Mt? 2 BtPsTOf bfco MJtS^S* WBI U# £> ttfeS^f £ ^dd A/T 

7mg, 1R^9 8%-tt#fco 

'H-NMR (CDCla, 400MHz) : <5 2 . 47 (s , 3 H) , 4. 04 

(s, 3H) , 4. 06 (s, 3H) , 6. 64 (d, J = 5. 3 7 Hz, 1 

H) , 7. 0 4-7. 0 7 (m, 2H) , 7. 26 (s, 1 H) , 7. 36 ( d , 

J = 8. 54Hz, 2H) , 7. 46 (d, J=l 1. 95Hz, 2H), 7. 

83 (d, J = 8. 29Hz 3 2H), 8. 46 (t, J = 8. 90Hz, 1 
H), 8. 56 (d, J = 5. 12Hz, 1H), 9. 18 (bs, 1H) 
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5C«#*HS (E S I -MS, m/z) : 4 9 2 (M + +l) 
mMM9 6 5 :N- (4-^PP^>VV;V) -N' - {4- [ (6, 7 -*J* 

4- [ (6, 7-:>M h^^-4-^y U;i/) -2-7MD7-'J 
> (5 Omg) % h;i/^> (5ml) s ai^y— ;i/ (1ml) IzmM^^fz^ 
rUIK©4 -£pp- 1 -^>if ytiJVT^-)]/ ^V^>7^- h (50//1) 

£An x. ^rUT 2 H^if # b fz o £ 1MB b & £ ft £ £ * n p A/r 

■fe h ^jgn-r^^u^w^D v h^^7-f— t j; Dim 7 

7mg, 1R^9 4%-?f#7co 

'H-NMR (CDCls, 4 0 0MHz) : 6 4 . 0 4 (s, 3H) , 4. 06 
(s, 3H) , 6. 64 (d 3 J=5. 12Hz, 1 H) , 7. 04-7. 07 
(m, 2H) , 7. 26 (s, 1H) , 7. 4 5 -7. 4 6 (m, 2 H) , 7. 
5 4-7. 5 6 (m, 2 H) , 7. 8 7-7. 8 9 (m, 2H) , 8. 39 (t, 
J = 8 . 78Hz, 1H), 8. 57 (d, J = 5 . 37Hz, 1 H) , 9. 1 
7 (s, 1H) mmftmm (ESI-MS, m/z) : 5 1 2 (M + +l) 

mmm 9 6 6 : n- {4 - r ( 6 , 7 -y* i-^>- 4 ^-^->i - 

2-7;i/^-P7x-M -r - (4 -7;i/^-p^>^^;i/) ^-^t^ut 
T$mcD4-7)\s3rv- 1 ;i/ 7n7^fF (8 Omg) £JE 

^bfeo 4- [ ( 6 , 7 -SM h^r^-4-^y ;t^>] - 2 -y;i/^D 

T-U> (5 Omg) £b;Kn> (5ml) s m^y— ;v (1ml) {3^$-^ 
fcf£ s — ;i/ (1ml) t^l^-frfe 4 - y)i>^u - 1 >ft;i/^— 

Mb, ^©ft^tlt6 5mgs W8 3%fl#feo 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : (53. 93 (s, 3H) , 3. 

96 (s, 3H), 6. 62 (d, J = 5 . 37Hz, 1H), 7. 17 (d, 

J = 1 1 . 2Hz, 1H), 7. 36-7. 47 (m, 5H) , 8. 05-8. 

11 (m, 3H), 8. 56 (d, J = 5 . 12Hz, 1H), 11. 88 (s, 
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1 H) , 12. 48 (s, 1 H) WMfrffim (ESI-MS, m/z) : 496 
(M + +l) 

mmm9 6 1 n- {4- c (6, y^-a-^j vjd or**/] - 

2-7;i/^-P7x-;i/j -N J - (4 E^Wj ;V) ft^l/T 
H?I v g©4--r^- H- 1 -^>-if y%)]/r$—)l> Zxi-t^Y (80mg) 

^cM(-^v^4--f ~% K- 1 -^>-e >*;i/^-;v v^^>:f*— h^ii^u 

feo 4- [ ( 6 , 7 -V* h*->-4-*; U;V) ;t3^>] - 2-7MD7^ 
U > ( 5 Omg) £ h;i/^> (5ml) s J — Jl (1ml) IzmM^^rfzUs 
x^y-;i/ (lml) IzmM^^tz 4 --f ;t F - 1 >*;i/^n;p y 

m.(Dih^^ 9 2mg\ iR*9 

'H-NMR (DMSO-de, 400MHz) : 53. 96 (s, 3H) , 4. 
03 (s, 3H) , 6. 67 (d, J = 4. 88Hz, 1H), 7. 17 (d, 
J = 8. 29Hz, 2H) , 7. 39-7. 47 (m, 2H) , 7. 77 (d, 
J = 8 . 05Hz, 2H), 7. 94 (d, J = 8 . 29Hz, 2H), 8. 0 
6 (t, J=8. 54Hz, 1H) , 8. 56 (d, J = 5 . 12Hz, 1H) , 
11. 90 (s, 1H), 12. 44 (s, 1H) W&ftffiiM (ESI-MS, 
m/z) : 6 0 4 (M + + 1) 
»J9 6 8 : N- {4 - [ (6, 7 -i?* h*^- 4-*; V )V) ^~^->1 - 

4- [ (6, h^r^-4-^-y U;i/) rfr3^>] -2-7MD7-'J 

> (5 Omg) § h;i/^> (5ml) s ^^y— ;i/ ( lml) IzmBZittzW:, 
T$m<D4 -— h D- 1 >7^;i/^-;i/ -TVft^T^- h (3 Omg) 

5mgs i»9 0%-efffco 

1 H-NMR (CD CI s, 400MHz) : (54. 04 (s, 3H), 4. 06 
(s, 3H), 6. 64 (dd, J = 3. 42Hz, J = 5. 12Hz, 1H), 
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7 . 05-7. 08 (m, 2H), 7. 25-7. 26 (m, 2H), 7. 45 
(dd, J = 3. 17Hz, 6. 59Hz, 2H), 8. 12 (dd, J = 2. 

93Hz, 8. 66Hz, 2H), 8. 39-8. 45 (m, 3H), 8. 57 
(dd, J = 3. 42Hz, J = 5. 12Hz, 1H) Hi^*f<l (ESI-M 

S, m/z) : 5 2 3 (M + + 1) 
1119 6 9 :N- 14- [ (6, h*is-4-*; Ujk) 3" 3^1 = 

2- 7;i/^-P7x-M -N' - (4 h^->^>VV;i/) g^frlxT 
lUIK©4-^ h3^>- 1 -^>-fcf ;i/ ^D7^ F (80mg) 

v^M^^v^4-p< h^- l >*;i/^-;i/ -fv^t^7^-h^i 

Mbfeo 4- [ ( 6 , 7 hdr^-4-^y U;i/) ^^^D - 2 -7;i/^"D 

T— U > (5 Omg) * h;i/^> (5ml) s m^V— ;V (1ml) 

rc^y— ;i/ (1ml) 4 -pt h3=->- 1 -^>^£ l/jjfyOfi- 

1U mm(D^^7 lmg. Ms8 8%T^#fco 

'H-NMR (CDCla, 4 0 0MHz) :<S3. 92 (s, 3 H) , 4. 04 
(s, 3H), 4. 02 (s, 3H), 6. 64 (d, J = 5 . 12Hz, 1 
H), 7. 02-7. 06 (m, 4H), 7. 26 (s, 1H), 7. 46 (d, 
J = 1 2. 06Hz, 2H), 7. 90 (d, J = 9. 03Hz, 2H), 8. 
46 (t, J = 9 . 03Hz, 1H), 8. 56 (d, J = 5 . 12Hz, 1 
H) , 9 . 1 4 (s, 1 H) m.m.mnm (ESI-MS, m/z) : 5 0 8 (M 
+ + 1 ) 

mmmQ 70 :n- {4- c (6, 7-^ )-^>-4-^y ^-^->] - 

3- 7/VtP7xr;i/} -N' - (4-^^K>V^Jl/) "f-Hrtf^T 

4- [ (6, b*is- 4-* J U;i/) - 3-7MD7- U 

> ( 5 Omg) § (5ml) s — ;i/ (1ml) £.&M$*tt£&-> 

l$m(D4 -^^-JV~ 1 -^>-tf >^;i/^-;b h (50//1) 
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7mgs Um 9 8 %Tf#fco 

'H-NMR (CD C la, 4 0 O'MH z) : 6 2. 4 6 (s , 3 H) , 4. 09 
(s, 3H), 4. 10 (s, 3H) , 6. 57 (d, J = 5. 37Hz, 1 
H) , 7 . 26-7. 38 (m, 4H), 7. 54 (d, J = 8. 54Hz, 1 
H), 7. 59 (s, 1H), 7. 68 (s, 1H), 7. 81 (d, J = 8. 
2 9 Hz, 2H), 8. 08 (dd, J = 2. 47Hz, J = l 1. 47Hz, 
1H), 8. 53 (d, J = 5. 6 1Hz, 1H) , 9. 09 (s, 1H) MA 
^fi (ESI-MS, m/z) : 4 9 2 (M + +l) 

mmms 1 1 :n- (4-^pp^>^^) -it - f 4 - r (6, 7-^ 

4- [ (6, 7-*>* h^ris- 4-3V V )V) ^r^>l — 3 - 7MP7- U 
> (5 Omg) £ h;i/^> (5ml) N S — )]/ (1ml) tii^tfe^ 
tUIScd 4 - ^ P P - 1 -^>-g >*;i/3ff— ;i/ ^V^^>7^- 1> (5 0/zl) 

-fe h>jsn-r&^u #y;i>^pv h^7 7^-fci?)iiu 7 

8mg^ Ms 9 6 %T ; f#feo 

1 H-NMR (CDCI3, 400 MHz) : <5 4 . 06 (s, 3H), 4. 07 
(s, 3H), 6. 49 (d, J = 5. 12Hz, 1H), 7. 26 (s, 1 
H), 7. 31 (t, J = 8. 66Hz, 1H), 7. 44 (s, 1H), 7. 
50 (d, J = 8. 78Hz, 1H), 7. 55-7. 57 (m, 3H), 7. 
86-7. 88 (m, 2H), 8. 00 (dd, J = 2. 44Hz, J=l 1. 
47Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 9. 11 (s, 
1 H) WAfrffim (ESI-MS, m/z) : 5 1 2 (M + + 1) 
mmM9 7 2 :N- 14- [ (6, 7-S^ h3^>-4-3M Uik) ^->1 = 

3 -7;i/sj-P7 3i— ;v> -N' - (4 -7;i/^-P^>v/;i/) ft7i/7 

rUM©4 -7;i/^-p- 1 -^>-iz >2>;i/#— )]/ 7P7^ K (8 Omg) 

^bfeo 4- [ (6, 7 b*->- 4-*J U;i/) :t^>] -3-7;i/^"P 
7— >J > (5 Omg) § h;i/^> (5 ml) s J — JV (1ml) fc 
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fef^s — ;i/ (lml) tzmffi£-&1t4-7))/*u- 1 -^>-fc? 

;i/ v — > £fln >L 2 B^s# b fc o SJfort * ttffi U# £> tifc 

'H-NMR (CDCla, 400MHz) : 54. 11 (s, 3H), 4. 15 
(s, 3H) , 6. 68 (d, J = 6. 34Hz, 1 H) , 7. 25-7. 29 
(m, 3H) , 7. 37 (t, J = 8. 54Hz, 1 H) , 7. 58 (d, J = 

9. 76Hz, 1H), 7, 63 (s, 1 H) , 7. 95-7. 98 (m, 3 

H), 8. 12 (dd, J = 2. 5 6 Hz, J = 1 1. 5 9 Hz, 1H) , 8. 

54 (d, J = 6. 0 1Hz, 1H), 9. 09 (s, 1H) WMftffim (ES 

I -MS, m/z) : 4 9 6 (M + + 1 ) 
mMM9 7 3 :N- ( 4 - ^> )V) — N' — { 4 — f ( 6 , 7-*J* 

rfJlK©4 -^D^E- 1 )V ^D7'f F (80mg) 

feo 4 - [ ( 6 , 7 h 3ris-4-*S V Jl) **i>'] ~ 3-7MD7- 

U > ( 5 Omg) § h;i/^> (5ml) , (lml) 
x^y-;Klml) fcii^tfe4-7*D : e- 1 -^>-e>#;]/^-;i/ 

S©-fb-&%*8 lmg\ IR^6 9 l%-ef#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : (53. 96 (s, 6 H) , 6. 
52 (d, J = 5. 37Hz, 1H), 7. 42 (s, 1H), 7. 49-7. 
59 (m, 3H) , 7. 76 (d, J = 8. 54Hz, 2 H) , 7. 94 (d, 
J = 8. 54Hz, 2H), 8. 08 (d, J = 1 1 . 95Hz, 1H), 8. 
51 (d, J = 5 . 12Hz, 1H), 11. 79 (s, 1H), 12. 61 
(s, 1H) MAfrffim (ES I -MS, m/z) : 5 5 7 (M + +l) 
mtMmQ 7 4 : N- {4- [ ( 6 , 7 Y^-is- 4-*J U;v) - 

3-7Jl/tD7i-M — N' - (4-^^-F^>W;b) ^frl^T* 
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rftIR© 4 - -f P- 1 - >>b;i/^— ;i> ^P7^f F (8 Omg) 

fco 4 - [ (6, 7-S>* h=>r->-4-^y U;i/) tf-*^] -3-7MD7- 
U> (5 Omg) Sf;vx> (5ml) s ^ J — )V (1ml) IzmM^itfe'ik, 

x^;-jMiml) izmmz 4 - J 3r k- l -^v-e ;p >fv 

m<Dlk&<m?t8 4mg s JR*8 8%T#feo 

1 H — NMR. (DMSO-de, 4 0 0MHz) :6 3. 9 6 (s, 5 H) , 6. 

5 2 (d, J = 5. 37Hz, 1H), 7. 42-7. 61 (m, 5H), 7. 
77' (d, J = 7. 07Hz, 2 H) , 7. 85 (d, J = 8. 29Hz, 2 
H), 8. 11 (d, J = 8. 54Hz, 3 H) , 8. 51 (d, J = 5. 37 
Hz, 1 H) mmmffm (SSI-MS, m/z) : 6 0 4 (M + + 1) 

gMLg 7 5 :N- {4- [ (6, 7-^p< h^r^-4-^-y V )V) ;fr^->] - 
3-7MD7xr;y} — N' - (4--hP^>V"-f;i/) ^^frl/T 7 

4 - [ ( 6 , 7 h=^>- 4 - 3^ U;U) ^^r^] - 3-7jl/^07-'J 

> (5 Omg) £ h;i/^> (5 ml) , ;i/ (1ml) £$SjS?<2r-&fe&s 

iUI£©4 -— h p- 1 -^>-if yts)V^— ;v -fv^t^>7^- h (3 Omg) 

6 in ^. ^s-e 2 a# b o mm. s mm u# £ n fca £ £ ^ p p a /t 

9mg s 6 %-?*#7co 

'H — NMR (CDC la, 400 MHz) : 54. 11 (s, 3H) , 4. 17 
(s, 3H), 6. 75 (m, 1H), 7. 29 (s, 2H), 7. 40 (t, 
J = 8. 54Hz, 1H), 7. 57 (m, 1H), 7. 65 (s, 1H), 7. 
94 (s, 1H), 8. 10 (d, J=l 1. 47Hz, 1H), 8. 18-8. 
21 (m, 2H) , 8. 4 0- 8. 4 3 (m, 2 H) , 8. 62 (d, J = 6. 
3 4Hz, 1H) Wmfrffim (ESI -MS, m/z) : 5 2 3 (M + +l) 

Hl^iJ 9 7 6 : N— 14- [ (6, 1 -V* U;i/) - 

3-7MP7x-M -N J - (4-p< h^->^>W;P) ^»)l/7 
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rfcfl£<£>4-p< h*r*>- 1 -^>^>#;i/^— ;i> ^D^-TK (8 Omg;) 

^bfeo 4- [ (6, b^sy-4-^y >j;v) a-*^] -3-7;v^-p 

U > (5 Omg) § b;i^> (5ml) s — )]s (1ml) IzmM^^ 

fcgU ;p (1ml) fc*»^*fc4-^ h=^>- 1 

;p v^-a-s/r*— h^jp^.^?aT2Bt^ifbfeo fcji&ifc&^Bis^^ fritz 

1 H — NMR (CDCL, 4 0 0MHz) : 6 3 . 8 7 (s, 3H) , 3. 96 
(s , 6 H) , 6. 5 2 (d, J=5. 12Hz, 1 H) , 7. 09 (d, J = 
8. 7 8 Hz, 2 H) , 7. 43 (s, 1H) , 7. 49-7. 54 (m, 2 
H), 7. 61 (d, J = 8. 78Hz, 1 H) , 8. 03-8. 11 (m, 3 

H) , 8. 52 (d, J = 5. 37Hz, 1H), 11. 52 (bs, 1H), 
12. 8 2 (b s, 1 H) mM^mM (E S I -MS, m/z) :523 (M + + 

I ) MMmftiM (E S I -MS, m/z) : 5 0 8 (M + +l) 

mMM9 77 :N- {3-^pp-4- f (6, b^>>-4-^-7 U 

;v) t|-^>] -n j - (4 -^^-;i/^>v'-f ;v) ^-a-fri^y 

3-^dp-4 - [ (6, 7-^^f^-4-^y'J;V) D > 

( 5 Omg) & (5ml) s J — ;V (1ml) r|J 

in it SST 2 BSIHHtfl* U «, & b^5>^&a$*^DD*;i/V7t 

mg\ iRJ*5 9 9 

1 H — NMR (CDCL, 4 0 0MHz) : 52. 47 (s, 3H) , 4. 07 
(s, 6H), 6. 43 (d, J=5. 37Hz, 1H), 7. 26 (s, 2 
H), 7. 29 (d, J = 8. 78Hz, 2H), 7. 37 (d, J = 8. 05 
Hz, 2H), 7. 59 (s, 1 H) , 7. 73 (dd, J = 2. 44Hz, J 
= 8. 78Hz, 1H), 7. 81 (d, J = 8. 29Hz, 2H), 8. 10 
(d, J = 2 . 44Hz, 1H), 9. 13 (s, 1H) ®S#*Hi (ESI- 



WO 01/47890 



PCT/JPOO/09157 



611 

MS, m/z) : 5 0 9 (M + + 1) 
mmM9 7 8 :N- (4-^pd^>^^) -N' - [3-^pp-4- (6, 

3-^PP-4 - [ (6, 7-i^ U;i/) ;t3^>] T-)J> 

(5 Omg) £ h;P^> (5ml) , :n#y— ;i, (1ml) fc«P£-y-/M£s fU 
IS© 4 -^pp- 1 >^j;v^-;i/ -f v^t^T^- h (5 0//1) £ 

£nx.^-£ 2 ^Fsim#Lfeo fcm$L%mmU%z>tife 1 Bg%:? p P*;i/A/T-te 
h >Mli-r^ ^D^W ^ h ^7 j—lz J: bffM U ilM©fti^rtJ£7 4 
mg\ iCT9 3%Tl#feo 

1 H — NMR (CDCla, 4 0 0MHz) : 6 4 . 04 (s, 3H) , 4. 07 
(s, 3H) , 6. 44 (d, J = 5. 37Hz, 1H), 7. 29-7. 32 
(m, 3H) , 7. 5 4-7. 6 0 (m, 4H) , 7. 71 ( d d , J=2. 6 

8Hz, J = 8 . 78Hz, 1 H) , 7. 9 3 - 7. 9 5 (m, 2H), 8. 0 

7 (d, J = 2. 44Hz, 1H), 8. 53 (d, J = 5. 34Hz, 1H) 

MAfrffim (E S I -MS, m/z) : 5 2 9 (M + + 1 ) 

§*€W]9 79 :N- {3-^PP-4- [ (6, 7-^^ h^-4-^7 U 

;i/) ^-^-->] yji—M -r - (4 -7;i/^-p^>VW;i/) ^fri^T 

tUIS©4-7;i/^-p- 1 -^>-b?>#;i/tf^ ;v ^p^^ F (8 Omg-) 
i^ii£fc^4 -7;i/^-p- 1 >#;i^:z;i/ V5^>7^— b£H 

^bfeo 3-^PP-4 - [ (6, 7-^ hdf-^-4-^y U;i/) ahfrS/] 7* 

— u > (5 Omg-) £ h;i^> (5ml) s ;u ( lmi) izmmz&fc: 

^ (1ml) lzmM£i£fz4-7)]/*n- 1 -^<>^>tiJl^-J\y 

4 h^in^^T 2Btp B m#bfeo sjfo?$£^$§u#£>tifc££ 

U mm.(D^^ 6 7mg. 1R^8 7%Tt#feo 

1 H — NMR (CDC la, 400 MHz) : 54. 06 (s, 3H) , 4. 07 
(s, 3H), 6. 42 (d, J = 5. 37Hz, 1H), 7. 05-7. 29 
(m, 4H), 7. 45 (s, 1H), 7. 58 (s, 1H) , 7. 71 (dd, 

J = 2. 44Hz, J = 8. 78Hz, 1H), 7. 9 4- 7. 9 8 (m, 2 
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H) , 8. 08 (d, J = 2 . 44Hz, 1 H) , 8. 52 ( d , J = 5 . 37 
Hz, 1H) , 9. 12 (s, 1H) WMmmU (ESI-MS, m/z) : 5 
1 2 (M + + 1 ) 

|jg|9 8 0 : N- (4-^P^^>vV;V) -N J - {3 -gPP-4- 
[ (6, 7 Y*ls-4-*J U;i/) a-jPS/] Z^Eikl l'?' 

rUJ^©4 -^Dt- 1 ^D7^f h* (80mg) 

fe 0 3-/7DD-4- [ (6, 7-^h^^-4-^'J;i/) tf^] T- U 

> (5 Omg) £ h;i/:x> (5ml) x rc^y— )i (1ml) fc$M£i*-fc&N 

— ;Klml) ii«tfe4-^D^- 1 -^>-te* >*;i/Jt?— ;p -f V 

lO^M80mgs iR^83%Tt#feo 

1 H — NMR (CDC la, 400MHz) : 53. 95 (s, 3H) , 3. 96 
(s, 3H), 6. 43 (d, J = 5. 12Hz, 1H), 7. 43 (s, 1 

H), 7. 51 (d, J = 8. 54Hz, 1H), 7. 54 (s, 1H), 7. 

6 5 - 7. 8 5 (m, 3 H) , 7. 93 (d, J = 8. 54Hz, 2 H) , 8. 

31 (bs, 1H), 8. 51 (d, J = 5. 12Hz, 1H), 11. 81 
(bs, 1H) , 12. 53 (bs, 1H) WMfrffim (ESI-MS, m/ 

z) : 5 7 3 (M + + 1 ) 
mMM9 8 1 : N- { 3-^PP-4- [ (6, 1 -*J* Y*ci/-4-*J U 

3c!££^4 ->r K- l -^>^>*;i/^— ;v ^ v3^>:p^— h£:§^Ib 

fe 0 3-^PD-4 - [ (6, 7 h^r^-4 -3V U;i/) tf^] U 

> (5 Omg) £ h;v^> (5 ml) N J — )]/ (1ml) \Z&m$'&l£&* 
x^;-;Klml) 4 --f & ¥ - 1 -^>-t? <<V 

ttri/y*— h%$n%-&we 2mm^wi^tzo Rjfom*WffiBh&t>titz%ti$*p 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H), 6. 43 (d, J = 5. 12Hz, 1H) 3 7. 43 (s, 
1H), 7. 49-7. 54 (m, 2H), 7. 66 (d, J = 8. 05Hz, 
1H) , 7. 7 5 -7. 7 7 (m, 2 H) , 7. 8 9 -7. 9 6 (m, 2 H) , 
8. 18 (s, 1H), 8. 51 (d, J=5. 37Hz, 1 H) , 11. 77 
(s, 1H) , 12. 54 (s, 1H) MMfrffim (E S I -MS, m/z) : 

6 2 0 (M + + 1 ) 

mmM9 8 2 :N- {3-^PP-4- T (6, h**s- U 

J]y) ^-^r->] y ^-M -N J - (4--hP^>W;V) »t^l/7 

3-^PP-4- [ (6, 1 -V* h*is-4-3r; V JV) ;t^>] T—V > 
(5 Omg) £ b;V^> (5ml) , :c#y— ;v (1ml) IzmM^^tz^ rf? 
F£©4 b p - 1 -^>-b? ytUiTf,- jv 4V?-Jr*y~r^—Y (3 Omg) £ 
MtLMU-Z 2 B$P B m#bfeo SJSI&£^iU#£*L;fc^££^P P*;i/A/T-te 

mg s l&*9 5 %-et#fco 

'H-NMR (CDC 1 3, 4 0 0MHz) :d4. 08 (s, 6H) , 6. 45 
(d, J = 5. 37Hz, 1H), 7. 31-7. 33 (m, 3H), 7. 46 
(s, 1H) , 7. 6 1 (s, 1H) 7. 6 9 - 7. 7 2 (m, 1 H) , 8. 0 

7 (d, J = 2. 44Hz, 1H), 8. 19-8. 21 (m, 2H), 8. 3 
9-8. 42 (m, 2H), 8. 48 (d, J = 5. 37Hz, 1H) 
flS^IM (E S I -MS, m/z) : 5 3 9 (M + +l) 

mMM§ 83 :N- {3-^PP-4 - [ (6, 1-*J* h*is- 4-* J U 

;v) ^->] 7 1 -n j - (4 h^->ov'-f ;i/) ^-a-frUT 

rUI£©4 h^>- 1 -^>Hf >^;b^-;i/ ^7P7^ F ( 8 Omg) £J£ 

Mbfeo 3-^PD-4- [ (6, 7-^F^>-4-^;'JJI/) 2}"^>] 7 
-V> (5 Omg) £ (5ml) , (1ml) 

fts (lmi) t^p^-^fe4-^ h^^>- l 
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1 H — NMR (CDCla, 4 0 0MHz) : S 3 . 92 (s, 3H) , 4. 08 
(s, 6H), 6. 47 (d, J = 5 . 61Hz, 1 H) , 7. 04-7. 05 
(m, 2H) , 7. 3 1-7. 34 (m, 3H) , 7. 52 (bs, 1 H) , 7. 
62 (s, 1H) , 7. 73 (dd 3 J = 2. 44Hz, 8. 78Hz, 1H) , 
7. 97 (d, J = 9. 03Hz, 2 H) , 8. 09 (d, J = 2. 68Hz, 
1H), 8. 50 (d, J=5. 38Hz, 1H) m&frtirW. (E S I -MS, 
m/z) : 5 2 4 (M + + 1) 

9 8 4 :N- {4- [ (6, 7 -V* h*i'-4- ±±2l U * * 

4- [ (6, 7-5^ h=^>-4 T=- U> (50m 

g) £h;i/:t> (5ml) s rc^y— ;v (1ml) "frfegK iUM©4- 

l >#;i/>tf— ;i/ ^v^^7^-h (50^1) £2ra£^& 

1 H — NMR (CDC Is, 400MHz) : 6 2. 47 (s, 3H) , 4. 09 
(s, 3H), 4. 12 (s, 3H), 7. 26-7. 37 (m, 5H), 7. 
5 8 -7. 62 (m, 2H), 7. 81 (d, J = 8. 29Hz, 2H), 7. 
89 (d, J = 8. 93Hz, 2H), 8. 69 (s, 1H), 9. 09 (s, 
1H) SI^*rI(ESI-MS, m/z) :4 7 5 (M + +1) 
mMM9 8 5 :N- ( 4 - g P P^> ;V) -N' - 14- [ (6, 7-S^ 

4- [ (6, 1 -V* b^>-4-^;'J-;i/) ^=>r^] T^»J> (5 Om 
g) Sh/Vx> (5ml) s rc^y— ;i/ (1ml) rUIK<D4- 
^pp- 1 -^>-b?>#;i/^-;i, ^v^^>7^-h (50//1) ^Dx.M?M 
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'H-NMR (CDC la, 400MHz) : 53. 98 (s, 3H) , 3. 99 
(s, 3H) , 7. 3 6 -7. 4 0 (m, 3H) , 7. 5 8 - 7. 6 3 (m, 3 
H) , 7. 78 (d, J = 8. 54Hz, 2 H) , 8. 01 (d, J = 8. 29 
Hz, 2 H) , 8. 58 (s, 1H), 11. 7 1 (bs, 1 H) , 12. 50 
(bs, 1 H) WAfrffim (E S I -MS, m/z) : 4 9 5 (M + + 1) 

8 6 :N- {4- C (6, 7 4 U _;i/) Jr* 

rUIg©4 -^;i/^-D- 1 -^>Hf ^d^-TF (8 Omg) 

v^i^{3^v^4 -yjv^-u - l -^<>-if>-^;v^— ;i/ y^^>:p^— b£in 

^bfco 4- [ (6, 7 -SM h^^-4-Jf-^-V"U-;V) T-U> 
( 5 Omg) £ h;va:> (5ml) , ^ J— ;V (1ml) izmM^^f^ 

(1ml) lzmM£ J &fe4 -yjl^-u- 1 -^y-t? >f y 

M©<b-£rtJ£ 6 4 m gs l« 8 0 %-^f#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 98 (s, 3H) , 3. 
99 (s, 3H) , 7. 3 6 - 7. 4 0 (m, 5 H) , 7. 57 (s, 1 H) , 

7. 79 (d, J = 8 . 78Hz, 2H), 8. 07-8. 11 (m, 2H), 

8. 57 (s, 1H), 11. 65 (s, 1H), 12. 58 (s, 1H) Kfi 
frffiM (E S I -MS, m/z) : 4 7 9 (M + + 1 ) 

mmM9 8 7 :N- {4- [ (6, 1 -V* yici/- 4-*^J U-;i/) Jr* 
->1 7 —N' - (4-- hP^>vV;i/) ^-^-^l^T 

4 h p- l ^y^^T*— h (3 Omg) 

;i/ (1ml) (3^^^-, ^£^4- [ (6, 7-*>^ h^r^-4-^r^-y* 
1; -)]/) 7-iJ > (5 Omg) s h;i/^> (5ml) N 3^$ J—)V ( 1 

ml) %mpLMU-7: 2R#mfi#bfco S«^vllibt#^tife^^^^PP^;i/ 
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'H-NMR ( C D C 1 3, 4 0 0MHz) : <5 4 . 11 (s, 3H) , 4. 14 
(s, 3H), 7. 26 (s, 1H), 7. 34 (d, J = 8. 78Hz, 2 
H), 7. 59 (s, 1H), 7. 72 (bs, 1H) 7. 89 (d, J = 8. 
78Hz, 2 H) , 8. 12 (d, J = 8. 78Hz, 2H), 8. 42 (d, 
J = 8. 41Hz, 2H), 8. 72 (s, 1H) , 9. 19 (s, 1H) 
nm$rm\U (E S I -MS, m/z) : 5 0 6 (M + +l) 

mn\n§ 8 8 : n- {a - r (6, i -v>* y^-a-^-^j^)=-)v) 

iUigcD4 h3^>- i ;v ^d^-tk (80mg) 

SSLfco 4- [ (6, 7 -S>* U— ^3^>] T— U > 

(5 Omg) £ h;i/^> (5ml) s ;i> (1ml) £^?£i±;fcf£s ^ 

;Klml) «f§?£-tJrfc4 b=^>- 1 -^>-tf n;v >fy 

^- t * — b & in £ sfi-e 2 m mmt l ^ o m. * mm u^ztitzma*? 

^©{b-£-«7 lmg^ 6%t!t#feo 

'H-NMR (CDC Is, 400MHz) : 53. 95 (s, 3H) , 4. 09 
(s, 3H), 4. 12 (s, 3H), 7. 03 (d, J=9. 03Hz, 2 
H), 7. 26-7. 33 (m, 3H) , 7. 58-7. 63 (m, 2 H) , 7. 
89 (d, J=9. 03Hz, 4H), 8. 69 (s, 1H), 9. 05 (bs, 
1 H) MS.frffim (ESI -MS, m/z) : 4 9 1 (M + + 1) 
§i|MffJ9 8 9 :N- (1, 3 -^sW** V— 5 -^f ;i/^;i/^^;i/) -N 

; - 14- r (6, h^->-4-^y u;v) z_^M ^-sfrfr 

TfJlgCDl, 3 -^>y^#V— 5-*;U^?— ;i/ ^D7^ F (8 0m 

h&HSELfco 4- [ (6, 7-^ h^>-4-3^ U;i/) 
T— U > (5 Omg) £ h;i/rc> (5ml) „ az^y— ;v (1ml) 



WO 01/47890 



PCT/JPOO/09157 



617 

fcf^s )\s (1ml) Hii^tfel, 3 -*Kl/^*JHr*cV—fy- 5 

1 H — NMR (CDCla, 400MHz) : 6 3 . 93 (s, 3H) , 3. 95 
(s, 3H), 6. 15 (s, 2H), 6. 56 (d, J = 5. 37Hz, 1 

H) , 7. 08 (d, J = 8. 29Hz, 1 H) , 7. 32 (d, J = 8. 78 
Hz, 2H), 7. 41 (s, 1H), 7. 51 (s, 1H), 7. 52 (s, 
1H), 7. 67 (d, J = 8. 30Hz, 1H), 7. 82 (d, J = 8. 5 
4Hz, 2H), 8. 52 (d, J = 5. 37Hz, 1H), 11. 39 (bs, 
1 H) , 12. 65 (b s, 1 H) WMfrffim (E S I -MS, m/z) : 5 0 
4 (M + + 1) 

1119 9 0 :N- {4- [ (6, 7 -*J* Y**s- 4-*; V JV) = 
3-7MP7I-M -N' - (4 -j: h=¥->^>W;P) ^j-frUy 
TfJ|g©4-^ h^>- 1 -^>-t? >*;i/3j?— ;i/ ^D7^fP (80mg) 

^bfeo 4- [ ( 6 , 7 -SM h^-^-4-^y U;V) ^-^^>] - 3 -7)\sJru 

T~ U > (5 Omg) § h;i^> (5ml) N ;i/ (1ml) 

fef^ N ;i/ (1ml) «$P£-&fe4 h^>- 1 -^<>-t? >^;V^- 

IU mmo^^l 6mg, IR^9 2%T^#fco 
Hfi##rfit (E S I -MS, m/z) : 5 5 4 (M + +l) 

H»J9 9 1 :N- {4- [ (6, b^>-4-^ 'J/1/) :^->1 - 

3- 7Jl/tP7x-M -N' - (4-7x-JK>vV;i/) -^frl^T 
l$mcD4:-7 ^—j^^y^Jj Tisy h* (8 Omg) $3 h;Voi> (20m 

I) s ^b^^--;i/ (lmi) ^in^. l o o°c-e iB$F^o^bfco W^^Sb 
#e>tLfc4 -? si—;]/- l F^ffli^iJU;:^ 

4- 7 3i-;i/- l -^>Hf >*;i/^-;v -r v^^-s^t^— h ^in^bfeo 4- 
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[ (6, 1-*J* Y*ci/- 4-*; U;V) ;^^>] -3-7MD7riJ > (5 
Omg) £h;i^> (5ml) N (1ml) lzmM£i£tc@ks S 

—jv (lmi) fcli^fe 4 - 7 i-jv- l - ^>f > 'fVft 

^ T * — h £ dP x. Sfit 2 Bf ffl b fc o M * ttNB U#£>nfc$l££^np 

ik&m* 7 6 m g, iRsps 9 2 %T!#fco 5t«^*fli (ESI-MS, m/ z ) : 
5 5 4 (M + + 1 ) 

mfcms 92 :N- {3-7PP-4- [ (6, 7^p< h=fr->-4-3V 'J 

^jP^jj 7i^M -N' - (4 -Jc h^r->^>vV;i/) ^frlxT 
TUIK©4-^ h^>- 1 -^>-K>*;i/>H— ;i/ 7D7^fF (8 Omg) 

^bfeo 3-7DD-4- [ (6, 7 -P* b*->-4-*; ^=^>] 7* 

- U > (50mg) £ h;i/rn> (5 ml) s rc^y— ;v (1ml) IzmM^^fc 
f£ s m^y— ;v (1ml) 4 -az b 3^>- 1 -^O-k* 

^ v^^-^r^.- h £#px.^-e 2 B^^ii#bfeo ^j«£MBb?#£>*i;fca 

U S^CD-fb^S 7 2mg, ^8 9%-^f#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : (51. 38 ( t , J = 6. 95 
Hz, 3H) , 3. 95 (s, 3 H) , 3. 96 (s, 3 H) , 4. 14 (dd, 
J = 7. 0 8Hz, 13. 93 Hz, 2H) , 6. 41 (d, J = 5. 12Hz, 
1H), 7. 05 (d, J = 8. 78Hz, 2H), 7. 42 (s, 1H), 7. 
47 (d, J = 8. 78Hz, 1H), 7. 53 (s, 2H), 7. 26-7. 
75 (m, 1H), 8. 02 (d, J = 8. 78Hz, 2H), 8. 19 (bs, 
1H), 8. 50 (d, J = 5. 37Hz, 1H), 11. 51 (s, 1H) S 
fi^ht/HOl (ESI-MS, m/ z ) : 5 3 9 (M + +l) 

9 3 : N— {4- f ( 6 , h^->-4-^y Ujk) 3M^>1 = 

2 - 7;i/^-P7x-M -r - (4 -x^-;woyy^;v) ^fri^r 

rfJl£©4 1 ;i/ ^D7-f F (8 Omg) 
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fee 4- [(6, 7-^f^>-4- + yj^) t^>] -2-7MD7- 
U > (5 0mg) £ h;i/:n> (5ml) N J — JV (1ml) t^i^tfei, 
x^-;Klml) izmM^^fc^-^jv- 1 -^>-if >#;]^n;i/ >f y 

^ — h * jp it 2 b fc o * «w l ^ & n fca * * ^ 

m(Dik&%!Q%: 6 9 m gs 1*8 7 %^f#feo 

1 H — NMR (DMSO-d Sj 400MHz) : 51. 21-1. 24 (m, 3 

H) , 2. 69-2. 72 (m, 2H), 3. 93 (s, 3H) , 3. 96 (s, 
3H) , 6. 65 (m, 1 H) , 7. 1 4 (m, 1 H) , 7. 38-7. 47 

(m 1 7 H) , 7 . 9 5 -7. 9 7 (m, 2 H) , 8 . 11 (m, 1 H) , 8 . 

5 5 - 8 . 5 6 (m, 1 H) JBt*#*Hi (E S I -MS, m/z) : 5 0 6 (M 
+ + 1) 

mmm9 94 :n- {4- r (6, 7-^ h*^- 4-*s a-3^>i - 

2-7/vtP7x-M -n' - (4 -7°p b';i/^>v^r;v) ^-^fri^T- 

TfJ|g©4-rn tVl/- 1 -'OMyb ))/•&—)]/ ZXJ^j F (80mg) £J3^ 

bfeo 4- [ (6, 7— h^^-4-^y V)l) ^3^>] -2-7;i/tD7 
— U > (50mg) £ h;K^> (5ml) N :x^y — ;i/ (1ml) tcJSfcP^-g-fc 
f^ s rc^y— ;i/ (lml) f;:?gfl?£i±fc 4 - 7n tr;i/- 1 >jb;i,5i?-;i/ 
-Y V^^-^r^— h*in*£fiT?2l$|fflii#bfco Sjfctt&aMBb&feftfcS* 

^^^7DD*/l/A/7t h >IHt 5 ^> 'J D "7 h ^7 7 - t i t>MM 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 2 (t, J = 7. 08 
Hz, 3H) , 1. 6 3 - 1. 6 5 (m, 2H) , 2. 66 (m, 2H) , 3. 
93 (s, 3H) , 3. 96 (s, 3 H) , 6. 67 (m, 1 H) , 7. 17 
(m, 1H) , 7. 3 6-7. 4 7 (m, 5H) , 7. 95 (d, J = 8. 05 
Hz, 2H), 8. 09 (m, 1H), 8. 31 (s, 1H), 8. 55 (d, 
J = 5 . 37Hz, 1H), 11. 71 (s, 1H), 12. 59 (s, 1H) 
llMt (ESI-MS, m/z) : 5 2 0 (M + +l) 
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ggj»J9 9 5 :N- (4-^;i/^>W;V) -N J - {4 - [ (6, 

rU|g©4-^;i/- 1 -^>-fc?>:fr;i/4?— ;v ^n^-f t* (80mg) £Jli^ 

fee 4- [ (6, h^^-4-^y U;V) - 2 -7MD7- 

U > (5 Omg) § h;i/^> (5ml) N J — )]/ (1ml) ■SfegU 

^ar^T^—v^m^- ssa-c 2 hs b fc o sjfcift & smr u# n fcgg £ £ ^? 

mcDlt^* 6 8mg N I&ajs8 0 %Tr?#7c 0 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 0 . 92 ( t , J = 7. 44 
Hz, 3 H) , 1. 30-1. 36 (m, 2 H) , 1. 58-1. 62 (m, 2 
H) , 2. 68 (t, J = 7 . 69Hz, 3H) , 3. 93 (s, 3 H) , 3. 
96 ( s , 3 H) , 6. 57 (d, J = 5. 12Hz, 1H), 7. 16 (d, 
J = 9. 27Hz, 1H), 7. 36-7. 47 (m, 5H), 7. 95 (d, 
J = 8. 29Hz, 2H), 8. 11 (t, J = 9 . 03Hz, 1H), 8. 2 
9 (s, 1H), 8. 55 (d, J = 5. 37Hz, 1H) MMfttirfc (ESI 
-MS, m/z) : 5 3 4 (M + +l) 

mmM9 9 6 : N- C4- (^pp^^) ^>vV;i/] -N' - 14- [ ( 6 , 
7-^^ A-*J U;i/) ^-^->] - 2 -7MP7X-M ^fr^T 

?fflg©4- (^DD^f^) - 1 -^y-t? ^7D7^ F (80m 
g) £ffll^fiRl-^4 - (^PP^f;i/) - 1 >±iJ]y^-)V <iV3- 

Uri/?*— h^fH^bfec 4- [ (6, h^^-4-^^ U;i/) ^ 

2/] - 2 -7MD7-'J > ( 5 Omg) § h;b:cy (5ml) ^ ni^y— ;i/ 
(lml) -Sfc^s a^^y— ;i/ (1ml) 4 - (7DD^ 

JV7P^ ^-fccfct^MU mMOih^m^ 6 8mg, iR^8 0%T-f# 
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1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 6 (s, 3H) , 3. 
99 (s, 3H) , 4. 44-4. 4 5 (m, 2H) , 6. 76 (d, J = 5. 
61Hz, 1H), 7. 2 2 (d, J = 5 . 61Hz, 1 H) , 7. 46-7. 
60 (m, 4H) , 7. 9 3 - 7. 9 5 (m, 1 H) , 8. 0 3- 8. 0 5 (m, 
1H) , 8. 14 (m, 1H) , 8. 34 (s, 1H) , 8. 65 (d, J=5. 
61Hz, 1H) , 11. 88 (s, 1H) , 12. 55 ( s , 1H) ft«##f 
m (ESI-MS, m/z) : 5 2 6 (M + + 1 ) 

mMM9 9 7 :N- {4- [ (6, 7 -P* b^->- 4-*; U;V) ;fr^>] - 

3-7;i/^-P7x-M -N' - (4 -3i^;i^>^;]/) *f-Hrt>v? 
Tf5lKcD4-^^-;i/- 1 -son >#;i/tf;-;i/ ^n^-f F (80mg) 

fee 4 - [ (6, 7-^p< h^r^-4-^r^ U;i/) ^3^>] - 3-7MP7- 
U > ( 5 Omg) £ h;i/oz> (5ml) s J (1ml) fit, 

6 8 m gs W 8 4 %l!t#feo 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 23 (t, J = 7. 50 
Hz, 3H) , 2. 71 (dd, J = 7. 56Hz, J=15. 13Hz, 2 
H), 3. 96 (s, 6H), 6. 51 (d, J = 4. 88Hz, 1H), 7. 

39 (d, J = 8. 29Hz, 2H), 7. 42 (s, 1H), 7. 50 (t, 
J = 8. 90Hz, 1H), 7. 54 (s, 1H), 7. 61 (d, J = 9. 2 
7Hz, 1H), 7. 95 (d, J = 8. 05Hz, 2H), 8. 10 (d, J 
= 10. 25Hz, 1H), 8. 51 (d, J=5. 37Hz, 1H), 11. 

40 (s, 1H) , 12. 50 (s, 1H) RS##HI (ESI-MS, m/ 
z) : 5 0 6 (M + + 1 ) 

jij 9 9 8 : N- {4 - [ ( 6 , 7 -V* h*is- 4 -^y Ujk) = 

3 -^;i/^-P ^ 3i-;v> -N' - (4-7pkm>V^;i/) ^a-frur 

TfJlM©4 -7'D tVl/- 1 -^>-te">#;i^-;i/ 7D7-f K (8 Omg) £M 
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mVfzo 4- [ (6, 7-^p< h^>-4-3r/ U;V) ^3^>] -3-7;i/^"D 

7-'J > (5 Omg) £ h;i/^> (5ml) \ J — )l> (1ml) 

fcgU ;v (1ml) £?£$P£Wc 4 -rn fcVl/- 1 >*;i/^- 

;v -r v^s/t^— h^in^-^rUt! 2H#ng»#bfco Mji&ftt£yBliU#£>ti;fc 

iU m.U(Dik-&<m-& 7 lmgs !R*86%^|#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 9 - 0. 9 3 (m, 3 
H) , 1. 63-1. 65 (m, 2 H) , 2. 66 (m, 2H) , 3. 96 (s, 
6H) , 6. 5 2 (m, 1H), 7. 37-7. 61 (m, 6H), 7. 95 
(d, J = 6. 83Hz, 2H), 8. 11 (m, 1H), 8. 51 (d, J = 
5. 12Hz, 1H) , 11. 59 (s, 1H) , 12. 76 (s, 1H) 11 
frffim (E S I -MS, m/z) : 5 2 0 (M + + 1 ) 

|E|#fcff!)9 9 9 ;N- ( 4 - Z±2k^> 2J. 2k) ~N J - {4- [ (6, 1-*J* 

rfrIK©4 1 -^>Hf ;V ^d^-T K (8 Omg) 

feo 4- [ (6, 7-^^ h^^-4-^y U;i/) ^-^•Sy] - 3 

»;> (5 Omg) % b;i/^> (5ml) N ^^y— ;i/ (lmi) izmm^^r^s 
(1ml) fc*fjSI**fc4-^;v- l -^>-if >f y 

T * — h it 2 B# ngjft# b fc o HJM § M E> ft fcB £ £ * 

ffi©tfj-£$J& 6 6 m gs iRsps 7 8 %-^t#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) :d0. 92 ( t , J = 7. 20 

Hz, 3H), 1. 32-1. 36 (m, 2H), 1. 58-1. 62 (m, 2 

H), 2. 68 (t, J = 7. 32Hz, 2H), 3. 96 (s, 6H), 6. 

51 (d, J = 5. 37Hz, 1H), 7. 36-7. 59 (m, 7H), 7. 

94 (d, J = 8. 05Hz, 2H), 8. 10 (d, J = 12. 9Hz, 1 

H), 8. 30 (s, 1H), 8. 51 (d, J = 5. 37Hz, 1H) HM^ 
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ffim (ESI-MS, m/z) : 5 3 4 (M + + 1) 

Hi 1 0 0 0 : N- [4 - (^PP^^l/) -N J - {4 - 

[ ( 6 , 7 -it* h*is-4-*J U;i/) - 3-7/l/tP7x-M 

TUflR©4- (^DD^fil/) - 1 — ^>H? >:fr;i/stf-;i/ tyu^-i Y (80m 

rT^r*— h&HSEbfco 4- [ (6, 7-^ h^^-4-^y U;i/) 
$/] -3-7Mn7-'J> (5 Omg) § h;i/^> (5ml) N rn^y — ;p 
(lml) i^^ttflL y— ;V (1ml) t*jSP^-frfc4- (^DD^ 

o 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 4 . 0 2 (s, 6 H) , 4. 
45 (s, 2H) , 6. 84 (m, 1H) , 7. 5 4-7. 7 0 (m, 6 H) , 
8. 03 (d, J = 6 . 83Hz, 2H), 8. 19 (m, 2H) , 8. 74 
(m, 1H) , 11. 7 5 (s, 1H) M&fWrW (ESI-MS, m/z) : 
5 2 6 (M + + 1) 

gjjl 001 :N- {3-7PP-4- [ (6, 1 -*J* h^rjy-4-^-J U 

;v) a-3^>] 2LEjE2k} -n ? - (4 -7°p b°;t/^>vw;v) ^-a-fruy 

$)E0 4-7 , d tr;i/- 1 -^>-t?>#;i/^n;i/ 7P7^f F (80mg) £M 

lit 3-7PP-4- [ (6, 4-*S U;i/) 3"3^>] 7* 

— 'J > (5 Omg) £ h;i^> (5ml) s y — ;i/ (lml) fc^ffiSP^^fc 
ai^y— ;i/ (lml) fc^ffc4-7nt;i/- l -^>-if 

bs mm.(D4h&'%}%: 4 7mg, W5.8°/oT#fco 

'H-NMR (DMSO-ds, 4 0 0MHz) : 6 0 . 9 2 -0. 9 6 (m, 3 
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H) , 1. 64-1. 69 (m, 2 H) , 2 . 65-2. 69 (m, 2H) , 4. 
03 (s , 3 H) , 4. 05 (s , 3 H) , 6. 76 (b s , 1H), 7. 34 
-7. 36 (m, 3H) 3 7. 70-7. 72 (m, 1 H) , 7. 81-7. 8 
3 (m, 1H) , 7. 96-8. 01 (m, 3H), 8. 23 (s, 1H) , 8. 
28 (s , 1H), 11. 08 (s, 1 H) , 11. 57 (s, 1H) ff«##r 
(ESI-MS, m/z) : 5 3 7 (M + + 1) 
gjjl 0 0 2 : N— [4 - (_g_P_P2i±2k) ^^lAJkl -N' - {4- 

rUig©4- (^DD^fjl/) - 1 -^>-t? ^D7^ K (8 0m 

r^T* — hSWaibfco 4- [ (6, 7-S^ b^>-4 -3r±V~ U-;i/) 
^f$/] T— U > (5 Omg) £ h;i/^> (5ml) N (1ml) fc^ 

P^-frfefts =z-$J— )]/ (1ml) lzmM£&tz4- (^PP^fil/) - 1 

7^— k:J;t>fifMU it^©^b-£rM 7 7 m g\ iR^90%-ef#fe o 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3 H) , 3. 
99 (s, 3H), 4. 44 (d, J = 5. 86Hz, 2 H) , 7. 36-7. 
39 (m, 2H), 7. 54-7. 59 (m, 4 H) , 7. 78-7. 81 (m, 
2 H) , 7. 94 (d, J=8. 29Hz, 2H), 8. 03 (d, J = 8. 2 
9Hz, 2H) , 8. 57 (s, 1H) MMfrffim (ES I -MS, m/z) : 
5 0 9 (M + + 1) 

mmmi 003 :n- {4- [ (6, 7-^ v**/-*-*; u;to ^Jtk2 

7 3L-)],} -r - (2, 4^lA±2k^l>2l±M tttf^'T 

rUIg©2, 4-^fM>^y^7^!yH (8 Omg) lz h;i/rc> (2 0 
ml) s mGJ-X-fr (1ml) £#P;t 1 0 0°CT' lB^»bfco $g&£®5fc 
U#£>tifc2, 4- 1 -^>-B>jb;W?n;p )*&MVV*tt 
£#£^2, 4-^^^;^- 1 -'O-fc? >^;i/^-;v ^ y ^^>T*— h £IS^ 
bfeo 4- [ (6, 7-^^ h^p^-4-^y U;i/) T-U > (5 0m 



WO 01/47890 PCT/JPOO/09157 

625 

g) £h;i/;n> (5ml) \ — )V (1ml) )]s (1 

ml) tc«tfe2, 4-P*3-)l- 1 -^>-t? >^;v^-;i/ ^vft^7 

tJ&7 7mg, 9 3 %t!t#fco 

'H-NMR (DMSO-d 65 4 0 0 MHz) :62. 4 5 (s, 3 H) , 2. 
49 (s, 3H) , 3. 94 (s, 3H) , 3. 96 (s, 3H) , 6. 5 1- 
6. 57 (m, 1H) , 7. 08-7. 11 (m, 1 H) , 7. 25-7. 50 

(m, 7H) , 7. 8 3-7. 8 4 (m, 2 H) , 8. 46-8. 51 (m, 1 
H) , 11. 5 9 (s, 1H) Wmfrtitm (ESI -MS, m/z) : 4 8 8 

(M + + 1 ) 

mmm 1004 :n- {4 - r (6, 7-^ y^-^-A-*; uik) 

7 31- JV} — N 5 - (2, 5 -^^^-;V^>VV;i/) J-7ft>\sT 

rfa|gCD2, 5-^^fM>^f^7i/^H (8 0mg) lz h;i/^> (2 0 

mi), mik^x-jv (imi) ^ip^ i o o°c-e lmmumvfco mm&m& 

bfeo 4 - [ (6, 7-S^ 4 U;i/) #3^] T— U > (50m 

g) § h;i/^> (5ml) s ))/ (1ml) iz^M^^s =^^J—)l ( 1 

ml) C«tfc2, 5 -V 1 -^>-t? >j!j;i/^-;i/ jvnri/T 
* — h * in A SfflT? 2 B£ M%& b o HJfc»[ * ffiNB U# £> ft fc B £ £ * n n 
A/T-te h>JBH-r*^U*y;i/^DT h^^-f — fc: J: t) »asi U ^M(Dih-^ 

7 5 mg> JR^ 9 1 %-trf#feo 
1 H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 3 3 (s, 3H) , 2. 
39 ( s , 3 H) , 3. 93 (s, 3 H) , 3. 96 (s, 3 H) , 6. 56 
(d, J = 5. 37Hz, 1 H) , 7. 18-7. 36 (m, 7 H) , 7. 39 
(s, 1 H) , 7. 50 (s, 1H) , 7. 83-7. 86 (m, 2 H) , 8. 
51 (d, J = 5. 12Hz, 1H) RMfrffim (ES I -MS, m/z) : 4 

8 8 (M + + 1 ) 
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mtMM 10 0 5 : N- {4 - [ (6, 7 -it* h^->-4 U;i/) 
? ji-;b> — n' - (2, 3^zJ2A±2kll>^idJb2 ^frl^T 

rfa^cD2, 3-^^M>^s»^7S/fI< (80mg) (20 
ml) s ttWtS*-:*-— ;P (1ml) 1 0 0°Ce lfifKMtfeo 

bfe 0 4- [ (6, 7-S>* b*$'-4-*S U;i/) ^-=3p^] 7-iJ > (50m 
g) $ h;i/^c> (5ml) s ^^y— JV (1ml) tz&ffi£'&x-# J — )V ( lm 
1) fc^tfe2 s 3 1 -^>-h? ;i/ -iVttt/Y* 

£8 lmg, iRsjg 9 8 %-£f#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 52. 31 (s, 6 H) , 3. 
95 (s, 3 H) , 3. 96 ( s , 3H) , 6. 42 (d, J = 5 . 36Hz, 
1H), 7. 19 (t, J = 7. 40Hz, 1 H) , 7. 29-7. 34 (m, 
4H) , 7. 41 (s, 1H) , 7. 48 (d, J = 8. 78Hz, 1H), 7. 
53 (s, 1H), 7. 44-7. 78 (m, 1H), 8. 22-8. 24 (m, 
1H), 11. 82 (s, 1H), 12. 63 (s, 1H) Jt«#*rffi (ESI 
-MS, m/z) : 4 8 8 (M + + 1) 
mmmiOOG :N- (2, 4-^^;V^-p^>W;1/) -N j - {4- [ (6, 

TfJlE(D2, 4 - y 7;i/tP - 1 - 'O-lf ^P7^ F (8 0m 

g) £ffl^:fcfiKfc:tf£^2 , 4 -*?7)\/*x2- l -^>-g>pb;i/5K— ;p ^fvf* 
r&MELfco 2, 4 -i?7;i/^-p- 1 -fv^ 

^T*— h£:n#y— ;iv (1ml) izmm^^ ^Z\^4- [ (6, 7-^p< 
h3^>-4-3V U;i0 ;t=^>] T-U> (5 Omg) s h;i/rc> (5ml) N 
31^ y— ;i/ (1ml) SiPit^MT2Rfiail*fLfco ^Jfo?$£«iU#£>*i;fcl§ 

^t^DD^A/7-fe h>Jg|§-rS^U5by;i/^DVh^^7>f — fc«t DMM 

u Moft^i^ 6 9mgs urns 2%nmtz 0 
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1 H — NMR (CDCls, 4 0 0MHz) : 6 3 . 92 (s, 3H) , 3. 94 

( s , 3 H) , 6. 55 (d, J = 5 . 12Hz 5 1 H) , 7. 22-7. 27 

(m, 2H) , 7. 32 (d, J = 9. 08Hz, 2 H) , 7. 40-7. 47 

(m, 2H) , 7. 49 (s, 1 H) , 7. 7 9- 7. 8 3 (m, 1 H) , 8. 

51 (d, J = 5. 12Hz, 1 H) , 11. 76 ( s, 1 H) , 12. 30 
(s, 1 H) WAftffim (ESI -MS, m/z) : 4 9 6 (M + + 1) 

mmm 1007 : n- (2,6 -yy^u^yy^ )]/) -r - {a- 1 ( 6 , 

7triE©2, 6 -^^;i/^-n- 1 -^>-fc? >*;i/3t?-;i/ ^n^-f F (80mg) 
£ffliMfcitM;^ 2 , 6 -^^;i/^-n- 1 ;i/ -fy^-tfS/r 

T^—h^^-^y—jv (imi) izmmz^ ^z^a- [ (6, 7-^ 

i/-A-*; U;V) ^-^^] 7-iJ> (5 Omg) s b;i^> (5ml) s 
y— ;i/ (lml) ^SP^M-T 2i^K8t#bfco SJ&ft&Mifcb^&ftfcS;** 

^fSiOit^H^ 6 2 mg, M£7 4%-efffco 

1 H — NMR (DMSO-de, 4 0 0MHz) :<J3. 93 (s, 3 H) , 3. 
94 (s, 3H), 6. 44 (d, J = 5. 12Hz, 1H), 6. 84-6. 
87 (m, 1H) , 7. 0 2 -7. 2 5 (m, 4H) , 7. 3 7-7. 4 9 (m, 
2H), 7. 59-7. 63 (m, 2H), 7. 80 (bs, 1H), 8. 09 
(bs, 1H) , 8. 45 (d, J = 5. 37Hz, 1H) n*.ft%TW. (ESI 
-MS, m/z) : 4 9 6 (M + + 1 ) 

mnmi oos :n- (2, 4-^^pp^>vw;i/) -r - {4- [ (6, 

TfjflR©2, 4-^^PP-l-^>^>AM-/V ^D7^F (80mg) 

— h£Mbfeo 2, A-Vyuu- 1 >^;i/^-;i/ -fyg^^T* 

— h^^^y— ;i/ (lml) £«P£-y\ ^£^4 - [ (6, 7-^h^>- 
4-^y u;v) #^>] T— U > ( 5 Omg) N h;v^> (5ml) N x.^ y — 
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;i/ (imi) &M%.Mu~z2mr£m$Lf£o ^mm^mmLm^titzm^^^ri 

1 H — NMR (CDCla, 4 0 0MHz) : <5 4 . 0 5 (s, 3H) , 4. 06 
(s, 3H) , 6. 5 7 (d, J = 5. 37Hz, 1 H) , 7. 26 (s, 1 
H) , 7. 35 (dd, J = 2. 19Hz, J = 8. 42Hz, 1H), 7. 4 
4-7. 46 (m, 2H), 7. 54-7. 56 (m, 2H), 7. 76-7. 
84 (m, 4H), 8. 53 (d, J = 5. 37Hz, 1H), 9. 29 (s, 
1 H) WMfrffim (E S I -MS, m/z) : 5 2 9 (M + + 1 ) 

mmmi 009 :n- o, 5-^^pp^>w;v) -it - {4- r (6, 

H5IKCD3, 5 -i^^DD- 1 -^<>-lf>>b;i/^ii;i/ ^D7^ F (80mg) 
^ffl^iiM;:^ 3 , 5 -VP d p - 1 -^>H? >#;i^-;i/ -f v^^T* 

— h^llLfeo 3, 5 -S^nn- 1 -^>-fc? ^V^^-->T^ 

— h^^^y— ;i/ (lml) £«P£-y\ ^£^4 - [ (6, 7-^pt h3^>- 
4-^y ;t3^>] T^U > ( 5 Omg) s h;i/^> ( 5 ml) . — 
JV (lml) ^iPX.^"e2B#TO#bfco HJ«£^U#£;ftfc^££^P 

©fti-£rtJ£7 3mg, iR¥79%Tt#fco HM^Wffi (E S I -M S , m/z) 
: 5 2 9 (M + + 1) 

mmmi 0 1 0 :n- (3, 4-^ h^->^>vv;i/) -r - {4- c (6, 

Tt5lK©3, 5 h^>- 1 -^>-fc? ^D7^F (80m 

g) £ffi^;£itJU;:^3, 5 b3^>- 1 -^>-fc?>#;i/^-;i/ -fv?-^ 

S^T^— h^ElMbfeo 3, 4 h^^- 1 

3i->T* — h^jz^y— ;i/ (lml) ^^?^^ s ^;a4 - [ (6, 1-*J* 

h^>- 4-*-; u;i/) ;t3^>] >;> (5 omg) , h;i/^> (5 ml) ^ 

y — ;p (imi) ^m^n-v 2 n#r B m# b fc Q Rjt&m&mM u# e. tifc^ 
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'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 79 (s, 3H) , 3. 

82 (s, 3H) , 3. 93 (s, 6H) , 5. 11 (bs, 1 H) , 6. 37 
(d, J = 5. 12Hz, 1H), 6. 66 (d, J = 8. 5 4Hz, 2 H) , 

6. 91 (d, J = 8. 54Hz, 2H), 7. 03 (d, J = 8. 05Hz, 

1 H) , 7. 35 (s, 1 H) , 7. 43 (s, 1H), 7. 49 (s, 1 H) , 

7. 55 (d, J = 8. 78Hz, 1H), 8. 29 (s, 1H), 8. 41 
(d, J = 5 . 37Hz, 1H) Si^ff (ES I -MS, m/z) : 5 2 0 
(M + + 1) 

Hi 10 11 : N— (2 , 4-^^PP^>^;V) -r - 14- [ (6 , 
1 -V* 4 -jr; U;V) - 2-7/l/^P7x-M 

TfJlScD 2 , 4 -y^nn- 1 -^>-fc?>:fc;V**— ;i/ ^D7^F (80mg) 

— h^HiUbfeo 2, 1 -^>-t?>;fr;i/^— ;v YVft^>7^ 

— h^m^y— ;i/ (1ml) ^£^4- [ (6, b 

4 -3fV U;V) ^"^^] - 2-7MD7- U > (50mg) s h;i/^n> ( 5 m 
1) s m^y — ;i, (lml) SftIitM-e2«FllB»#bfco 

1 H-NMR (CD C la, 400MHz) : 6 4. 11 (s, 3H), 4. 17 
(s, 3H), 6. 79 (d, J = 6. 34Hz, 1H), 7. 21-7. 17 
(m, 1H), 7. 26 (s, 1H), 7. 34 (d, J = 1 0. 25Hz, 1 
H), 7. 45-7. 47 (m, 2H), 7. 57 (d, J = 1 . 95Hz, 1 
H), 7. 60 (s, 1H), 7. 79 (d, J = 8 . 29Hz, 1H), 7. 

83 (d, J = 8. 29Hz, 1H), 8. 54 (d, J = 6. 34Hz, 1 
H),9.44(bs,lH) WMfrttrm (ESI-MS, m/z) : 547 

(M + + 1 ) 

mmm 1012 :n- (2, 6 -^7dp^>vV;i/) -r - {4- [ (6 , 
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tU!£©2, 6 -^dd- 1 >33)]ytf-)l> ^P7^F (80mg) 

— b£HHMbfco 2, 6 - ^pd - 1 -^O-b? -fy^^T* 
-h^^^y— ;i/ (1ml) IzmMZits ^£^4- [ (6, 1-*J* h^>- 
U;i/) ;t3^>] - 2 -7MD7- U > (5 Omg) s h;i^> (5m 
1) s ;i/ (1ml) SlinitSfiT? 2 WfBBit#bfco SJSS«*«lftb^6 

t)*iS£U m.M(D^m^7 lmgs lK*8 2%Tffeo 

1 H — NMR (CDC la, 400MHz) :<54. 07 (s, 3H), 4. 10 
(s, 3H) , 6. 69 (d, J = 5. 86Hz, 1H), 7. 08-7. 12 
(m, 2H), 7. 26-7. 44 (m, 5H), 7. 53 (s, 1 H) , 7. 
72 (bs, 1H) , 8. 55 (d, J = 5. 85Hz, 1H) , 8. 89 (b 
s, 1 H) mmfrffim (SSI-MS, m/z) : 5 4 7 (M + + 1) 

mMMl 0 13 : N— (2, 4-^7;i/^}-p^>W;i/) -N J - {4 - [ (6, 
7-^p< A-*J Ujk) ^-^->] -3-7/^P7x-M ^frl/T 

rUIg©2, 4 -^^;i/^-D- 1 -^>^>-fyJ]y^—JV ^P7-f F (8 0m 

g) ^ffli^itM-^v^, 4 -^:7;i/;tD- 1 -^>-fc? ^vft 

^-^>T^— h^oi^y— ;]/ (lml) l3«P£-tK ^o^4 - [ (6, 7-S>* 
Y^-iy- U;V) ;t=^>] - 3-7MD7-'J > (5 Omg) s h;V^ 
> (5ml) s rc^y— ;i/ (lml) £#n^?UT 2 H$mR#bfco SJ«£y1 

-f-tibiiU ^©^^^6 6mg, lK2f§8 1 0 



1 H — NMR (CDC Is, 400MHz) : 6 4. 11 (s, 3H), 4. 14 
(s, 3H), 6. 74 (d, J = 5 . 86Hz, 1H), 6. 89-6. 99 
(m, 1 H) , 7. 0 0- 7. 0 9 (m, 1 H) , 7. 12-7. 16 (m, 1 
H), 7. 37-7. 42 (m, 2H), 7. 58 (d, J = 7. 56Hz, 1 
H) , 7. 67 (s, 1H) , 7. 72 (s, 1 H) , 8. 05-8. 14 (m, 
2H), 8. 58 (d, J=6. 10Hz, 1H) MMfrffim (ESI-MS, 



WO 01/47890 



PCT/JPOO/09157 



631 

m/z) : 5 1 4 (M + + 1 ) 

mnmi o 1 4 :n- (2, 4-^^dp^>vv^) -r - {4- r (6, 

rUM©2, 4 -S^P P- 1 -^>-lf >^;i/^n;i/ 7D7^ F (80mg) 

2 , 4-^^DD-l-^>-fe*>7JM-Jl/ >f V^^7* 

— h^il^bfeo 2, 4 -i^^Dn- 1 -^>-fc?>#;i/^;i/ >fVft^7^ 

— h§3i^y— ;i/ ( lml) izmm^^s ^£^4- [ (6, 7 -i?* h3^>- 
4 -^7 - 3-7MP7- U > ( 5 Omg) s h;i/^c> ( 5 m 
1) N rc^y— ;i/ (lml) *iPiLSfitf 2 WrMft^bfeo £Jfctt4lftttb»& 

1 H — NMR (CDC 1 3 , 4 0 0MHz) : (54. 1 4 (s, 3H) , 4. 18 
( s , 3H), 6. 91 (d, J = 6 . 83Hz, 1 H) , 7 . 36 (dd, J 

= 2. 07Hz, 8. 42Hz, 1H), 7. 42-7. 46 (m, 4 H) , 7 . 

56-7. 65 (m, 2H), 7. 72 (s, 1H), 7. 86 (s, 1H), 

8. 21 (dd, J = 2. 44Hz, J = 1 1 . 71Hz, 1 H) , 8. 66 
(d, J = 6 . 59Hz, 1H) IIMfi (ESI —MS , m/z) : 5 4 7 
(M + + 1 ) 

mmm 1015 :n- o, 5 -^pp^v^ ;v) -r - {4- c (6 , 

7 -V* Y*ci/- 4 -*cJ U;i/) ^-jP^j -3-7MD7irM ^-frl^y 
rfrlg©3, 5 - ^7D P- 1 -^>-fc? >^;v^— ;i/ ^D7^fF (8 0mg) 

-h§x^7-;i/ (lml) fc$g<g;gc-tt\ ^££^4- [ (6, 7 h3^>- 
4 -^r7 >;;i0 - 3-7MD7- U > ( 5 Omg) N h;i/rc> ( 5 m 

1) „ — ;i/ (lml) *iP^.SSTf 2^BBa#bfco SJ5S**«lfib#& 

DISU mM(Dih-^^7 3mg s W8 4°/ot#feo 

1 H — NMR (CDC la, 400 MHz) : 53. 96 (s, 3H), 3. 97 
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(s, 3H) , 6. 52 (d, J = 5. 12Hz, 1 H) , 7. 43 (s, 2 
H) , 7. 51-7. 55 (m, 2H), 7. 59 (m, 1 H) , 7. 95 (s, 
1H) , 8. 00 (s, 1H) , 8. 05-8. 78 (m, 1H) 8. 53 (d, 
J = 5 . 37Hz, 1 H) , 11. 93 (b s , 1H) , 12. 42 (b s, 1 
H) liMi (ESI-MS, m/z) : 5 4 7 (M + +l) 

mmmi o 1 6 ; n- {3-^pp-4- [ (6, i-y* v**/-4-*s u 

jv) ^-^->1 7x"M -r - (2, 4-^^fJl/^>^;i/) ^-a-fru^ 
Tf5l£©2, 4-S?^^;M>^ y^7^y P (80mg) lz h;i/rc> (20 

mi) s (imi) ^nx. 1 o o°ct lmmmvtzo mm^m^ 

£fi£i>2, 4 l -^>if>#;v^;i/ v^-tf^r*— h 

bfeo 2, 4 1 -^>-i£ -fV^^T^-h^x^ 
y— ;P (lml) K*j»** v ^^a3-^dd-4 - [ (6, h^> 
_4_dpy ^-^-$/] T— U > (50mg) N h;ioc> (5ml) > y 

— ;i/ (lml) §jaiSfi-?2iii#ifeo sjfe**jft»b»fe*Lfca**^ 
DD^/i/A/7-fe h >JH^-r^^U #^;i/^D v — J; t)«iasu ^ 

Wb^M7 5mgs i»9 7 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 2 . 3 4 (s, 3 H) , 2. 
42 (s, 3H) , 3. 95 (s, 3H) , 3. 96 (s, 3H) , 6. 42- 
6. 44 (m, 1H), 7. 10-7. 13 (m, 2 H) , 7. 41-7. 53 

(m, 5H) , 7. 73 (m, 1H) , 8. 22 (m, 1 H) , 8. 50 (m, 
1 H) , 11. 9 6 (s, 1 H) Mfrffim (E S I -MS, m/z) : 5 2 3 

(M + + 1) 

lijl 0 17 :N- { 3-^PP-4 - [ (6, 1 U 
;i/) :fr^>] y ^—M -V - (2, 5 -s?^;w*>y>f';i/) 

tUM£>2, 5 y tyTi/y Y (8 0mg) tbM> (2 0 

mi) s mbnr-fr (lmi) smioow lRfSMtfeo ®m%m& 
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bfeo 2, 5 1 -^>Hf>*;i/jtf— ;i/ ^fvft^-hSx^ 

y— ;i/ (lml) fc^^^s ^:a3-^DD-4- [ (6, 7-5^ h=^> 

U;i/) ;t^>] 7— U > (5 Omg) s h;Kc> (5ml) s 
— ;P (lml) 4Jn^fi-C2I^Hai#bfco HJfe«[*»«6b»6*ifc»$*^ 

'H-NMR (DMSO-de, 4 0 0MHz) : 2 . 33 (s, 3H) , 2. 
39 (s, 3H) , 3. 97 (s, 3H) , 3. 98 (s, 3H) , 6. 48 
(d, J = 5. 37Hz, 1H), 7. 14-7. 27 (m, 2H), 7. 35 
(s, 1H), 7. 43 (s, 1 H) , 7. 50 (d, J = 8. 78Hz, 1 
H) , 7. 56 (s, 1H) , 7. 76 (m 3 1 H) , 8. 2 2 -8. 2 4 (m, 
1H) , 8. 55 (d, J = 5. 37Hz, 1H) , 11. 77 (s, 1H) , 
12. 64 (s , 1 H) WMftffim (E S I -MS, m/z) : 5 2 3 (M + + 
1) 

mmmi o is :n- {3 -y pp- 4 - c (6, 7-^y h^->- 4-^y u 

;v) ^-^->] 7i^M — N' - (2, 3 --yy ^;t/^>y-f ;v) ^-a-fruy 

r(5|S©2, 3 -^y^WOyV y&Ti/y H (8 Omg) fc h;i/rc> (2 0 
ml) s *Btf»*-;*--;i> (lml) *Jpit 1 0 0°CTf 1 K?BBiP»bfco 

t^v^2, 3 l -^>-fe*>?b;i/^-;p ^ y^^y-T*— h£iSM 

bfeo 2, 3 1 ;i/ -fvft^7^-h§x^ 

y — ;i/ (lml) fc^l^-^s ^^-\3-y pd-4- [ (6, 7-^h^^> 
-4-^f-y U;v) ;t^>] T-U > (5 Omg) N h;Kx\> (5 ml) s rc^y 
— ;i/ (lml) *fln*MT?2BSIfgafc#bfco £Ofr^£MU#£;hfcB££^ 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 2 . 29 (s, 6H) , 3. 
94 (s, 3H), 3. 96 (s, 3H), 6. 57 (d, J = 5. 12Hz, 
1H), 7. 20 (t, J = 7. 45Hz, 1H), 7. 30-7. 34 (m, 
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4H) , 7. 41 (s, 1H) , 7. 51 (s, 1 H) , 7. 85-7. 87 
(m, 3H) , 8. 53 (d, J = 5. 12Hz, 1H) MA^ffiM (E S I - 
MS, m/z) : 5 2 3 (M + +l) 

liil 019 :N- {3-^PP-4- [ (6, 1-*J* h^y-4-^y U 
;b) -n' - (3, 5 -y^^-;t/^yyV;i/) ^rfrfrbT 

TUIS©3, 5-^^^;K>^-f^^7^^F (8 0mg) t h;Vx> (2 0 
m 1 K (1ml) ^^PX. 1 0 0 1 Bf P^»b;feo 

fc^v^3, 5 1 yii)^=.)V -fy^yr^— h£§M 

bfeo 3, 5 -y^5f-;i/- l -^>-fe°>^;i/^-;i/ y^yr^— h £^ 

y— ;i/ ( lml) IzmMmt, ?;-\3-^D D - 4 - [ (6, 7-S^ h^y 
- 4 -dpy T- V > ( 5 Omg) s h;i/J^> (5ml) N J 

-jv (lmi) *jm%.mwe2mmmwLtzo ^m^mmi,m^titzm^^^ 

1 H — N M R (DMSO-de, 400MHz) : (52. 36 ( s , 6H) , 3. 
94 (s, 3H) , 3. 96 (s, 3 H) , 6. 62 (d, J = 5. 12Hz, 
1H), 7. 31-7. 32 (m, 2 H) , 7. 41 (s, 1H), 7. 52 
(s, 1 H) , 7. 64 (s, 2H) , 7. 84 (m, 2 H) , 8. 53 (d, 
J = 5. 37Hz, 1H), 11. 47 (s, 1H), 12. 67 (s, 1H) 
MMfrmM (E S I -MS, m/z) : 5 2 3 (M + +l) 

mmmi 020:N-{3-ypp-4-r(6, 7-^ h^y-4-^-yj 

;i/) ^y] y^—)v} -N' - (2, 6 -i?7)iJrv^>v"4 )D ^-^r^UT 
rfrl£©2, 6 -*J?Mxi- l -^y-ify#;i/tf;^;i/ ^D7-f F (80m 
g) ^ffli^iJU-^^, 6 -^7;i/^-n- l -^y-if >±?;v^n;i/ ^v^t 
yr^— h^HMbfco 2, 6 -^7Mn- l -^y-t? y^;v^-;i/ -fy^- 

(lml) {3^^-Br s ^i^3 -y DP-4 - 

[ (6, 7-y^< h^y-4-^y u;i/) rt^y] y (5 omg) s 

aiy (5ml) ^ m^y— ;v (lml) ^M^UT 2mmmWhfz 0 SJ«£ 
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'H-NMR (DMSO-de, 400 MHz) : 53. 94 (s, 3H) , 3. 
96 (s, 3H) , 6. 57 (d, J = 4. 64Hz, 1 H) , 7. 11-7. 
51 (m, 4H) , 7. 6 2 -7. 6 4 (m, 1 H) , 7. 8 0-7. 8 3 (m, 
2H), 8. 08 (m, 1H) , 8. 52 (d, J = 5. 12Hz, 1 H) , 1 
2. 16 (s, 1 H) , 12. 28 (s, 1H) HS^Hrfil (E S I -MS, m 
/z) : 5 3 0 (M + + 1) 
Igjl 0 2 1 :N- (2, 4-^7;V^-p^>vV;V) -N' - {4- [ (6, 

HJJK©2, 4 -*J7MX2- 1 -^>-fe*>5b;i/5jfr:;v ^D7^F (8 0m 

2/ 7*— h^illfeo 2, 4 -V7)V^u- l -^>-if -fv^ 
^>T*— h y — ;i/ (lml) (-^^^ ^£^4 - [ (6, 7-^ 

h ^. > _ 4 _^^- v - u ^-dp^>] 7- U > (5 Omg) s h;i/^c> (5m 

i) s (lmi) *iax^-e2^^fi#bfco Kmm*mmu%t> 

1 H-NMR (CDC Is, 400 MHz) : 54. 06 (s, 3H), 4. 09 
(s, 3H), 6. 62 (d, J=5. 61Hz, 1H), 6. 99-7. 05 
(m, 1H) , 7. 10-7. 14 (m, 1 H) , 7. 2 5 - 7. 2 7 (m, 2 

H), 7. 56 (s, 1H), 7. 63 (s, 1H), 7. 86 (d, J = 8. 

78Hz, 2H), 8. 15-8. 21 (m, 1H), 8. 52 (d, J = 5. 

61Hz, 1H) , 9. 61 (d, J = 14. 64Hz, 1H) JtS^Uffit ( E 

S I - MS, m/z) : 4 9 7 (M + +l) 

mmm 1022 :n- {4- r (6, 7 h*t/-4-*7 vjd ;t^>i 

7x_M -N J - ( 2 -7 3l-J]/TJz ^^uUT 

2 -7 zl-JI^&J J )V ^D7^ F (8 Omg) &ffi^;«l3#£V>2 
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J]/ ^Vft^7^-h^x^^-;i/ (1ml) temMZ^ts -€^4 - [ (6, 
7 Y*^- A-*J ;t3^>] 7— U > (5 Omg) s b;Kc> (5 

ml) s (1ml) £iD*.gM-C 2B#H«#bfco HJfc«&ailf6b& 

ib«Hsu mmcD^'m^Q 4mg s m§ so 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 82 (s, 2H) , 3. 
96 (s, 3H), 3. 98 (s, 3H) , 6. 51 (d, J=6. 0 1 Hz, 
1H) , 7. 2 5 - 7. 3 5 (m, 7H) , 7. 44 (s, 1H) , 7. 48 

(d, J = 8. 78Hz, 1H) , 7. 51 (s, 1 H) , 7. 69 (m, 1 
H) , 8. 14-8. 16 (m, 1H) , 8. 57 (b s , 1H) , 11. 81 

(s, 1 H) JBg##Ht (E S I -MS, m/z) : 4 7 4 (M + + 1) 
aiMi 0 2 3 : N- ( 2 P^=fr$/;t/7Hz^-;i/) -N ? - {4- [ (6, 

rfJFvS©2-^^D^\^iy;i/ai^y-)';v ^D7^f b* (8 Omg) £M^:£i£f3 

n^3rtsJ\/^& S 4 )l> <i V^#*/T*—b : fcx.& S—Jl (1ml) Izmffig^ 
^•d^.4- [ (6, 7-3>p< h^r>>-4-^y U;V) tf-^] 7-'J> (5 0m 
g) s h (5ml) s x-pJ—Jl (1ml) &to%.&M.-e 2B$H«#bfco 

vf IS U# e> ^nn h >JgHt S ^ U * d 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 6 - 1. 0 0 (m, 2 
H) , 1. 19-1. 25 (m, 6H) , 1. 69 (m, 3H) , 2. 37 (d, 
J = 6. 83Hz, 2H), 3. 96 (s, 3H), 3. 99 (s, 3H), 6. 
67 (m, 1H) , 7. 3 4-7. 3 6 (m, 2H) , 7. 44 (s, 1 H) , 
7. 59 (s, 1H), 7. 81-7. 84 (m, 2H), 8. 63 (m, 1 
H), 11. 48 (s, 1H), 12. 41 (s, 1H) HS^fffi (ESI- 
MS, m/z) : 4 8 0 (M + + 1) 

mmmi o 2 4 :n- {4 - r (6, 7-^ y^^-a-^j vjd 

- 2 -7MP7 — N' - (2-7i-mfM ft»l/7 



WO 01/47890 PCT/JPOO/09157 

637 

Tf?IR©2-:7:r— ;ioi*y-f;i/ ^P7-f K (80mg) £/B^:£i§Kfc:#£v> 2 

;v -r v^^-^t^.— y^^-^j — ;i/ (lmi) ^^-\4- [ (6, 

7-i?p< h^^-4-=3r7 U;i/) 3"^] -2-7;Vtn7->J> (5 Omg) s 
h;P^> (5ml) s (1ml) ^mx.mu^ 2 B^ii^bfco SJft 

1 H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 8 3 (s, 2H) , 3. 
92 (s, 3H) , 3. 95 (s, 3H), 6. 64 (d, J=5. 12Hz, 
1H) , 7. 13 (d, J = 9. 5 1Hz, 1H), 7. 29-7. 36 (m, 
6H) , 7. 41 (s, 1H) , 7. 46 (s, 1H) , 8. 05 ( t , J=8. 
66Hz, 1 H) , 8. 55 (d, J = 5. 12Hz, 1H), 11. 89 (s, 
1H), 12. 26 (s, 1H) MMfrffim (E S I -MS, m/z) : 4 9 2 
(M + H- 1 ) 

mmm 1025 :n- {4 - [ (6, 7 -v* h^->- 4 u;i/) 

7 ji -;b> -N J - [3- (2-p< h^r->7ji-;v) 7P/V-f;i/] g^frl"^ 

7f5l££D3- ( 2 -p< h^^7oi^;i/) ro/iy-r y&Ti/y K (8 Omg) 
h;V^> (2 0ml) N mkf-X-fr (1ml) ^iPx. 1 0 0 o Cl! 1B#^»U 
feo bfikftfc 3- (2 rn/V'f;!/ 

-f K£^;£itKk:#£^3 - (2-^^>7irjl/) 7°D/V^/V ^V^t^> 
T^— h^H^bfco 3- ( 2 h3^>:7 ;v) 7°D/iy-T;i/ ^Vft^ 
7^-h^x^7-;i/ (1ml) (3^|?^^ s ^^^4- [ (6, 7-i>^ h^r 
^-4-3V U;i/) ^-^^>] T-U> (5 Omg) N h;v^> (5ml) s 

j— ji (imi) %m?Lmu-z2mmm 1 nvfco Ka^m^mmLm^titzm^^ 

iMcD{b^t)^ 6 Omgs 4%t'ffeo 

'H-NMR (DMSO-d 6 , 4 0 0MHz) :6 2. 7 1 -2. 7 5 (m, 2 
H), 2. 85-2. 89 (m, 2H), 3. 81 (s, 3H), 3. 94 (s, 
3H), 3. 96 (s, 3H), 6. 55 (d, J = 5. 12Hz, 1H), 6. 
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87 (t, J = 7. 44Hz, 1H), 6. 95 (d, J = 8. 29Hz, 1 
H) , 7. 16-7. 22. (m, 2 H) , 7. 28 (d, J = 8. 54Hz, 2 
H) 7. 39 (s, 1H), 7. 49 (s, 1H), 7. 76-7. 79 (m, 
2H), 8. 50 (d, J = 6. 04Hz, 1H), 11. 49 (s, 1H), 
12. 5 9 (s, 1H) mmfrtirm (ES I -MS, m/z) : 5 1 8 (M + + 
1) 

mmmi o 2 6 :n- {4 - [ (6, 7 v*^- 4-*; u;v) ^-^->i 

-2-7;i/tP7i-;i/} -N' - ( 3 -7 ji— )\y-runj 

ipJEO 3 - 7 i-;V7d; V y ^7^> y K (80mg) tbil/x> (20m 

i) > i&itf-it-jv (lmi) &init i o o-c-ciwpifflin^bfco $&«E*e*b 

V^i'T*— Y^i^J— )\s (lml) J3^j§?£ii\ ^£^4 - [ (6, 7- 
^ U;V) ^-^P^>] - 2-7MD7-'J> (5 Omg) s h 

;Voc:> (5ml) s ^.7 — ;P (lml) £fln&^M^ 2 R#|fgflS#b;fco J&Jfoffi. 

1 H — NMR (CDC Is, 400MHz) : 6 2. 81-2. 91 (m, 2H) , 
2. 99-3. 03 (m, 2H), 4. 07 (s, 3H), 4. 09 (s, 3 
H), 6. 76 (d, J = 6 . 01Hz, 1H), 7. 06-7. 11 (m, 2 
H), 7. 21-7. 32 (m, 3H), 7. 56 (s, 3H), 7. 73 (b 
s, 1H), 8. 48 (m, 1H), 8. 59 (d, J=5. 86Hz, 1H), 
11. 49 (s, 1H), 12. 74 (s, 1H) Hftfrtrfil (ES I -MS, 
m/z) : 5 0 6 (M + + 1 ) 
^MiH 1 0 2 7 : N— ( 3 -i/>7 P^>^/1/7°P/V -i M -V - {4- 
f (6, U;i/) ^-^->1 -2-7MP7xrM ^ 

Tfaix© 3 -^^D^^^rP/V-f;!/ 7P7-1" F (8 Omg) £ffll^itK 
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^^D^>^7D/V^;i/ >fV^^7^-h^x^y-;i/ (1ml) izm 
B£&s ^£^4- [ (6, 7-^p< >J ;i/) 3"^>] - 2-7 

jIs^tut-V^ (5 Omg) s h;i/:n> (5ml) s ^c^y— ;v (1ml) 
g. N iK*8 fee 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 13-1. 25 (m, 4 
H) , 1. 50-1. 61 (m, 7 H) , 1. 75 (m, 2 H) , 3. 92 (s , 
3H) , 3. 95 (s, 3H) , 6. 60 (d, J = 5 . 12Hz, 1H), 7. 

34 (d, J=l 1. 22Hz, 1H), 7. 28 (m, 1H), 7. 32-7. 

35 (m, 1H), 7. 4 1 (s, 1H), 7. 45 (s, 1H), 8. 11 
(m, 1H), 8. 53 (d, J = 5. 12Hz, 1H), 11. 63 (s, 1 

H) SiMt (ESI-MS, m/z) : 4 9 8 (M + +l) 
gjjl 0 2 8: N— { 4 — [ ( 6 , 1-*J* h*ts- 4-^y Ujk) 

- 3 - 7MP7X-J1/} -r - ( 3 -7 jn— ;i/7°p^iy ^r;v) ^-a-frur 

r$W.<D?>-7 x-—)y7°V?%; ^ y Y (8 Omg) Id (2 0m 

I) s Wctf-Hr-fr (1ml) %1)U?L 1 0 0°CTr lRtliBM&Lfco S&iifceSb 

7°P7iy-r;i/ 'fv^^-h^IItfeo 3-7mji/7D/V'f/i/ -f 
V^>7^-h^x^7-;v (1ml) Jc^?£-fr s ^£-\4- [ (6, 7- 
b^^-4-^y U;V) #3^] -3-7MD7-'J > (5 Omg) x h 
(5ml) s (1ml) &1a\*.MM.'C 2 «fH«#bfco MJ&7$ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 7 9-2. 8 4 (m, 2 
H), 2. 89-2. 94 (m, 2H), 4. 02 (s, 3H), 4. 03 (s, 
3H), 6. 88 (bs, 1H), 7. 21-7. 33 (m, 6H), 7. 59 
-7. 61 (m, 3H), 7. 72 (s, 1H), 8. 13 (d, J=l 3. 1 
7Hz, 1H), 11. 65 (s, 1H), 12. 67 ( s , 1 H) Wfi^tJfli 
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(E S I -MS, m/z) : 5 0 6 (M + + 1) 

gjj 1 0 2 9 : N- (3 D^>^7'P/V <± M -V - {4- 

r (6, 7-*?* V5->- 4-*; u;v) - 3-7MP7 ji-;i/> 

Tf5|g©3 -^>7D^>f;V7D/V^Jl/ 7D7^F (80mg) £ffll>3CitR 

iy^D^>f/V7 t D/V-f/l' ^Vft^7^-hSx^y-;v (1ml) izm 
M£&, -€£^4- [ (6, 7-SM U;i/) ;^^>] -3-7 

> (50mg) s h;i/o:> (5ml) s az^y— ;v (1ml) £jjp 

1 H — NMR (DMSO-de, 400MHz) : 6 1 . 11 (m, 2 H) , 1. 
49-1. 62 (m, 7H) , 1. 75-1. 91 (m, 4H) , 3. 95 (s, 
3H) , 3. 96 (s, 3H) , 6. 52 (d, J = 5. 37Hz, 1H) , 7. 
43 (s, 1H) , 7. 4 7-7. 5 6 (m, 3 H) , 8. 05 (d, J = 4. 
39Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 58 (s, 
1 H) , 12. 66 (s, 1 H) WMfrffim (ESI -MS, m/z) : 4 9 8 
(M + + 1 ) 

mmmi 030 :n- {3-7PP-4- [ (6, i-y* h^->- 4-*j u 

JV) ^-^->] 7x- ;i/> -N' - (3 -^^7V^>9-^y"ti^J 4 Jl) 

r$m(D3-is?V^>3-)iy°V3^; J )l 7P7^fF (80mg) £ffl^:£it£ 
i3^V^3-i/^7D^>5 : -;^rD/'iy-f;i/ 4 h^Sl^bfeo 3- 

>>^D^>^;V7°D7\V-f ;v ^Vf^i/7^-h$x^7-;i/ (1ml) 

fCA3-7PP-4 - [ (6, i-v* v*is-4-*; u;v) 

7— U > (50mg) s h;V^> (5ml) N ic^y— ;i/ (1ml) £#Dx. 
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'H-NMR (DMSO — d.6, 400MHz) : 6 1. 07 (m, 4 H) , 1. 
48-1. 71 (m, 9H) , 4. 05 (s, 3H) , 4. 07 (s, 3H), 
6. 88 (d, J=6. 83Hz, 1 H) , 7. 55 (s, 1H), 7. 65 

(d, J = 9. 03Hz, 1H) , 7. 78-7. 81 (m, 2H), 8. 26 
-8. 28 (m, 1 H) , 8. 87 (d, J = 6 . 5 9 H z , 1 H) , 11. 6 
1 (s, 1H) , 1 2. 6 6 (s, 1H) WMfrffim (ES I -MS, m/z) 
: 5 1 5 (M + + 1) 
fgffiffi]103 1 :N- [2- isS>Ji2k^±Ll Z±±Jk2 -N 3 ~ {4- 

r (6, U;V) ^rzjl} ± 

?U|g©2- J]/* >7U^-1Y (80mg) SfflV^SR 

- (so*J))/3r*ci<') ^pyjji ^vft^>7^-h§i^y-;v (lml) 

izmm^^rs ^^4- [ (6, 7 -SM h3^>- 4 ;t^>] -2 

U > ( 5 Omg) s h;V^> (5ml) s — ;i/ (lml) 

-b h >IHtS^ U *^';i/^D V h ^77^- Met disu $tm<D4h&m%: 3 

8mg, l&¥4 3%t!t#feo »d«ffi (ESI -MS, m/z) : 5 2 2 (M 
+ + 1) 

gl%ff!)103 2 :N- [2- (^O^;^^) -N J - {4- 

f (6, 1 -P* h*is- 4-*; U;i/) ^-^r->1 -3-7;i/^P7xrM 

rfci£©2- (^>^;p^-^^>) ^D7^F (8 0mg) %m^X 

2- (^>^;i/^-=^->) ^V^^>7^-b^x^7-;Klm 
1) £^?£-yr, ^^^4- [ (6, 7-^p< l^>-4-*y U;i/) ^^>] 
-3-7Jl/t07-'J> (5 Omg) s hJV^> (5ml) s — )V (lm 

1) ^inx.^"t!2^p H m#bfeo H^^^bl#^nfea^^^nn^;i/A 
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'H-NMR (DMSO-de, 4 0 0MHz) : 53. 96 (s, 6H) , 4. 
13 (s, 2H) , 4. 64 (s, 2 H) , 6. 48 (d, J = 5. 37Hz, 
2H) , 7. 32-7. 45 (m, 6H), 7. 54 (m, 2H) , 7. 90- 

7. 94 (m, 2H), 8. 50 (d, J=5. 12Hz, 1H) , 10, 15 

(s, i h) rn.rn.mfxm. (esi-ms, m/z) : 522 (m + + 1 ) 

mmmi 0 3 3 : N- {4- r (6 , 7-*?* 

7 ji -N J - (2-7'j;V73M-ji/) f-t»i/7 
?UHKCD2-7^>*;1/^— ;i/ ^P7^h* (8 0m g) £M^3ci§Kfc^ 2 - 

V^^-^T^— )l> (1ml) IzmMZ^ts ^-^4 - [ (6, 7- 

^ -^py U;i/) ^3^>] T-V > ( 5 Omg) N h;io^> (5m 

1) s rc^y — ;i/ (1ml) §Jnx.^T2Bt^#bfco 

1 H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 4 (s, 3 H) , 3. 
96 (s, 3H), 6. 56 (d, J = 5. 12Hz, 1H), 6. 73-6. 
77 (m, 2H) , 7. 32 (d, J = 8. 78Hz, 1 H) , 7. 41 (s, 
1H), 7. 51-7. 52 (m, 2H), 7. 79 (d, J = 8. 78Hz, 
1H), 7. 86 (m, 1H), 8. 01 (s, 2H), 8. 08 (s, 1H), 

8. 51 (d, J = 4. 88, 1H) MMfrffim (ESI-MS, m/z) : 4 
5 0 (M + + 1 ) 

mnmi o 3 4 :n- {4- [ (6, 7-^ h^>-4-^y u;v) a-^->i 

rfJEk© 3 -5*-*- 7 1 >?b;V^— ;i/ ^7D7^f F (8 Omg) 

;i/^n;i/ ^Vft^>7^-b§x^y-;i/ (1ml) fc^jW^-frs ^£-\4- 
[(6, 7-^h^>-4-^'JiH t^>] 7-'J> (5 0mg)s h;i/ 
ji> (5ml) N (1ml) *l)U%-mUT* 2 Bf^ii^bfco 
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M©Mi^4 5mg, W 6 8 %Tf fee 
1 H — NMR (DMSO-de, 400 MHz) : 53. 93 (s, 3H) , 3. 
95 (s, 3H) , 6. 55 (d, J = 5. 37Hz, 1 H) , 7. 26 (t, 
J = 4. 27Hz, 1H) , 7. 31 (d, J = 9. 03Hz, 2H), 7. 4 
1 (s, 1H), 7. 50 (s, 1H), 7. 81 (d, J = 9. 03Hz, 2 
H), 8. 05 (d, J = 4. 88Hz, 1H), 8. 41 (d, J = 3. 90 
Hz, 1H), 8. 51 (d, J = 5. 12Hz, 1H), 11. 65 (s, 1 
H) , 12. 4 9 (s, 1H) WMfrffim (ESI -MS, m/z) : 466 
(M + + 1 ) 

mmmi o 3 5 :n- {4 - c (6, 7 i^>-4-^y u;v) 

^m<D2-7^>f})\/-&—)\/ pu^JY (80mg) ^l^itM-^^ 2 - 

V^^T*— Yltx.*?;— )V (1ml) J3^$P£-£ S ^£-\4- [ (6, 7- 
h^r^-4-^-y VJl) ;t3^>] -2-7MD7^'J > (5 Omg) s h 
;i/rc> (5ml) s m^y— ;p (1ml) ^^Px.^U^ 2 B#Hg*It# bfeo 

77^-tj;!)lSbs S^<7Mb-£>«4 7mg, i»6 8%TWco H«#*lr 
m (E S I -MS, m/z) : 4 6 8 (M + + 1) 

mmmi 036 :n- i 4 - r (6, 7 -a* h*->- 4-*j U2k) 

- 2 -7MP7x-;i/| -N J - ( 3 -3-3^- )\s -ft )V) 
Tf?iS©3 - ^7i>Aj» 7P7^ F (80mg) 

;i/7jf-;i/ ^ vf-^rt/T^— h%^#S— (1ml) fcjgJSP^^ ^d^\4- 
[ (6, 7-$>* h=^>-4-^y U;i/) ;t3^>] -2-7MD7-'J> (5 
Omg) N h;i/^> (5ml) s x.?;—)), (1ml) *iPitMtf 2«?IHai# 
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1 H — NMR (DMSO-de, 400MHz) : 6 3 . 93 (s , 3H) , 3. 
96 (s, 3H) , 6. 67 ( d , J = 5. 12Hz, 1 H) , 7. 15-7. 
1.8 (m, 1H) , 7. 2 6 - 7. 2 8 (m, 2H) , 7. 3 9 -7. 4 3 (m, 
2H), 7. 4 8 (s, 1H) , 7. 9 9- 8. 0 8 (m, 2 H) , 8. 42 
(d, J = 3. 42Hz, 1H) , 8. 57 (d, J = 5. 12Hz, 1H), 
10. 0 1 (s, 1 H) WMfrmM (E S I -MS, m/z) : 4 8 4 (M + + 
1 ) 

iWfll 1 0 3 7 :N- {4- [ (6, h*->-4 -*J VM ^r^r^l 

-2-7;i/tP7xr;i/} -N J - [ (2, 5-^f;i/-3-7'J^) jjJl'tf— 

rUIE©2, 5-^^;i/-3-7D^s>^7J'!yF (80mg) ft: h;i/3i> 
(20ml) s iM^2f--;V (1ml) £#Px. 1 0 0 °CT lBtH§»bfco 

£^sbt#£>tifc 2 , 5 3 -7^>tj;v^— ;i/ 7D7>f 

^bfco 2, 5 -S^^;]/- 3 ;v -YVf^^7^-h^x^ 

y— 71/ (1ml) ftl^^^ -?ei-\4 - [ (6, 7-$7;tf V 
71/) tf^rS/] -2-7MD7-IJ7 (50mg) s b7l^> (5ml) s 
J— 71/ (1ml) &in*£fiT!2l$IH»« i bfco HJfe**aiittb^6ixfcai** 
/;pn*/VA/7-fe h>Jg||-r^^U>b^7i/^nv h ^ ^ -r — ft: <fc 

ii©fb^t)§ 3 8mg, IRSJ8 4 8%fHfeo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 2 6 (s, 3 H) , 2. 
55 (s, 3H), 3. 92 (s, 3H), 3. 95 (s, 3H) 6. 65 (d, 
J = 5. 37Hz, 1H), 6. 89 (s, 1H), 7. 13-7. 14 (m, 
1H), 7. 34-7. 37 (m, 1H), 7. 41 (s, 1H), 7. 46 

(s, 1H), 8. 05-8. 07 (m, 1H), 8. 54 (d, J = 5 . 15 
Hz, 1H), 11. 13 (s, 1H), 12. 61 (s, 1H) MMfrffim 

(ESI-MS, m/z) : 4 9 6 (M + +l) 

Hi 1 0 3 8 : N- {4 - [ ( 6 , 7-*>* h*5s-4-*rS U7V) 
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-2-7MD7X-M -N' - [ ( 3 2 -fxn;v) 

l$m.<D 3 2-7-^7 ^>ti V y&Tisy K (80mg) {3 

(2 0ml) s mk?-3r-)\s (1ml) ^ipx. 1 0 0°CT 1Kf^»L 

^*^*Lt#e»ti7c3-^^;v-2-^^-7^>^;i/*-;v ^D7^fF 

^y— (1ml) {-^1?^^ ^£^4- [ (6, 7-^p< 
V)V) -2-7MD7-IJ > (50mg) s h;i/^c> (5ml) s ^ 

(lml) £#D;^UT 2B£|i§4t#bfco S^^vllSb#e>nfea^ 

^M©fb^rt)^ 4 2mgs i» 5 3 fco 

1 H — NMR (DMSO-de, 400MHz) : 52. 51 (s, 3 H) , 3. 
92 (s , 3 H) , 3. 96 ( s , 3 H) , 6. 66 (d, J = 5 . 12 Hz, 
1 H) , 7. 09 (d, J = 4. 88Hz, 1 H) , 7. 14-7. 16 (m, 

1 H) , 7. 38 (dd, J = 2 . 56Hz, 11. 01Hz, 1H), 7. 4 

2 (s, 1H) , 7. 46 (s, 1H), 7. 86 (d, J = 4. 88Hz, 1 
H), 8. 07 (t, J = 8. 54Hz, 1H), 8. 55 (d, J = 5. 37 
Hz, 1H), 11. 2 5 (s, 1H), 12. 22 (s, 1H) WmfrmM 

(E S I -MS , m/z) : 4 9 8 (M + + 1 ) 

mmmi 039 :n- \a - 1 (6, 7-^ h^-4-^y 

- 3-7MP7x-M -IT - [ ( 2 , 5 -i?*3-)]s- 3-7'Jjl/) 

rfJ!S©2, 5 3 -7D<f y >7T*sv K (80mg) h;i/3i> 
(20ml) N ^b^^"-^ (lml) £#n;L 100 °CT 1 H^MLfco 

§^*bf#^tife2 , 5 3 -7^>*;i/^-;v ^n^-f 

Sbfeo 2, 5 $-)]/- 3 -7^>*;i/^— ;i/ ^Vf^^7^-b^x^ 

y— ;i/ (lml) (3^f^-y: s ^^a4- [ (6, 7-*?* b*->- A-*J V 
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^-^^>] - 3 -7JVtD7-'J > ( 5 Omg) s YJ]s^> (5ml) ^ ^ 

j — ;i/ ( l m l ) §ip^^s-c 2 i»tfeo U# tifea^ * 

mmoih^z: 5 1 mg, urn 6 4 %nmtz 0 

1 H — NMR (DMSO-de, 4 0 0MHz) : 52. 26 (s, 3H) , 2. 
55 (s, 3H) , 3. 96 (s, 6 H) , 6. 51 (d, J = 5. 37Hz, 
1H), 6. 87 (s, 1H), 7. 42 (s, 1 H) , 7. 47-7. 59 
(m, 3H) , 8. 07 (d, J = 10. 25Hz, 1H), 8. 51 (d, J 
= 5. 12Hz, 1H), 11. 02 (s, 1H), 12. 81 (s, 1H) 
mmftffim (E S I -MS, m/z) : 4 9 6 (M + +l) 

mmm 1040 :n- {4 - c (6, 7 h*^-4 ujvj a-j^ 

- 3 - yMuy^-M — N' - [ ( 5 -p<^;p- 2 ft2k£^2k] 

tUIS© 5 2 -^^-7 ^>^;i/^^r^> U vZTt/y Y (8 Omg) 13 
h;i/j:> (2 0ml) s Mf-t-il/ (1ml) £fl!3x. 1 0 0°C-C 1 Bm&D&b 
fee ?§^&g3cb^£>*ifc 5 x.>jti ^D7^ F 

^Ml^SKtA^ 5 2 - ^7i>*;i/» ^ V^-^^T^— h 

^y— JV (1ml) tzmffiZ^ ?C^4- [ (6, h^>>-4-^y 
U;V) 2)"^>] -3-7Mn7-'J> (5 Omg) s h;i/rc> (5ml) N x 

(lmi) *Jp^mt? 2KfMit#bfco 
§^DD*M/7t hvSHt^^'J^^n t Ytf^y DIIU 

mM<Dik&%a-% 4 9 mg, W 6 2 %T*#fco 

1 H — NMR (CD C la, 400 MHz) : 52. 58 (s, 3H), 4. 07 
(s, 3H), 4. 09 (s, 3H), 6. 62 (d, J = 5. 61Hz, 1 
H), 7. 25-7. 27 (m, 1H), 7. 32-7. 35 (m, 1H), 7. 
4 6 - 7. 5 0 (m, 1 H) , 7. 5 7-7. 5 8 (m, 2H) , 7. 63 (s, 
1H), 7. 88-7. 90 (m, 2H), 8. 53 (d, J = 5. 61Hz, 
1 H) , 8. 8 6 (b s, 1 H) m.m.mfxm. (ESI -MS, m/z) : 4 9 8 
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(M + + 1 ) 



lijj 0 4 1 : N- {4 - [ (6 , 7 -if* h*->- A-*J V )V) gJ&J 
rUflR©N, N— itsL^-Jifft))/^ ^yp ^D^-T K (80m g) SJHIVfclttfcfle 

7%;) -fvf^^>7^-h^x^y-;v (lml) izmm^&s 

-€£<-\4 - [ ( 6, 1 -*J* Y**/-4-*; U;i/) ^3^] U> (5 0m 
g) , h;v^> (5ml) N x^y— ;i/ (lml) &in*.^fi-C 2 H#H§4ft#bfco 

J H — NMR (DMSO-de, 4 0 0MHz) : 6 1. 26-1. 29 (m, 6 
H) , 3. 93 (s, 3H) , 3. 95 (s, 3H) , 4. 2 2 -4. 2 4 (m, 
4H) , 6. 54 (d, J = 5. 12Hz, 1H) , 7. 11 (m, 2H) , 7. 
29-7. 31 (m, 2 H) , 7. 41 (s, 1 H) , 7. 50 (s, 1 H) , 
7. 73 (m, 2H), 8. 52 (d, J = 5. 12Hz, 1H) KM^Jffit 
(ESI-MS, m/z) : 4 5 5 (M + +l) 

mmmi 042 ; n- {4- [ (6, 7-^y h*->- 4-*; u;v) ^->] 

rUISON, N-S^ (2-^DDxf;i/) 3b;Wt^y* ^d^-i'K (80mg) 

T* — h£x^y— ;v (lml) £«p£-& s ^CI-x4- [ (6, 7-V*h* 
*/- U;i/) ^i-^r^>] T— U> (5 Omg) ^ h;i/x> (5ml) ^ x# 

(lmi) *ip^.^m-e2i^Hss#bfco 

»lb^ft§4 8mgs iK?5 5°/ot*ffco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 5 7-3. 6 2 (m, 4 
H), 3. 80-3. 82 (m, 2H), 3. 95 (s, 3H), 3. 97 (s, 
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3H) , 4. 11-4. 13 (m, 2H) , 7. 55 (m, 1 H) , 7. 2 9- 

7. 31 (m, 2H) , 7. 42 (s, 1H) , 7. 55 (s, 1H) , 7. 7 
3-7. 75 (m, 3H) , 8. 57 (d, J = 5. 37Hz, 1 H) , 12. 
2 5 (s, 1 H) nmfrffim (ESI -MS, m/z) : 5 2 4 (M + + 1) 

fWfl) 1 0 4 3 : N- {4- [ ( 6 , Ujk) 

TfJl^CDN, ■ N-SM V7DK^*;W^ ^ ^D7-f F (80mg) £ffl^:*C 

1) IzmB^^ ^£^4- [ (6, 7-^p< 

7-iJ > (5 Omg) N h;v^> (5ml) N )V (1ml) 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 1 . 19 (d, J = 6. 10 
Hz, 2H), 1. 27 (d, J = 6 . 8 3 H z , 12 H) , 3. 94 (s, 3 
H) , 3. 96 (s, 3H) , 6. 39 (d, J = 5. 12Hz, 1 H) , 7. 
4 2-7. 4 6 (m, 4H) , 7. 53 (s, 2H) , 7. 64 (m, 1 H) , 

8. 13 (m, 1 H) , 8. 49 (d, J = 4 . 88Hz, 1H) R«#tfHB 
(ESI-MS, m/z) : 4 8 3 (M + +l) 

mmmi 044 :n- i 4 - [ (6, 7-3^ 1*3^-4-3^ vjd ^-^->i 

7i-M -N J -r b7A>f b'P - 1 H - 1 - KP W)U7 
TfJflE© 1 -t*D U Vyf])Vi$-)l> ^D7^F (80mg) £ffllv*8Kfc:fi£^ 

1 -b'n u ;v v^^-^>t^— h^iiMbfeo l-trnu^>>b 

^V^^7^-b^x^y-;V (1ml) fc$M£-& N ^i^\4- 
[(6, 7 b^>-4 >j;i/) tf^S/] T-U>(5 0mg)s h;i/ 

ai> (5ml) s ^^y— ;i/ (1ml) ^fln^fiT 2 R$iia8t& Lfco 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 51. 85 (m, 8H) , 3. 
9 2 (s, 3H) , 3. 94 (s, 3H), 6. 5 2 (d, J = 4. 8 8 Hz, 
1H), 7. 27 (d, J = 7. 81Hz, 2 H) , 7. 39 (s, 1H), 7. 
49 (s, 1H) , 7. 75 (m, 2H), 8. 49 (d, J = 5. 13Hz, 
1 H) , 9. 59 (s, 1H), 12. 80 (s, 1H) Mftffim (E S I - 
MS, m/z) : 4 5 3 (M + + 1) 

mmmi o 4 5 :n- {4 - c (6, 7-^ h^->-4-^y u;v) ^-^->] 

ffi©4 -^;i^y >n^-r k (80mg) %m^Jcmzm^ 

^V^i>7^-h§x^y-;i/ (1ml) C$g8?«*-a\ ^^-\4 - 
[(6, 7-^ f^>-4-^iJJV) 7-'J> (5 0mg) ^ h;V 

^> (5ml) . nz^y— jv (1ml) ^mxmum 2 Bffim*#bfco KJfor$£ 

1 H — NMR ( CD C 1 a, 400MHz) : 5 3. 53-3. 55 (m, 4H) , 
3. 74-3. 78 (m, 4 H) , 4. 05 ( s , 3 H) , 4. 07 (s, 3 
H), 6. 58 (d, J = 5. 61Hz, 1 H) , 7. 21 (d, J = 8. 78 
Hz, 2H), 7. 26 (s, 1H), 7. 54 (d, J = 4. 88Hz, 2 
H), 7. 76 (d, J = 9. 03Hz, 2H), 7. 98 (bs, 1H), 8. 
51 (d, J=5. 37Hz, 1H) MMfrffim (ESI-MS, m/z) : 4 
6 9 (M + + 1 ) 

mmmi o 4 6 : n- \a - r (6 , 7 -v* h^->- 4-*; vjd ^-^->i 

rfsiScDN-^^^-N-^ai-;!/^;!/^^^ vy /7 ^D7^ F (80mg) 

p<#y-f;i/ -fVf^-^7^-b^x^y-;i/ (1ml) id 
fu^4- [ (6, 7-^h^>-4-^'JjV) ;t^>] T-U 
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> (5 Omg) s h;i/oi> (5ml) N J — ;i/ (1ml) ^AP^.^"C»2Kf 

p H m#bfe 0 gjsstii if! ^.tifei^ ^ ^ d n A/7-b h>jsii-r^> 

1 H — NMR (DMSO-de, 400 MHz) : 6 1. 5 7 (bs, 3 H) , 3. 
93 (s, 3H) , 3. 94 (s, 3H), 6. 43 (d, J = 5. 37Hz, 
1H) , 7. 13-7. 16 (m, 2H), 7. 26-7. 28 (m, 1 H) , 
7. 34-7. 45 (m, 6H), 7. 51 ( s , 1 H) , 7. 57 (d, J = 
9. 03Hz, 2H) , 8. 31 (s, 1H) , 8. 46 (d, J = 5. 37H 
z, 1 H) Wmfrffim (SSI-MS, m/z) : 4 8 9 (M + + 1) 

gjj 1 0 4 7 :N- [10, 11 HP - 5 H-^>V* (b, f) ZM 

h°>- 5 -N' - {4- [ (6, 7 h 4 

TfrlScDlO, 1 1-^/W Fn-5H-^>V (b, f) :r-t?h°>- 5 

i?D7^ F (8 0mg) Sffi^Mtf^lO, 1 1 -*J)\J Fd-5 
H-S>^W (b, f) 7-b'lf>- 5 -ZiJVtF- )\s *i V^^T%— h %mM b 
fee 10, 1 1 -^/W FD- 5 H-S^W (b, f) 5 
;i/ ^Vft^>7^-h^i^y-;i/ (lml) £}§jt?£-y\ €^a4 - [ (6, 

7-^^ h^p^-4-^y u;v) 2)-=^>] - 3 -^;v^-dt-ij > (5 Omg) s 

h;i/cn> (5ml) , m^y— ;i> (lml) §^Px.^^ 2 BtH§9l#b;fco SJfr 

y^7^-J;:<fc DfftlgU ^©^^£6 lmg. lR^6 5%^t#fco 
1 H — NMR (DMSO-de, 40 OMH z) : 6 0 . 8 6 (m, 2 H) , 1 . 
25 (m, 2H), 3. 94 (s, 3H), 3. 95 (s, 3H), 6. 49 
(d, J = 5. 37Hz, 1H), 7. 35-7. 56 (m, 12 H), 8. 0 
2 (m, 1H), 8. 49-8. 51 (m, 2H), 12. 36 (s, 1H) I 
Mft-ffiiiH (ESI-MS, m/ z ) : 5 9 5 (M + +l) 

mmmi 048 :N- {3-7PP-4 - P ( 6 , 7 -*J* h*is-4-*J U 
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?*7$ £ 

t|5IIr©N, N-yx^i/^WUf^ ^D7^ F (80mg) £ffl^:fciSKfc:fi£ 

y^y-f;v 'fvf-t^-hSi^y'-;!/ (lml) fc*H**s 

fiA3-^nn-4 - [ (6, 7-^y h3^>-4-^y U;v) #3^] 7- 
U> (5 Omg) s b;i^> (5ml) „ J — JV (lml) *in*.M*C2 

isV-toVfrPu v h^77>f- fcJ;DMMU 5 2 mg\ 1R*3 

1 H — NMR (DMSO — de, 4 0 0MHz) : 51. 29 (t, J = 7. 19 
Hz, 6 H) , 3. 95 (s , 6 H) , 4. 23-4. 25 (m, 4H) , 6. 
39 (d, J=5. 12Hz, 1H) , 7. 41 (s, 1H) , 7. 45 (d, 
J = 8. 78Hz, 1H), 7. 52 (s, 1H), 7. 65 (m, 2H), 8. 
09 (m, 1H), 8. 49 (d, J = 5. 61Hz, 1H), 11. 37 (s, 
1 H) m.m.mniU (ESI-MS, m/z) : 4 8 9 (M + + 1) 

1049 : N- {3-^PP-4- C (6, 7 -P* h ftk. 

;v) #5^] 7x-;i/} - C { T^y] 

rfcI£©N, N-e^ 5b;W\*^y^ ^P7-f F (80mg) 

^— h^a»b7co (2-7npxf;p) T^y] y^y-r;i/ -rv3^> 

(lml) I3^$^ s ^i^3-7PP-4 - [ (6, 
7-s^y h3^>-4-^y u;i/) a-^] T—y > (5 Omg) N h;Vx:> (5 
ml) s rc^y— ;i/ (lml) *Jn*.S$rc 2 l$M8l#Lfco £OM£^liU# 

'H-NMR (DMSO-d t) 4 0 0MHz) : (5 3 . 5 5 - 3. 6 3 (m, 4 
H), 3. 81-3. 84 (m, 2 H) , 3. 95 (s, 6H), 4. 11-4. 
15 (m, 2H) , 6. 41 (d, J = 5. 12Hz, 1H) , 7. 40-7. 
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4 4 (m, 3H) , 7. 5 2 (s, 1 H) , 7. 6 1- 7. 6 3 (m, 1 H) , 
8. 0 9-8. 12 (m, 1H) , 8. 49 (d, J = 5. 12Hz, 1 H) , 
12. 2 9 (s, 1H) MMfrffim (ESI-MS,m/z) : 5 5 8 (M + + ' 
1) 

mmmi 050 :N- {3-^/PP-4- [ (6, 7-^p< h^>-4-=fry U 
rfJflK©N, N-^Vrn^W^y^ ^D7^ F (80mg) £fflt>3C 

(^^vrDW^) ^V^t^>7^-h§x^y-;i/ (lm 

1) t3$g#?£-£ s ^il^3 - ^ D D — 4 — [ ( 6 , 7 -i^ h^>-4-^ U 
;i/) U > ( 5 Omg) s h;i/^> (5ml) s az^y— ;i/ ( lm 

£4 9mg\ XR3jE6 3%t?lffeo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1. 18 (d, J = 6. 01 
Hz, 2H), 1. 27 (d, J = 6. 83Hz, 12 H), 3. 93 (s, 3 
H), 3. 95 (s, 3H), 6. 53 (d, J = 5. 12Hz, 1H), 7. 
28 (d, J = 8. 78Hz, 2H) , 7. 41 (s, 1H), 7. 50 (s, 
1H) , 7. 7 3-7. 7 5 (m, 3H), 8. 51 (d, J = 5. 12Hz, 
1H) It^KESI-MS, m/z) : 518 (M + +l) 

gaiMi 05 1 :N- {3-^PP-4- [ (6, 1 -I?* Y^-^-A-^rJ U 
2V) ^-^rSy] 7x^M — N' -rb^^-f KP-lH-l-b'P'J^7JJV^-;i/ 

rUl0l-b , D'J^>*Mx/l/ ^P7-f F (8 0mg) &JBlvfclSRfc:fi£l , > 
1 -h'n U^>*;V^-;i/ v^-^-S/T^— hSISSSbfeo 1 - h°n U 

>f vttt/T*— (1ml) fc«F»^* N ^£-x3- 

/ 7PD _4_ [ (6 a 7-^ U;i/) 7-'J> (5 0 

mg) s h;i/^> (5ml) N — ;l/ (1ml) &in 2 B#^«# b 
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'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 8 5 - 1. 9 9 (m, 8 
H) , 3. 95 (s, 6H) , 6. 4 1 (d, J = 5. 37Hz, 1 H) , 7. 
42 (s, 1H) , 7. 46 (d, J = 8. 54Hz, 1 H) , 7. 53 (s, 
1H) , 7. 64-7. 66 (m, 2H) , 8. 17-8. 19 (m, 2 H) , 
8. 50 ( d , J = 5. 37Hz, 1H) f«#*/fftl (ESI-MS, m/z) 
: 4 8 7 (M + + 1) 

mmmi 052 :N- f3-^PP-4- [ (6, h**s-4-*J U 

7f5ig©4- ; E;i/^U ;i/ ^D7^f F (80mg) ^ffli^iU;:^ 

4 -^e;b^U >>b;i/^— ;i/ -r V9^>t*— h %lHMbfco 4 -^e;i/* >; 

^ y^^r*— h£:n#y— ;v (1ml) izmffi^&s ^n^3- 

S7UU-4- [ (6, 1 -*J* h^>-4-^y U;V) ^-^r^>] T-U > (5 0 
mg) s Wl^V (5ml) s ;i/ (1ml) ^Sn^.^^ 2 BfM#L 

'H-NMR (CDCla, 4 0 0MHz) : 6 3 . 5 3-3. 5 6 (m, 4H) , 
3. 7 5 -3. 7 7 (m, 4H) , 4. 08 (s, 3H) , 4. 10 (s, 3 
H), 5. 77 (bs, 1H), 6. 49 (d, J = 5. 61Hz, 1H), 7. 
26-7. 29 (m, 1H), 7. 63 (s, 1H), 7. 68-7. 70 (m, 
2H), 8. 01 (s, 1H), 8. 04 (d, J = 2. 44Hz, 1H), 8. 
52 (d, J = 5. 85Hz, 1H) «*^tffi (ESI-MS, m/z) : 5 
0 3 (M + + 1 ) 

mmm 1053 : n- i3-^pp-4 - r (6, 7-^^h^->-4-^;'j 

rf?M©N-p<^;V-N-;7:n-;i/#;w^ y ^ 707^ F (80mg) 
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(^f;i/7-'j;) ^ZJ-ifr ^fVW7^-h*x^y-;i/ (1ml) (3 
$8*P£*n ^^^\3-^DD-4- [ (6, 7-^p< U;V) * 

T— U > (5 Omg) s h;V^> (5ml) s J — )l> (1ml) £Jn 

>® m~T ZisVij P7h^77^t:J;t)ilU mm(D^^ 5 6m 
g\ 4**7 1 %Tf#fco 

1 H — NMR (DMSO-d 6 , 400 MHz) : (51. 57 (bs, 3H) , 3. 
94 (s, 6H) , 6. 32 (d, J = 5. 12Hz,- 1H) , 7. 28-7. 
44 (m, 8H) , 7. 5 2 - 7. 5 8 (m, 2H) , 7. 56 (s, 1 H) , 
8 . 4 6-8. 4 8 (m, 2 H) Rfi#*Ht (E S I -MS, m/z) : 5 2 4 
(M + + 1 ) 

mmmi 054 :n- {3-^pp-4- r (6, 7 - t?* h*^- 4-*-; v 

;V) — N 3 - [10, 1 FP-5H-^>^ (b, 

rUflRGDlO, ll-^/WKD-5H-^>y (b, f) T4f t:>- 5 
^D7^K (8 0mg) ^fflV^i»10 5 1 
H-S^W (b, f) 5 v^>7^-h§ill 

fee 10,4 l-^/WFP-5H-^>V" (b, f ) THf f>- 5 
;v ^V^^7^-h^x^y-/i/ (1ml) f:A3-^nn 
-4- [ (6, 7 V)l) ^-^r^>] T— U > (5 Omg) N 
h;vrc> (5 ml) N (1ml) SiDiLSfflTf 2 Nf^#bfeo SJife 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 0. 8 6 (m, 2 H) , 1. 
25 (m, 2H) , 3. 94 (s, 3 H) , 3. 95 (s, 3H) , 6. 39 
(d, J = 5 . 12Hz, 1 H) , 7. 35 (m, 6 H). , 7. 41 (s, 1 
H), 7. 45 (d, J = 8. 78Hz, 1H), 7. 51 (s, 1 H) , 7. 
56-7. 57 (m, 2H), 7. 68 (dd, J = 2. 44Hz, 9. 03H 
z, 1H), 8. 14 (s, 1H), 8. 49 (d, J = 5. 12Hz, 1H), 
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8. 53 (s, 1H) , 12. 2 9 (s, 1H) M&fttifiM (ESI -MS, m 
/z) : 6 1 2 (M + + 1) 

^ffiffO 1 0 5 5 : N- {4- [ (6 , 7 Y^y- A-^J Uik) £±^3 

TfJlg©2--7^n;i/- 1 -i/Z/DrD/^Ajl/^-;!/ ^D7^ F (8 0m 
i/T^—h&m^hfzo 2-7irji/- l -^^D7n/^A;i/» >fvf- 

^>T* — h^m^y— ;i/ (1ml) t3i§ffP£-fc\ -€£^4- [ (6, 7 
js^.>_4-dpy ;t^>] 7-'J> (50mg) N h;i/^> (5 ml) x 

— ;i/ (1ml) &in*.£a*C 2^ft#bfco ^*&iMfcb»£iifc8l 

bs SlMCKbl^t) * 5 3 m g s IR*6 3 %-ef#feo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 1 . 09 (m, 1 H) , 1. 

52 (m, 2H) , 1. 59 (m, 2H) , 3. 94 (s, 3H) , 3. 96 
(s, 3H) , 6. 59 (d, J = 5. 37Hz, 1 H) , 7. 19-7. 32 
(m, 5H) , 7. 41 (m, 2 H) , 7. 52 (m, 2 H) , 7. 78-7. 

8 0 (m, 3 H) , 8 . 5 4 (m, 1 H) 5W##Ht (ESI -MS, m/z) 

: 5 0 0 (M + + 1 ) 
f»ff!ll 0 5 6 : N-->^P7°Pb°;V^;i/^-;i/- N J - { 4 - [ ( 6 , 7 

TUflfccD 1 -$/^n7n;i>>!]M^I/ >n^-f K (80mg) 

^i-i'^p7 , p/i>^-;i' -r v^^-^t^— b£i!^bfco 

P7Pn>7jM-il/ ^fVft^7^-h^i^7-;i/ (1ml) f3^$P£i3\ 

^C-\4 - [ (6, 7-^ Y*i/-4-*J U;i/) rfr^] - 

- i; > (5 Omg) s hJl3i> (5ml) s )]/ (1ml) %1mz.^UT 

2mmmwLtzo t it in nfe^^ § ^ p p A/7-fe h^jnn-r 

6 6%trf#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 6 - 0. 9 9 (m, 4 
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H) , 2. 08-2. 13 (m, 2H), 3. 95 (s, 6 H) , 6. 72 (d, 
J = 5. 12Hz, 1H) , 7. 41 (s, 1 H) , 7. 45-7. 52 (m, 
2H) , 8. 04 (d, J=l 1. 95Hz, 1 H) , 8. 50 (d, J = 5. 
12Hz, 1H), 11. 89 (s, 1H), 12. 64 (s, 1H) R*##f 
fit (ESI-MS, m/z) : 4.4 2 (M + + 1) 

gMMj 0 5 7 :N- 14- [ (6, 1 -*J* h *ci/-4-*J V )l>) £±^1 
-3-7Jl/tD7x-M -r - [ (2-7xn;i/->^7P7Plf;i/) 

tUIK©2 -7i-Jl/- 1 -i/^D^*D^i>5b;i/5K— ;v ^?P7^ F (8 0m 

2-7xr/l/-l-^//D7°D/0*Mr;i/ -fV^- 
^rtyT^— h£^y — )\> (1ml) fc:$gJ5¥£-fcJ\ -€£^4- [ (6, 7-S^ 
h3=->- 4-^7 >;;i/) ;*-=¥■$/] - 3-7MD7nj > ( 5 Omg) N h;i/x. 
> (5ml) s (1ml) fcAD^M"? 2 «?Hii#bfco -KJM&M 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 1 . 0 8- 1. 2 5 (m, 1 
H), 1. 53 (m, 2H), 1. 59-1. 62 (m, 2H), 3. 95 (s, 
6H), 6. 49 (d, J = 5. 12Hz, 1H), 7. 19-7. 55 (m, 
8H), 8. 05 (d, J=10. 00Hz, 1H), 8. 50 (d, J = 5. 
37Hz, 1H), 11. 88 (s, 1H), 12. 62 (s, 1H) St*#*f 
m (ESI-MS, m/z) : 518 (M + + 1) 

gjjMi 058 :N- {3-7PP-4- [ (6, 7 -if* h*is- 4-*; V 

)V) ±jP^J 7x>M -N' 7 d 7p t»7 1/7 

TfcflE© 1 -^f7U7°a^>ti)\/7F=.;i Zn^JY (80mg) %m\,^$Mfc. 
f^l-^7P7P^>7i/l/^-;i/ <i V^i/T^— h^H^bfeo 
n7'n/^3!3;v» -f v^^-->T^— h£^#y— ;i/ (1ml) fc$§#P£-g\ 

^^A3-7nP-4- [ (6, 7 h=^>- #3^] T 7 — 

U> (5 Omg) s (5 ml) N ;v (1ml) ^ifliifit 2 
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1 H — NMR (DMSO-de, 4 0 0MHz) :6 0. 9 3 - 0. 9 9 (m, 4 
H) , 2. 12 (m, 2H) , 3. 94 (s, 3H) , 3. 96 (s, 3 H) , 

6. 41 (d, J = 5. 37Hz, 1H) , 7. 33 (d, J=l 1. 95Hz, 
1H) , 7. 41 (s, 1H) , 7. 45 (d, J = 8. 78Hz, 1H), 7. 
52 (s, 1H), 7. 64-7. 67 (m, 1H), 8. 14 (s, 1H), 
8. 49 (d, J = 5. 37Hz, 1H) Kfi#*fffi (ESI-MS, m/z) 

: 4 5 8 (M + + 1) 

mmmi 05 9 :N- {3-^PP-4- [ (6, b%->- A-*J U 

;v) ^-^->] y -n' -.[ (2-7x-j^^p7p^) 

rfcl£©2 -7i-/V- 1 - ^^D7D/^AM-iV ^D7^f F (80m 

^-->T^— h^ai^y— ;v (1ml) lzmM£"&^ ^Ca3-^dd-4- 

[(6, 7-^ b^-4-^'J;i/) t^>] 7-'J> (5 0mg) s hJl 
rc> (5ml) , y— )V (1ml) ^M^U^ 2mmmWVtz 0 RJ&fflL% 

1 H — NMR (DMSO-de, 4 0 0MHz) :61. 09-1. 11 (m, 1 
H) , 1. 53 (m, 2H) , 1. 60 (m, 2H) , 3. 94 (s, 3 H) , 
3. 96 (s, 3H) , 6. 40 (d, J=5. 37Hz, 1H), 7. 16- 

7. 34 (m, 5H), 7. 41 (s, 1H), 7. 45 (d, J = 8. 78H 
z, 1H), 7. 52 (s, 1H), 7. 67 (dd, J = 2. 32Hz, 8. 
91Hz, 1H), 8. 14 (d, J = 2. 44Hz, 1H), 8. 49 (d, 

J = 5. 12Hz, 1H), 11. 88 (s, 1H) M&frtiriM (ESI-MS, 
m/z) : 5 3 5 (M + + 1) 
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mtMMl 0 6 0 :N- {4- C (6, 7 -*J* h 4 zl*±2L } 1 =Jkl 

->1 z^^ikl -N' - 1 (2-7x-;i/'>^P7 , P^i/) ^-a-fri^ 

TfJflgcD2-^3i— 1 -i/^D7D/i>AM- ;V ^P7-f F (8 0m 
g) %fflivfclRfc:fle^2 -7i-ji/- 1 -i/^D7n/^>!jM-;i/ -fvf-t 
S/T*— r&SSS&bfco 2 -7i-^- 1 - ^^P7P/1>*M-;i/ -fv^- 
rt^T^ — h^oi^y— ;i/ (1ml) fc$gfl?£-tl\ ^£^4- [ (6, 
j>if..>_4_^^-y i; tf^*/] 7-'J> (5 Omg) s h;i/^> (5m 
1) s (1ml) ££nx.^-<? 2 B#|ilM#bfco MJ&M£}MbU#?> 

DISMU ^©-fb^^r 5 Omg, W6 0%«o 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 3-0. 9 7 (m, 1 
H), 1. 31 (m, 1H), 1. 52-1. 60 (m, 2H), 3. 98 (s , 
6H) , 6. 55 (d, J = 5. 61Hz, 1H), 7. 18-7. 33 (m, 
5H) , 7. 45 (s, 1H), 7. 56 (d, J = 8 . 54Hz, 1H), 7. 
59 (s, 1H) , 7. 69 (m, 1 H) , 8. 17-8. 19 (m, 1 H) , 
8. 60 (d, J = 5 . 91Hz, 1H), 11. 88 (s, 1H), 12. 5 
9 (s, 1H) m.m.mfxm. (ESI-MS, m/z) : 5 0 1 (M + + 1) 
fgM?!)106 1 : N-->^P^>^;V^;b^-;b- N' - f 4 - [ ( 6 , 7 -i> 

TfJl^CD 1 ->>^P^>^>*M-J1/ ^P7^fF (8 Omg) 

n^># ;i/ ^fv^ti>7^-h§x^y-/v (1ml) izmm^^t, 

^d-\4 - [ (6, h^r>>-4-^r^V;-;V) 7- U > (5 

Omg) N h;i/rc> (5ml) , )V (1ml) 2 mmMi^ 

1 H -NMR (DMSO-de, 4 0 0MHz) :6 0. 8 5 -0. 8 8 (m, 1 
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H) , 1. 08-1. 11 (m, 1H) , 1. 2 4 (bs, 1H) , 1. 5 7- 
1. 91 (m, 6 H) , 3. 93 (s, 3 H) , 3. 95 (s, 3 H) , 6. 5 
4 (d, J = 5. 37Hz, 1H) , 7. 19 (d, J = 8. 78Hz, 1H), 
7. 29 (d, J = 8. 78Hz, 2 H) , 7. 39 (d, J = 7. 81Hz, 
1H), 7. 50 (d, J = 5. 6 1 Hz, 1H), 7. 73-7. 78 (m, 
3H), 8. 51 (d, J = 5. 37Hz, 1H) R*#*rfS (E S I -MS, 
m/z) : 4 5 2 (M + + 1) 

^ffi^ij 1 0 6 2 : N-->^P^^->;v^;i/^-;i/- N J - {4- [ (6, 1 -v 

TfrlfcCD 1 -^^D^n^-9->*;1/^— ;i/ ^D7^f K (80mg) ^/El^SM- 

n^^rt>->^;i/^-;v v^^-^t 7 ^— b^^^y— ;i/ (1ml) fc$8fl¥£i3\ 
-^£^4- [ (6, 7-^ h^^>-4-^^-\/U-;i/) 3"^>] T-U> (5 
Omg) s h;i/m> (5ml) s m^y— ;i/ (1ml) 2 B^HM^ 

;1/^py bV^y -f — fc «fc bflfSKU ^^©-fb^rlJ^ 6 Omgs iK*4 7°/ 0 t*§ 

o 

1 H — NMR (DMSO-de, 4 0 0MHz) :61. 21-1. 38 (m, 6 
H), 1. 66-1. 85 (m, 5H), 3. 92 (s, 3H), 3. 95 (s, 
3H), 6. 54 (d, J = 5. 12Hz, 1H), 7. 28 (d, J = 9. 0 
3Hz, 3H), 7. 39 (s, 1H), 7. 49 (s, 1H), 7. 76 (d, 
J = 8. 78Hz, 1H), 8. 50 (d, J = 5. 12Hz, 1H), 11. 
4 1 (bs, 1H) , 12. 56 (bs, 1H) RMftmm (ESI -MS, m 
/z) : 4 6 6 (M + + 1) 

g|%Ml-06_3 : N-->^P^>^-;i/^;i/^-;i/- N' - { 4 - [ ( 6 , 7 -y 

rfJM© 1 -^^D^>^>^;V^-;i/ ^07^ F (80mg) Sffll^tKfc: 



d^>^>*;v^-;v v?-**/t%— h£^#y— ;v (lmi) £^?£-& N 
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P7-'J> (5 Omg) s b;i/^> (5ml) s JV (1ml) £jjnx.^ 

IR*4 7 0 

1 H — NMR (CDC 1 3 , 4 0 OMHz) : 5 0. 8 7 9 (m, 1H), 1. 0 
8 (m, 1H) , 1. 17 (m, 1H) , 1. 6 3- 1. 9 7 (m, 6H) , 4. 
07 (s, 3H) , 4. 09 (s, 3H) , 6. 86 (d, J = 6. 0 1Hz, 
1H) , 7.16 (dd, J = 9. 52Hz, 22. 93Hz, 1H) , 7. 6 
3 (s, 1H), 7. 69 (s, 2H), 8. 56 (m, 1H), 8. 68 (d, 
J = 6. 34Hz, 1H), 11. 47 (bs, 1H), 12. 88 (bs, 1 
H) WMfrffim (E S I -MS, m/z) : 4 7 0 (M + +l) 
il^iJ10'6 4 : N-S^ p^vjF^k^ikjg^ 2kz N J - {4- [ (6, 7-$? 

i^mcol-->^u^^>tiJl^=.Jl 7D7>f F (8 Omg) 

n^^i7->*;v^— ;i/ -fVfti/7^-h$x^7-^ (1ml) 

^-^4- [ (6, 7-^^ h^^>-4-^^-V*U-;i/) * -2-7;i/^" 
D7-U > ( 5 Omg) s h;i^> (5ml) s x^y-/V (1ml) ^iPx.^ 

mir% u *wo-7 h ^ 7 >r - tcfc Dim mmvxh&m* a i mg s 

©$6 1 %Tf#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 1 . 21-1. 39 (m, 6 
H), 1. 66-1. 90 (m, 5H), 3. 92 (s, 3H), 3. 95 (s, 
3H), 6. 64 (d, J = 5. 12Hz, 1H), 7. 12 (d, J = 8. 7 
8Hz, 1H) , 7. 35 (dd, J = 2. 55Hz, 11. 10Hz, 1H) , 
7. 41 (s, 1H) , 7. 45 (s, 1H), 8. 09 (t, J = 8. 79H 
z, 1H), 8. 53 (d, J = 5. 37Hz, 1H), 11. 57 (s, 1 

h) , 12. 42 (s, i h) nrnmnm (esi -ms, m/z) : 4 8 4 
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(M + +l) 

jijl 0 6 5 :N- {4- [ (6, 7 -V* h*is-4-*; U;V) 

migcD3-oi h^^7n;V^ y K (80mg) iih;i/x> (20m 
1) > mt^-)\y (1ml) £#nx. 1 0 0°CT» lB^Mbfco *«SESg5feb 

Vft^T^-f^x^;-^ (lml) t3?gj§?.£^ ^£-\4 - [ (6, 7- 
5^ h=^>-4-3^ U;i/) ;t3^>] T-U > (5 Omg) N h;i/rc> (5m 

i) N )\y (lmi) %to7L^wz2mffimnvtcio &jfom%mmu%<h 

'H-NMR (DMSO-d 6j 4 0 0MHz) : 6 0 . 9 2 -0. 9 5 (m, 3 
H) , 2. 74 (m, 2H) , 3. 4 4-3. 4 6 (m, 2H) , 3. 64-3. 
6 5 (m, 2H), 3. 95 (s, 3 H) , 3. 96 (s, 3 H) , 6. 44 

(d, J = 5. 37Hz, 1H) , 7. 43 (s, 1 H) , 7. 49 (d, J = 
8. 78Hz, 2H) , 7. 54 (s, 1H) , 7. 70 (m, 1H) , 8. 1 
6 (m, 1 H) , 8. 53 (d, J = 5 . 1 2 H z , 1H) , 11. 71 (s , 
1H), 12. 32 (s, 1H) Mmfrffim (ESI-MS, m/z) : 4 5 6 

(M + + 1 ) 

mmm 1 o 6 6 : n- (4-^dd^;^i/) -r - 14 - r ( 6 , i - v> 

* h*i/-4 Ujkj ^-^->1 - 2-7/VtD7xxM ^rfrfrUT 
rfrM© 4 - ^ D P y ;v ^D7^fF (8 Omg) ^ffl^lKk:^ 4 - 

^on^;^^ ^ v^^>7^- h ril bfeo 4 - ^ n d 7^ y ^ ;p -T 

h^^^y— ;V (lml) fc«P£-y\ ^^-\4- [ (6, 7- 
h=^>- 4-*i~W—)l) tf=^>] - 2-7JWD7XIJ > ( 5 Omg) s 
(5 ml) s )V (lml) ^m^MUT 2 BtH§4f# bfeo HjS 

^77^H:J;!9llU ^II©4b-£r«5 lmg, JR¥ 6 7%-ef#fc 0 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 2 - 2. 0 5 (m, 2 

H) , 2. 63-2. 67 (m, 2H), 3. 67-3. 70 (m, 2H) , 3. 
93 (s, 3H) , 3. 96 (s, 3H) , 6. 66 (d, J = 5. 37Hz, 
1H) , 7. 14 (d, J = 6. 59Hz, 1H) , 7. 36-7. 38 (m, 
1H) , 7. 42 (s, 1H) , 7. 47 (s, 1 H) , 8. 08 (t, J = 8. 
78Hz, 1H) , 8. 56 (d, J = 5. 37Hz, 1H), 11. 71 (s, 
1 H) , 12. 32 (s, 1 H) Wmfrffim (ESI-MS, m/z) : 4 7 9 
(M + +l) 

iijl 0 6 7 :N- 14- [ (6, 7 4-*; U;V) tti/] 

- 2 -7MP7x- M -N J - [3- (^^MJV7 7-;v) 7un;j)V\ 

?UIS©3- (^f-/W;i/7 7-;i/) 7d;v^/V 7D7^f F (80mg) £ 

m^Jcfflttztitx,^ 3 - (^?-;Wji/7 7-;» :rn;^-f;i/ >fv^>7*-h 

n^y — ;i/ (1ml) fcSSflB;* «\ ^£^4- [ ( 6, 7-^ h^r^-4-^ 
^-V*U— ;V) 3r5-i/] - 2-7;i/^D7-'J > ( 5 Omg) s h;i/^> (5m 

I) s rc^y— ;i/ (1ml) SJnitSfiTf 2l^|BHi#bfeo s«£*l$iu#£> 

*H — NMR (DMSO-de, 4 0 0MHz) : 5 2 . 7 4- 2. 7 6 (m, 2 
H), 2. 79-2. 81 (m, 2H), 3. 17 (s, 3H), 3. 92 (s, 
3H), 3. 96 (s, 3H), 6. 65 (d, J = 5. 12Hz, 1H), 7. 
14 (d, J = 9. 27Hz, 1H), 7. 35-7. 38 (m, 1H), 7. 
42 (s, 1H), 7. 46 (s, 1H), 8. 08 (t, J = 8. 90Hz, 
1H), 8. 55 (d, J = 5. 12Hz, 1H), 11. 71 (s, 1H), 
12. 3 4 (s, 1 H) W&fttitm (ESI -MS, m/z) : 4 7 6 (M + + 
1) 

§11 1068 :N- (4-7PP7^^;V) — N 3 - {4 - [ (6, 1 -V 
^ jp>>-4 - jpy ^-jr->l - 3-7/l/^P7j:r:M ^frl^T 
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rfJflR© 4 - & D D 7$ J <4 )]/ pu^sfF (80mg) 4 -. 

V^tfS'T* — h^^^y— ;V (lml) ^^P^-^s ^^I-\4- [ (6, 7- 
h^r->-4-^r^\/'J-;i/) ;t3^>] -3-7;U07-'J> (50mg) s 
h;V^> (5ml) s (lml) ^iDx.^^2Bt^il#bfeo SJtS 

?$£«B U# tifzB£%Zv o *;i/A/T-te h >®H-r ^> U iitf dy h 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 2 -2. 0 6 (m, 2 

H) , 2. 63-2. 67 (m, 2 H) , 3. 68-3. 71 (m, 2H) , 3. 
9 7 (s, 3H) , 3. 98 (s, 3H) , 6. 63 (d, J = 5. 61Hz, 
1H) , 7. 44-7. 59 (m, 6H) , 8. 07 (d, J=l 1. 95Hz, 
1 H) , 8. 59 (d, J=5. 61Hz, 1H) MAfrffim (ESI -MS, 
m/z) : 4 7 8 (M + + 1 ) 

mmmi 0 6 9 :N- {4 - [ (6, 7 h*^- 4-*; u;v) ^-^r->i 
-3-7MP7xrjvj -r - f 3 - (^^-;i/^;i/^ y^;i/) r/p^y^;H 

r|?I£©3- (^fil/7^;i'7 7-;V) 7°D/'iy-r;i/ 7U7^ F (80mg) § 

^DSMLfeo 3- (^^/V7 7-;i/) yv^j-ois ^vft^7^»h§: 

;y (lml) ^£^4- [ (6, 7-5^ h^>-4-^ 

7-V"'J-;V) ;t^>] -3-7Mn7-'J> (5 Omg) s h;i/x> (5m 

I) N m^y— jv (lml) ^An^.^M^2^F H m#bfeo SJ»£yf$eU#£> 

DliU iM0ft^rtl% 3 8mg, IR*S5 0 %Tt#feo 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 5 4 (s, 3H) , 2. 
74-2. 81 (m, 4H), 3. 95 (s, 6H), 6. 51 (d, J = 5. 
12Hz, 1H), 7. 41 (s, 1H), 7. 48-7. 53 (m, 3H), 
8. 04 (d, J=10. 49Hz, 1H), 8. 50 (d, J = 5. 12Hz, 
1 H) , 11. 6 4 (s, 1 H) , 12. 59 (s, 1 H) MAfrffim (ESI 
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-MS, m/z) : 4 7 6 (M + + 1 ) 
jjil 0 7 0 : N- (3, b^->^W-f;V) -N J - {4- 

rffl£©3, 4 h3^>- 1 jv ^n?^F (80m 

t^— hssaSEbfco 4- [ (6, 7 h^$/-4-^/ v;v) - 

3-7Mn7-'J y (50mg) £ b;i/m> (5ml) N — ;i/ ( lm 

1) (1ml) tfe 3 5 4 h*ri/- 

l v?^>t*— hsin^ffltf 2^ra«^bfco s 

j&ft £ SUB bf# & tifcB £ £ * d d k/t* h >jsn-r 3 u * w ^ n V 

1 H — NMR (DMSO-de, 400MHz) : 53. 79 (s, 3H) , 3. 
81 (s, 3 H) , 3. 96 (s, 3 H) , 5. 47 (b s , 1H), 6. 38 

(bs, 1H) , 6. 4 4-6. 4 7 (m, 1 H) , 6. 54 ( d d , J = 2. 
52Hz, J=l 4. 79Hz, 1H), 7. 02 — 7. 08 (m, 3H), 7. 
37 (s, 1H), 7. 43 (s, 2H), 7. 49 (s , 1H), 7. 53- 
7. 57 (m, 2H), 8. 46 (d, J = 5 . 12Hz, 1H), 12. 64 

(b s , 1 H) MAfttirm (E S I -MS, m/z) : 5 3 8 (M + + 1 ) 
mmmi 0 7 1 :N- {3-»PP-4- [ (6, h=»^-4-3V U 

;v) a-=fr*>] 7x-;vj -n' - (3 -31 h^->:rp^y >f;i/) ^-a-fruy 

r(5l£CD 3 -oi h^rp^^f *>>77*/V K (80mg) {3h;i/o:> (2 0m 

l) s Jg^^--;i/ (lmi) ^in^ l o o°c-^ iB#F H i»bfco »ji*e*b 

f#£>tlfc 3 - ^ h^r^7'D/V^;i/ 7D7^ F^fflV^Mfc^V^ 3 -3z 

y°P7iy^;v ^v^tm-h^aibfeo 3 -j: h^ri/7D/V^ ;v >f 
y^-tf-S/T*— h£^y-;y (1ml) tz*»*-&s ^^a3-^DD-4- 
[(6, 7-^ h^>-4-^;'JJl/) t^>] 7-'J>(5 Omg) s Ml/ 
3z> (5ml) s (1ml) &JP*giB-C2l$IH«#bfco HJ5fc«E* 
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7J — fc^DUMSU mmcDlk&W)* 4 6mg, W6 2%t1#fco 
1 H — NMR (DMSO-de, 4 0 0MHz) : (5 1 . 06-1. 13 (m, 3 
H) , 2 . 72-2. 7 5 (m, 2 H) , 3. 44-3. 47 (m, 2 H) , 3. 
6 4-3. 6 7 (m, 2 H) , 3. 95 (s, 3H) , 3. 97 (s, 3H) , 
6. 63 (d, J = 5. 37Hz, 1 H) , 7. 29 (d, J=8. 54Hz, 
2H) , 7. 44 (s, 1H) , 7. 56 (s, 1H) , 7. 78-7. 82 
(m, 2H) , 8. 59 (d, J = 5. 61Hz, 1 H) , 11. 51 (s, 1 
H) ll^lfl (E S I -MS, m/z) : 4 9 0 (M + + 1 ) 

mmmi 072 :n- {4 - r (6, 7-^ h**y- 4-*; tj&l 

TfJj&CD K^yb^-f y Y (80mg) l:fJVx> (2 0 ml) s m.Vd^ 

jt-jv (imi) ^ap^.i o o o cvimmmm^tzo mm*^ u# *> tift k ? 

^bfco h^±?y-r;v >fVft^7^-h§x^y-;i/ (1ml) ti^ts 

^^a4 - [ (6, 7-^^ h^r^-4-dpy U;i/) T— I) > (5 0m 

g) N h;Kn> (5 ml) N oi^y— ;i/ (1ml) *JP^.^M"C 2 l©IHHi#bfco 

v h^^^-f — D»aaU mm<D4h&m* 5 8mg\ iR^6 0%Tf#feo 
1 H — NMR ( C D C 1 3, 400 MHz) : 6 0. 87-0. 89 (m, 3H) , 
1. 27 (m, 14H), 1. 71-1. 72 (m, 2H), 2. 39-2. 4 
3 (m, 2H) , 3. 49 (s, 2 H) , 4. 06 (s, 3 H) , 4. 08 (s, 
3H), 6. 59 (d, J = 5. 61Hz, 1H), 7. 21-7. 26 (m, 
4H) , 7. 55 (s, 1H), 7. 59 (s, 1H), 7. 79 (d, J = 8. 
98Hz, 1H), 8. 52 (d, J = 5. 61Hz, 1 H) , 8. 66 (bs, 
1 H) MMfrtifm (ESI-MS, m/z) : 5 3 8 (M + + 1) 

mmmi 073 :N- {4- [ (6, 7-^ t^->-4-^y u;i/) ;t^->i 

rfcflg©^ h^^^y-T y^T^y F (8 Omg) {3 h;i/^> ( 2 0ml) N £ 
( lml) £#nx. 1 0 0°CtlWPibf;o »gSW#^tif; 
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mi) £?g$P£i3\ ^£^4- [ (6, h^>-4-*; u;v) #3=- 

*/] T— U > ( 5 Omg) s h;i/^> (5ml) s )l (1ml) £inx. 

g. lK^6 0 %-£t#fco 

1 H-NMR (CDCla, 4 0 0MHz) : 6 0 . 8 7-0. 9 0 (m, 3H) , 
1. 2 7 (m, 2 OH) , 1. 7 3 (m, 2 H) , 2. 4 0-2. 4 4 (m, 2 

H) , 4. 08 (s, 3H), 4. 12 (s, 3H) , 5. 29 (s, 1H), 

6. 65 (d, J = 6. 09Hz, 1H), 7. 23-7. 26 (m, 2 H) , 

7. 58 (s, 1 H) , 7. 83-7. 85 (m, 3 H) , 8. 52 (d, J = 
6. 09Hz, 1H) , 8. 63 (bs, 1H) Jtfi^Mfi (E S I -MS, m 
/z) : 5 6 6 (M + + 1 ) 

mmm 1074 :n- 14 - r (6, 7 -v* b*is-4-*j u;to ?r^>] 

7x-M -N J - ( 2 -^^t^^-fry^;!/) f^-_fr_uz 

Tf3l£©2 -^<^;V^^i7-y-r vi?T*/y F (8 Omg) h;i/m> (2 0m 

I) s mk?-*-^ (1ml) §*Px. 1 0 0°C-?r lB^^»bfe 0 ^&&£^£b 

i7-y-r;i/ -f v^^r*— h^ii^bfeo 2 - * ^ ji^v y J ))s <iv?-x 

*sT^ — J— Jl (1ml) £»P£ii\ €^a4 - [ (6, V 

*c->-4-3rS U;V) Jr*cis~\ 7—V > (5 Omg) , h;i/^n> (5ml) N ^ 

(imi) ^m^u^2mmmnvtco ^m^mrnhm^titzm^ 

mM(Dik&W)%: 5 4 mgs W 6 8 X^mtzo 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 6 - 0. 8 9 (m, 4 
H), 1. 10 (d, J=6. 83Hz, 3H) , 1. 27-1. 32 (m, 5 
H), 2. 74-2. 76 (m, 1H), 3. 94 (s, 3H) , 3. 96 (s, 
3H), 6. 58 (d, J = 5. 97Hz, 1H) , 7. 31 (d, J = 8. 7 
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8Hz, 2H), 7. 42 (s, 1 H) , 7. 52 (s, 1H), 7. 78-7. 
82 (m, 3 H) , 8. 55 ( d , J = 5 . 37Hz, 1H) , 11. 50 (s, 
1 H) nm-frmU (E S I -MS, m/z) : 4 6 8 (M + +l) 

gjjMI 0 7 5 :N- {4- [ (6, Y**y-4-*J V JV) 

-2-7MP7xrjy} -N' -Y^m 4 frtttrVT 

TfJflR© Y^iJJJ y >7?*/v F (80mg) £ (20ml) s Mb^- 

(lml) *in*.l 0 0 °CT- 1 B^M&bfco bfcfeftfc 

ILL h'^>by-r;i/ ^vf^>7^-Mx^;-;Klml) 

^£^4 - [ (6, U;i/) 2r=^] -2-7;i/^"D- 

U > (50mg) s (5ml) s — ;v (lml) £?JQx.^^ 

$68 %T"f#fco 

1 H — NMR ( CD C 1 s, 400MHz) : 5 0. 86-0. 89 (m, 6H) , 
1 . 2 6 - 1. 2 7 (m, 6 H) , 1. 56-1. 64 (m, 1 1 H) , 4. 0 
9 (s, 3H) , 4. 17 (s, 3H) , 6. 78 (d, J = 6. 34Hz, 1 
H), 7. 08-7. 13 (m, 2H), 7. 26 (s, 1H), 7. 59 (s, 
1H), 8. 12 (bs, 1H), 8. 56 (d, J = 6. 34Hz, 1H), 
8. 62 (m, 1H), 8. 79 (bs, 1H) R*#*fffi (E S I -MS, m 
/z) : 5 5 6 (M + + 1) 

jijl 076 :N— {4 — [ (6, 7 -*J* h*^- 4-*S Ujk) ^^->1 

TfclK©^ h^^^y-f y^T^y F (80mg) fch;i/oz> (2 0ml) s ^ 
(lml) SiP^l 0 0°CT* lBSia&D&bfco ^£^*W#£>tifc 

ml) fc»JS¥<3r^ ^£^3 - [ (6, 7 -i?* 

T— U> (5 Omg) N h;i/^> (5 ml) s ( 1 m 
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1) £fln*Mt?2l£|@«#bfco SjSMIil§f)^l^§^nD*M 

1 H — NMR (CDCla, 4 0 0MHz) : 6 0 . 8 6-0. 8 9 (m, 3H) , 
1. 27 (m, 18H) , 2. 49 (m, 2H) , 2. 5 8 -2. 5 9 (m, 4 

H) , 4. 11 (s, 3H) , 4. 17 (s, 3H) , 6. 3 8 (m, 1 H) , 
7. 08-7. 11 (m, 2H) , 7. 35 (s, 3H), 7. 61-7. 63 

(m, 2 H) , 8. 1 7 (m, 1 H) MMfrtifm (E S I -MS, m/z) : 5 
8 4 (M + + 1 ) 

mmmi 077 :n- i 3 -^pp-4 - r (6, 7-^ h^>-4-^yu 

T$m(D2 - *=f-)\s^3c^r J 4 v>7T*yv Y (8 0mg) td h;i/^> (20m 

I) s m^^-K (1ml) £#n;t 1 0 0°CT* l»Ilfec M££^f£b 

ff&tife 2 -^^v^-yv ^D7^f F£fflvv£i£j;:^2 -^;l/'\:^f- 
■y-y-f;]/ -i vtt*/T*— hSiiSlbfco 2 -^^i-x^Itv-oi/ ^vft 

^>^^— h£:n^y — ;v (lml) ^;a3-^pd-4- [ (6, 

7-^* h^>-4-^y U;V) tf^] T— U> (5 Omg) , h;Vai> (5 
ml), rc^y— ;i/ (lml) §in^.^t? 2 B#P B m#bfco SJSS^llbi 

£t>*fMU $I©ft^i§4 4mgs lR^5 8%t!t#fco 
'H — NMR (DMSO-de, 4 0 0MHz) : 0 . 8 4-0. 9 4 (m, 5 
H) , 1. 03-1. 11 (m, 4H) , 1. 25-1. 59 (m, 4H) , 3. 
94 (s, 3H) , 3. 96 (s, 3H) , 6. 42 (d, J = 5. 37Hz, 
1H) , 7. 42 (s, 1H), 7. 47 (d, J = 8. 78Hz, 1H), 7. 
53 (s, 1H), 7. 70-7. 73 (m, 1H), 8. 17-8. 19 (m, 
1H), 8. 51 (d, J = 5. 12Hz, 1H), 11. 58 (s, 1H), 
12. 62 ( s, 1 H) WM^mM (ESI-MS, m/z) : 5 0 3 (M + + 
1 ) 

mmmi o i 8 ; n- (2-^pp^>v^^) -r - {4- r (6, 7 
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2< h*is-4-3cS Ujk) ^-^r->] -2,3 f2kZ x— M ^fr^T 7 

1) (1ml) ^ca4- [ (6, 7-^h^>- 

4-^'J;i/) t^ri/] -2, 3-^^^7-'J> (5 0mg), h;i/^> 
(5ml) N >>—;!/ (1ml) &AD£S$B-C2l#iail#Lfco SJ«£M& 

1 H — NMR (CDCL, 400MHz) : 52. 18 (s, 3H) , 2. 35 
(s, 3H) , 4. 07 (s, 6H) , 6. 35 (d, J = 5. 37Hz, 1 

H) , 7. 07 (d, J = 8. 54Hz, 1 H) , 7. 26 (s, 1H), 7. 
44-7. 49 (m, 2 H) , 7. 52-7. 57 (m, 3H) , 7. 61 (s, 
1 H) , 7. 68 (d, J = 7. 32Hz, 1H), 8. 48 (d, J=5. 3 
7 Hz, 1H) , 9. 4 1 (bs, 1 H) 5M#*ftii (ES I -MS, m/ z) 

: 5 2 3 (M + + 1 ) 

jjjl 0 7 9 : N— {4- [ ( 6 , Y**y-A-*J V )l) 

->] -2, 3-^^f;V7i-M — N J - (3-^fM>^;i/) f^£_uz 

rffI£CD3 1 -^>Hf ^fV^t^T^-h (5 0// 

I) — ;i/ (1ml) fc*»$-tt- N ?u^4- [ (6, 7-S>* h=^>- 
4 -^y >J;V) ^-^^>] - 2 , 3-^^^V7-iJ> (5 0mg), h;v^> 

(5ml) N (1ml) *iP^.^Mt? 2 R#M# Lfeo SJ«£MtS 

— fc«fct)*il«iU ii0M*6 4mg, iR*8 3%Tf#feo 
1 H — NMR (CD C 1 3, 400 MHz) : 62. 24 (s, 3H), 2. 34 
(s, 3H) , 2. 47 (s, 3H) , 4. 07 (s, 6 H) , 6. 35 (d, 
J = 5. 37Hz, 1H), 7. 06 (d, J = 8. 54Hz, 1H), 7. 2 
6 (s, 1H) , 7. 4 3-7. 4 9 (m, 3H) , 7. 55 (d, J = 8. 7 
8Hz, 1H), 7. 61 (s, 1H), 7. 71-7. 74 (m, 2H) , 8. 
48 (d, J = 5. 12Hz, 1H), 9. 23 (s, 1H) Jlfi#*/rfg (E S 
I-MS, m/z) : 5 0 2 (M + +l) 
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mtMMl 080 : N- {4- [ (6, 1 b^-js- Ujk) 

->1 -2, 3 -^^^-;i/7^n;i/> -N J - ( 4 -p< ^-;i/^> W ;V) tttfV? 

l^m.(D4-^^-JV- 1 -^>-if ^Vf-t^T^-h (5 0/z 
1) ;V (1ml) - [ (6, 7-^^ h^>- 

4-=^y 7|-^r^] -2, 3-^W-'J> (5 0mg)s h;i^> 

(5ml), x^;-;Klml) %iP^.^MT 2 «p|ffl»#bfco RJfoWl*&ffi 

'H-NMR (CDCL, 4 0 0MHz) : 6 2 . 18 (s, 3 H) , 2. 33 
(s, 3H), 2. 47 (s, 3H), 4. 07 (s, 6H) , 6. 35 (d, 
J = 5. 37Hz, 1H) , 7. 26 (s, 2H), 7. 37 (d, J = 7. 8 
1Hz, 2H) , 7. 44 (s, 1H) , 7. 54 (d, J = 8. 78Hz, 1 
H) , 7. 61 (s, 1H) , 7. 83 (d, J = 8. 29Hz, 2H) , 8. 
48 (d, J = 5. 37Hz, 1H) , 9. 22 (bs, 1H) HM^M (E 
SI-MS, m/z) : 5 0 2 (M + +l) 

mmmi o 8 1 : n- {4- [ (6, i-*?* v**/- a-*; 

->] -2, 3 f^kZ ^-M -N J - (4-— hP^>^;i/) ^-a-fri/T* 

rfJ|M©4-— h D- 1 -^>-i? >>b;i/**— ;i/ >fV^t^7^- h (3 0m 
g) ^m^y— ;i/ (1ml) fci^^^s ^£-n4- [ (6, 7-*?* h^>- 
4-^yj;i/) t#^>] - 2, 3 U > (5 Omg) N h;i/3i> 

(5mi) s (imi) ^m^Mu^2mmmwvfz 0 j^mm^mm 

1 H-NMR (CDC la, 400MHz) : <5 2 . 42 (s, 3H) , 2. 34 
(s, 3H), 4. 07 (s, 6H), 6. 35 (d, J = 5. 12Hz, 1 
H) , 7. 07 (d, J = 8. 54Hz, 1H), 7. 27 (s, 2H) , 7. 
44 (s, 1H), 7. 52 (d 3 J = 8. 54Hz, 1H), 7. 61 (s, 
1H), 8. 17 (d, J = 9. 03Hz, 2H), 8. 42 (d, J=9. 0 
3Hz, 2H) , 8. 48 (d, J = 5. 12Hz, 1H) WMttffim (ESI 
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-MS, m/z) : 5 3 3 (M + + 1) 

mntni o 8 2 : n- (4-^pp^>^/i/) -r - {4- r (6, 7--^ 

* h^r->-4 ^-^r->] - 2 , 3 - *J * 5^1/ 7 ^=-)V\ ?#t>lsT 
r|?|g©4 -^DD- 1 -^>-fe?>#;i/:*;-;]/ -fV^t^T^- b (5 0/z 
1) ;i/ (1ml) t}gj§?£# s ^c-\4- [ (6, 1 -*J* Y*ci/- 

4-*S V)V) *3ris] - 2 , 3-^^7^iJ> (50mg) s b;i^> 
(5ml) s (1ml) •&m^mW ! r£ 2 B#|faj*# bfeo 

1 H — NMR (CDC la, 400 MHz) : 52. 19 (s, 3H), 2. 33 
(s, 3H) , 4. 06 (s, 6H) , 6. 35 (d, J=5. 12Hz, 1 

H) , 7. 06 (d, J = 8. 54Hz, 1H), 7. 26 (s, 1H), 7. 
44 (s, 1H), 7. 51-7. 56 (m, 3H), 7. 61 (s, 1H), 
7. 89 (d, J= 1 1. 22Hz, 2H), 8. 48 (d, J = 5 . 37Hz, 
1H), 9. 22 (bs, 1H) WMfrffim (E S I -MS, m/z) : 5 2 3 
(M + -hl) 

mmmi o 8 3 : n- o-^ppo^/i/) -n* - {4- c (6, 7-5? 

Tf?|g©3 -^DD- 1 -^>-b? ^V^^>7^ - h (5 0 ju 

I) §x^y-/l/ (1ml) fc}tJW£iJ\ ^£-\4- [ (6, h^>- 

4-^yu;i/) ^=^>] -2, 3-^W->J> (5 0mg), h;i/^> 

(5 ml) s (1ml) £#n£^T 2 Bf P B m#Lfc 0 fcti&WL^BM 

-tiDIMU mm(Dlk^%7 Omgs W 8 7 

'H-NMR (CDC la, 400MHz) : 52. 19 (s, 3H), 2. 33 
(s, 3H), 4. 07 (s, 6H), 6. 35 (d, J = 5. 37Hz, 1 
H), 7. 06 (d, J = 8. 54Hz, 1H), 7. 26 (s, 1H), 7. 
44 (s, 1H), 7. 49-7. 54 (m, 2H), 7. 61 (s, 1H), 
7. 65 (d, J = 9. 03Hz, 1 H) , 7. 80 (d, J=10. 49Hz, 
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1H) , 7. 95 (s, 1H) , 8. 48 (d, J = 5. 12Hz, 1H), 9. 
2 4 (b s, 1 H) WMfrtifm (E S I -MS, m/z) : 5 2 3 (M + + 1 ) 

mmm 1 o 8 4 : n-^>w;v-n j - {4- r ( 6 , 7 h*->- 4- 

jpy 'J/1/) ^->1 -2, 3-^^f;i/7x-M ^^i^t 
rUl£© l -f V3^>T*— h (5 O/zl) ;v 
(lml) ^^a4- [ (6, 7-^p< h^>-4-3^ * 

3^>] - 2, 3-^^;VT-'J> (5 Omg) » h;i/^> (5ml) s J 
(lml) §iP^^T2B#M#bfco K«£vMU#£;ftfcgl££^ 

^(Dik&^O^: 5 0 m gs iRsjs 6 7 tz 

1 H — NMR (CDC la, 400 MHz) : 6 2. 19 (s, 3H) , 2. 34 
(s, 3H) , 4. 07 (s, 6H) , 6. 35 (d, J = 5. 37Hz, 1 

H) , 7. 06 (d, J = 8. 54Hz, 1H), 7. 26 (s, 1H), 7. 
44 (s, 1H) , 7. 49-7. 61 (m, 4H), 7. 67-7. 70 (m, 
1H), 7. 94 (d, J = 8 . 54Hz, 2H), 8. 48 (d, J = 5. 3 
7Hz, 1H) , 9. 27 (bs, 1H) fCS^IfHii (ES I -MS, m/z) 

: 4 8 8 (M + + 1 ) 

mmm 1 o 8 5 : n- \a - r ( 6 , 7 v**/- u;v) ^ 

Tfj|gcD2 -p<^;v- 1 -^>-if >^;v^— ^fV^>7^- b (5 0^ 

I) (lml) ^^4- [ (6 , 7-^h^>- 
4 -dpy t;;v) ^-if-e/] -2 , 3-^^V7-'J> (5 0mg) s h;P:n> 

(5mi) s m^y— ;v (lmi) ^uxmu.^ 2mmm^Ltzo ^.mm.^mm 



'H-NMR (CDCL, 400 MHz) : 2 . 19 (s, 3H), 2. 35 
(s, 3H), 2. 59 (s, 3H), 4. 07 (s, 6H), 6. 35 (d, 
J = 5. 37Hz, 1H) , 7. 07 (d, J = 8. 78Hz, 1 H) , 7. 2 
6 (s, 1H) , 7. 3 3- 7. 3 6 (m, 2H) , 7. 4 5 -7. 4 9 (m, 
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2 H) , 7. 55-7. 61 (m, 3 H) , 8. 48 (d, J = 5 . 12Hz, 
1 H) , 8. 9 6 (b s , 1 H) nmmftm (ESI -MS, m/z) : 5 0 2 
(M + + 1) 

mmmi o 8 6 : n- (2, 4-^^pp^>vv;v) -r - {4- c (6, 

7-^^f»->-4-^;'JJl/) ^-^r->] -2, 3 

Tf5lK£D2, 4 -y^nn- 1 -^>-t? ytDV^-fy ^D7^f F (80mg) 

— h^iiMbfeo 2, 4-^^dd-i-^>€>»-ji' -fy^-^* 

— ;v (1ml) izmm^^ ^£^4- [ (6, 7-^p< h^>- 
4-^py'J/l/) - 2, 3-^W-'J> (5 0mg)s h;i/^> 
(5ml) s (1ml) £#Q;t^T' 2 B£F^#bfc 0 M^^MIS 

1 H — NMR (CD C Is, 400 MHz) : 6 2. 19 (s, 3H), 2. 37 
(s, 3H), 3. 35 (s, 6H) , 6. 70 (d, J = 6 . 59Hz, 1 
H), 7. 11 (d, J = 8. 54Hz, 1H), 7. 34 (dd, J = 1. 9 
5, 8. 29Hz, 1H), 7. 45-7. 48 (m, 2H), 7. 56-7. 
72 (m, 5H), 8. 54 (d, J = 6 . 31Hz, 1H) «S##HB (E S 
I -MS, m/z) : 5 5 7 (M + + 1 ) 

gUBMi 0 8 7 :N- (4- [ (6, h*»>-4-*S U;V) 

$/] - 2, 3_ = ij£2i±2kZJE^2k} -N' ~ (4-^ h^r->^>W;i/) 

TUISCD4 h3^>- 1 -^>Hf >*;i/^n;i/ ^D7-fF (80mg) 

^bfeo 4-;* h3^>- 1 -'OH? >*;v^-;i/ ^fv^^7^-h^x^y 

(lml) fc:?§jS¥*-frs ^^^4- [ (6, 7-^ h^>-4-^y U 
;V) Ti-^r^] -2, 3-$>*?-;i/7\=>;> (5 Omg) N b)l*.> (5ml) s 

(lmi) %m?Lmu-v2mmm&vfz 0 Ejfom&m*6L&t>tifcm 
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1 H — NMR (DMSO-de, 4 0 0MHz) : <5 2 . 09 (s, 3H) , 2. 
22 (s, 3H) , 3. 86 (s, 3H) , 3. 95 (s, 6H) , 6. 29 

(d, J = 5. 37Hz, 1H) , 7. 06-7. 12 (m, 3H) , 7. 40 
-7. 46 (m, 2H) , 7. 57 (s, 1 H) , 8. 05 (d, J = 9. 03 
Hz, 2 H) , 8. 47 (d, J = 5. 37Hz, 1H), 11. 47 (bs, 
1 H) , 3. 9 5 (b s, 1 H) m&frffim (E S I -MS, m/z) : 5 1 8 

(M + + 1 ) 

mnmi o 8 8 : n- (2, -N' - f 4 - [ (6, 

1/7 

Tfa|g(D2, 4 -^7MO- 1 -t>Hf >5b;V/Jf- )]/ ^7D7^F (8 0m 

i/7^-MiIlfeo 2, 4-^^;i/^-D- 1 -^>-fc? >>b;i/^fn;i/ ^fv^ 
*->7^— h&^&S— (1ml) fc$gjS¥<*1i\ ^1^4- [ (6, 
h3^>- 4-3^ ;T^>] - 2 , 3-^W->J> (5 0mg)s h 

(5ml) ^ rc^y— ;i/ (1ml) £#nx.^T 2 BfM^Lfco fcjfoffi. 

'H-NMR (CDC 1 3, 400MHz) : 52. 17 (s, 3H), 2. 34 
(s, 3H), 4. 09 (s, 3H), 4. 11 (s, 3H), 6. 49 (d, 
J = 6. 59Hz, 1H), 6. 87-6. 93 (m, 2H), 6. 99-7. 
15 (m, 2H) , 7. 2 6 -7. 3 0 (m, 1 H) , 7. 5 7 - 7. 6 4 (m, 
2H), 8. 09-8. 17 (m, 2H), 8. 49 (d, J=6. 58Hz, 
1 H) WMfrmM (E S I -MS, m/z) : 5 2 4 (M + + 1) 

mmm 1 o 8 9 : n- (4-^pp^>^^) -r - f 4 - r ( 6 , 7 -s? 

rM<D 4 - ^ p n - 1 -^>-fe? >±/;i/^-;p -fvf-t^T^ - h (50// 
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1) JV (1ml) IzmM^^ ^Z.^4- [ (6, h*is- 

4 -*c J U;i>) ^3^>] - 2 -^^V7-'J > ( 5 Omg) N h;i/x.> (5m 
1) , x ^ (1ml) *Jn^Sfi-C2KFBaat#bfco KJSS^IiUff, 

*5*lfMU mMcDik&m* 4 6mgs 4W5 6 %Tf#fco 

1 H — NMR (CDCla, 4 0 0MHz) : 2 . 29 (s, 3H) , 4. 04 
(s, 3H) , 4. 06 (s, 3H), 6. 59 (d, J = 5. 37Hz, 1 

H) , 7. 09-7. 12 (m, 2H) , 7. 26 (s, 1H) , 7. 44 (s, 
1H) , 7. 5 3- 7. 5 8 (m, 3H) , 7. 8 3-7. 8 9 (m, 3 H) , 
8. 53 (d, J = 5. 37Hz, 1H) , 9. 19 (b s, 1H) Hfi^ffffi 

(ESI-MS, m/z) : 5 0 9 (M + +l) 

mmm 1090 :n- {4- c (6, 7 h^>- 4 u;v) £j£ 

->] - 2 x_M -n j - ( 2 -^^-;i/^>yy ;i/) ^^-^i^t 

TfjISCD 2 1 -^>^>^;i/^— ;i/ -fVft^7^-F (5 0^ 

I) )\y (1ml) izmm^^ ^Z\^4 - [ (6, h^- 
4-*; U;P) ;^3^>] - 2 -^f/V7- U > ( 5 Omg) \ hJV^> (5m 
1) s JV (1ml) &to%.&M.-V2mffl&tWLtco KJt6$S£$ft»LI#& 

DiiU 4 6mg s *K*5 9 %T^#feo 

1 H — NMR (CD C la, 400MHz) : 6 2. 41 (s, 3H) , 2. 58 
(s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 59 (d, 

J=5. 37Hz, 1H), 7. 09-7. 12 (m, 3H), 7. 26 (s, 

1H), 7. 34-7. 35 (m, 1H), 7. 44 (s, 1H), 7. 48 
(t, J = 7. 56Hz, 1H) , 7. 53 (s, 1H), 7. 59 (d, J = 

7. 8 1 Hz, 1H), 7. 84 (d, J = 8. 54Hz, 1H), 8. 53 
(d, J = 5 . 12Hz, 1H), 8. 95 (bs, 1H) RS#$rlii (ESI 

-MS , m/z) : 4 8 8 (M + + 1 ) 
jjfll 0 9 1 : N- {4- [ (6, 7-S^ h^r->-4-^y jjjk) 

->1 -2-^jl/7x_M -n j - ( 3 -7;i/^-p^>vV;i/) ^frl/T 
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rUIgCD3-7;i/^-D- 1 ^D7^f F (80mg) ^ffl 

( lml) l3^$P£^ ^£-\4- [ (6, h^>-4-^y U 

;V) ^3=-^] - 2 U > (5 Omg) , h;V^> (5ml) s 

-;p (lml) §in^.^T2^p^it#bfeo HjSM£«iU#k*ifca££^ 

McD^tJ^ 6 4mgs Ms 8 1 %Tf#feo 

1 H — NMR (CDC la, 400 MHz) : S 2. 39 (s, 3H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H), 6. 59 (d, J = 5. 37Hz, 1 
H), 7. 09-7. 12 (m, 2H) , 7. 26 (s, 1H) , 7. 36-7. 
41 (m, 1H) , 7. 44 (s, 1H) , 7. 5 3-7. 5 9 (m, 2 H) , 

7. 66-7. 71 (m, 2H) , 7. 84 (d, J = 8. 29Hz, 1H) , 

8. 54 (d, J = 5. 12Hz, 1H), 9. 19 (bs, 1H) Jgfi#*ffii 
(E S I -MS, m/z) : 4 9 2 (M + + 1 ) 

mmmi 092 : n- {a - r (6, 7-*?* v**/- 4-^y u;v) ^ 

->] - 2 ->< -N J - (4 hP^>vV;i/) ^fri^r 

r(5^©4-— hD- 1 -^>-t? >^;i/^-;i/ -fV^^T^-h (3 0m 
g) ^rn^y— ;i/ (lml) fc$§flP&-U\ ^^^4 - [(6,7 -P* h3^>- 

4 -^y >;;i/) ^-^^>] - 2 u > ( 5 Omg) \ h;i/^> (5m 

i) s (imi) ^ijDx^s-^2^^s#bfeo Bimm*mm\,mt> 

'H-NMR (CD C la, 400MHz) : 6 2 . 39 (s, 3H), 4. 05 
(s, 3H), 4. 06 (s, 3H), 6. 59 (d, J = 5. 37Hz, 1 
H) , 7. 11-7. 13 (m, 2H) , 7. 26 (s, 2 H) , 7. 44 (s, 
1H), 7. 52 (s, 1H), 7. 83 (d, J = 8. 54Hz, 1H), 8. 
13 (d, J = 9. 03Hz, 2H) , 8. 42 (d, J = 8. 78Hz, 2 
H), 8. 54 (d, J = 5. 37Hz, 1H) W&frffilM (E S I -MS, m 
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/z) : 5 1 9 (M + + 1 ) 

mnm 1093 :n- {4- r (6, 7 -y* v^is- 4-*; 

7t?^CD4-7;i/^-D- 1 -^yMlyfy)^=.)]y ^7D7^F (80mg) 

— ;i/ (lml) *£^4- [ (6, 7-^ h^r^-4-^y U 

;f 3^>] - 2 > ( 5 Omg) , h;i/^> (5ml) ^ 

(lmi) ^m^u-^2mmmn^ 0 ^mm^mmvm^titzm^^^ 

1 H — NMR ( CD C 1 3, 4 0 0MHz) : 6 2 . 3 9 (s, 3H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H), 6. 59 (d, J = 5. 37Hz, 1 
H) , 7. 09-7. 12 (m, 2 H) , 7. 2 3-7. 2 8 (m, 3H) , 7. 
44 (s, 1H) , 7. 53 (s , 1 H) , 7 . 84 (d, J = 8. 29Hz, 
1H) , 7. 96-7. 99 (m, 2 H) , 8. 53 (d, J = 5 . 37Hz, 
1H), 9. 19 (bs, 1H) IlMtt (E S I -MS, m/z) : 4 9 2 
(M + + 1 ) 

mmmi 0 9 4 :N- f4 - [ (6, 7-j>* h**>- 4-* J U;i/) 

sy] - 2 -jt^jv? ji— ;i/> -N' - ( 2 -^;i/^-p^>vV;i/) ^^7 1/7 

r$m(D 2 - 7 J]sjrn - j]s ^P7^fF (8 Omg) 

i^SKfc^ 2 -:7;i/;tP- 1 >*;i/^-;i/ j v3-frlsT^—y%m 

— ;b (lml) £^)3?£^ ^ -^4 - [ ( 6 , 7-S^ h3^>_4-^y y 
;i/) ;t3^>] - 2 -^^7- U > ( 5 Omg) s h;i/ai> (5 ml) , ai^y 

— )v (lmi) %i}\\X'£u-£2mmm.nLtzo Rmm^mmLm^titzB^^y 

M<7>fb-£rtJ£ 4 lmgs 1R*5 2%Trf#fco 

1 H — NMR (CDC la, 400MHz) : 5 2. 39 (s, 3H), 4. 05 
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(s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, J = 5. 37Hz, 1 

H) , 7. 09-7. 12 (m, 2 H) , 7. 24-7. 29 (m, 3 H) , 7. 
39 (t , J = 7. 6 8 Hz, 1 H) , 7. 44 (s, 1 H) , 7. 53 (s, 
1H) , 7. 64-7. 69 (m, 1H) , 7. 86 (d, J=8. 29Hz, 
1H), 8. 12-8. 16 (m, 1H), 8. 53 (d, J = 5. 12Hz, 

1 H) W&frtifB (E S I -MS, m/z) : 4 9 2 (M + + 1) 

HMfll 1 0 9 5 : N- {4 - [ ( 6 , 7 h=fr->-4 U;iQ £jP 

->] -2-^^7i^} -N J - (4-;* h^->^>V^;t/) t^frlxT 
lftffi.(D4 1 ;i/ ^dv^F (80mg) £fflV^ 

bfeo 4 h 3f->- 1 -son ;i/ -f V^^T*— — 
;Mlml) tWts ^^^4- [(6, 7-^h^>-4-^'J;i/) 

3- 3^>] - 2 -p<^-;i/T— U > (5 Omg) \ h;i^> (5ml) N ^ J— )V 
(lml) &Jn*£fiT?2l#ra*#b;fco SJStt&*»U3&;»i;fca£**nn 

1 H — NMR (CDCL, 400 MHz) : 6 2 . 40 (s, 3H) , 3. 92 
(s, 6H), 4. 05 (s, 3H), 7. 03-7. 11 (m, 4H), 7. 
26 (s, 5H), 7. 56 (s, 1H), 7. 90-7. 92 (m, 3H) 1 
IMI (ESI-MS, m/z) : 5 04 (M + +l) 
jjjl 0 9 6 : N- {4 - [ ( 6 , 4 Ujk) ^"^ 

Tf?IgcD4-^^-;i/- l -^<>^>^;i/^— ;i/ ^vft^>7^-h (5 0^ 

I) — ;i/ (lml) fc$gfi¥<*-£ N -^£^4- [ (6, 7-^ h3^>- 

4- 3V U;V) ;t^>] -2-^^;i/T-U> (50mg) s h;i/^> (5m 
1) N ;i/ (lml) £ira£^M^ 2 H#Rg«#bfco SJ»£vf$BU#£> 

t)»»U S00lb^M4 4mg N 4»5 6%Tt#feo 

1 H — NMR (CDC Is, 400MHz) : 5 2. 39 (s,3H), 2. 47 
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(s, 3H) 5 4. 05 (s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, 
J = 5 . 3 7 H z , 1 H) , 7. 08-7. 12 (m, 2 H) , 7. 26 (s , 
1 H) , 7. 36 (d, J = 7. 81Hz, 2H) , 7. 44 (s, 1 H) , 7. 
53 (s.'lH), 7. 81-7. 86 (m, 3H) , 8. 53 (d, J = 5. 
12Hz, 1 H) , 9. 19 (s, 1H) K*#*r« (E S I -MS, m/z) 
: 4 8 8 (M + + 1) 

^fl60d 1 0 9 7 : N- ( 2-^PP^>^;i/) -N' - -f 4 - [ ( 6 , 7 -*> 

$|R0 2 - ^ D D - 1 -^>^>*;V5|?r;i/ ^fVft^>7^- h (50// 
1) ;i/ (1ml) -€£^4- [ (6, 7-iMh3^- 

4 -^y y;i/) - 2 y > ( 5 Omg) N h;i/x> (5m 

1) s az^y— ;i/ (1ml) SJp^^MT? 2 B§^Ji#bfco R«£MU#e> 

'H-NMR (CD CI 3 , 400MHz) : <5 2 . 41 (s, 3H), 4. 05 
<s, 3H), 4. 06 (s, 3H), 6. 59 (d, J = 5. 12Hz, 1 

H) , 7. 09-7. 12 (m, 2 H) , 7. 26 (s, 2H) , 7. 44-7. 
48 (m, 2H) , 7. 5 3-7. 5 4 (m, 2H) , 7. 82 (d, J = 7. 
08Hz, 1H) , 7. 88 (d, J = 8. 54Hz, 1H), 8. 54 (d, 

J = 5. 12Hz, 1H), 9. 38 (bs, 1H) StMiB (ESI-MS, 
m/z) : 5 0 8 (M + + 1 ) 

mmmi o 9 8 ; n- {4- c ( 6 , 7-^ h*ts- 4-*j yjk) a - ^ 

T$mcD3 1 -^<>-if >3b;i/>J?— ;i/ >fVft^7^ - h (5 0// 

I) £^c#y — ;i/ (1ml) «$P£-y\ ^3^4- [ (6, 7-5>* h=^>- 
4 -^y y;i/) ^-^r^] - 2 -^f/V7- U > ( 5 Omg) s h;i/^> (5m 
1) N (lml) *JniL^M7?2KfHat#bfco SJft?«yf $IU# £> 
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'H-NMR (CDC Is, 400 MHz) : 6 2. 39 (s, 3 H) , 2 . 47 
(s, 3H) , 4. 05 (s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, 
J = 5 . 37Hz, lfl) , 7. 09-7. 12 (m, 2 H) , 7. 26 ( s , 
1H) , 7. 44-7. 49 (m, 3H) , 7. 53 (s, 1H) , 7. 7 1- 
7. 74 (m, 2H) , 7. 87 (d, J = 8. 29Hz, 1H) , 8. 53 
(d, J = 5. 37Hz, 1H), 9. 21 (bs, 1H) JtM^Jffit (ESI 
-MS, m/z) : 4 8 8 (M + +l) 

mmmi 099: N-^>^-f;t/-r - {4- [ (6, h^>-4- 

lUflE© 1 -^>-b? >f Vft^T*- h (50^1) ^rn^y — 

;v (1ml) £$§Ji?£-8\ -?^ — 4 - [ (6, 1 -V* b*is- A-*J V )]/) 
-2 -^fJl/7-'J > (5 Omg) \ (5ml) N ^ J— ;i> 

(lml) &JrajtSffiT2ll#IHI»#bfco KJfc*%^bte&ftfcS;*S*Pn 

4mg, JK*5 8%-£f#fc 0 
1 H-NMR (CDC 1 3, 400MHz) : 52. 39 (s, 3H), 4. 05 
(s, 3H), 4. 06 (s, 3H) , 6. 59 (d, J=5. 37Hz, 1 
H), 7. 09-7. 12 (m, 3H), 7. 25 (s, 1H), 7. 44 (s, 
1H), 7. 53 (s, 1H), 7. 58 (t, J = 7. 08Hz, 2H), 7. 
68 (t, J = 7. 32Hz, 1H) , 7. 86 (d, J = 8. 29Hz, 2 

H) , 7. 94 (d, J = 8. 54Hz, 1H), 9. 23 (bs, 1H) fl 
#*Jffii (ESI -MS, m/z) : 4 7 4 (M + + 1 ) 

gMO 1 0 0 : N- Q-^PPOVV^) -N J - {4- [ ( 6 , 7 -V 

iUIg©3-^Dn- 1 -^>-t?>#;i/^;i/ -fvft^r*- h (50// 

I) — ;i/ (lml) fc$gJS?;*1i\ ^£^4- [ (6, 7-^p< ^3^>- 
4-^y >j;i/) 2J"^>] - 2 U > (5 Omg) s h;i/3i> (5m 
1) s )V (lml) §JP^^M7?2^ai#bfeo M«tl»lll?> 
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1 H — NMR (CDC la, 400MHz) : 6 2. 39 (s, 3H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, J = 5. 1 2 Hz, 1 
H) , 7. 09-7. 12 (m, 2H) , 7. 27 (s, 1H) , 7. 4 4 (s, 
1 H) , 7. 49-7. 54 (m, 2 H) , 7. 65 (d, J = 8 . 05Hz, 
1 H) , 7. 79 (d, J = 8. 29Hz, 1 H) , 7. 85 (d, J = 8. 5 
4Hz, 1H) , 7. 95 (s, 1H) , 8. 53 (d, J = 5. 37Hz, 1 

H) , 9 . 19 (bs, 1 H) M#*ftt (ESI -MS, m/z) : 5 0 8 
(M + + 1 ) 

M! 1101 :N- f2-^PP-4- [ (6, 7-^p< h^>-4-^y 

?UJKco2 1 ^fv^t^>7^ - h (50// 

I) — ;i/ (1ml) (3^^^ ^^a2 -^pd-4- [ (6, 7- 
2^ b=^>-4-^y U;i/) jfr^] T-U> (5 Omg) „ h;i/Ji> (5m 

i) s jv (imi) &Dnz.muT*2mmmnvfzo znfomzmmu^z 

DlitMU »M§4 0mg s M£5 2%-e : f#fco 
'H-NME (DMSO-dt, 400 MHz) : 6 2 . 64 (s, 3H), 3. 
92 (s, 3H), 3. 93 (s, 3H), 6. 60 (d, J=5. 12Hz, 
1H), 7. 19-7. 21 (m, 2H), 7. 34 (m, 2H), 7. 41- 
7. 47 (m, 3H) , 7. 52 (m, 2H) , 8. 16-8. 20 (m, 1 
H) , 8 . 5 2 - 8. 5 3 (m, 2 H) MMfrffim (E S I -MS, m/z) 
: 5 0 8 (M + + 1 ) 

g%MJ= 102 :N- { 2 P P - 4 - [ (6, 7 Y^s-A-*; 

u;i/) 7 -n' - (4-^^;k>vV;i/) ^a-fri/y 

HJIKCD4 1 -^>Hf ;i/ -fvft^7^-h (50^1) 
)l (1ml) izmmg&s ^ua2-^dd-4- [ (6, 7 -it* 
V*t/-4-*; U;i/) 3"3^>] T-U> (5 Omg) \ h;i/rc> (5ml) N 
^ y -;b (1ml) %MZ.&MrC 2 IH»bfc 0 £J&tt$&*fi U# 6 Hfcgl 
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Us ^ja©-fb-64»* 3 8mg. I&*4 9%Tl#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 2 . 41 (s, 3 H) , 3. 
94 (s, 3H) , 3. 97 (s, 3H) , 6. 69 (d, J = 5. 37Hz, 
1 H) , 7. 33-7. 37 (m, 4H), 7. 44 (s, 1H), 7. 54 

(s, 1H) , 7. 60 (d, J = 2. 6 8Hz, 1 H) , 7. 94 (d, J = 
8. 29Hz, 1H) , 8. 14 (d, J = 9. 03Hz, 1 H) , 8. 59 

(d, J = 5. 37Hz, 1H) , 11. 74 (s, 1H) , 12. 75 (s, 
1H) MMfrmM (E S I -MS, m/z) : 5 0 9 (M + +l) 
mfami 103 :N- {2-j/PP-4- [ (6, 7 -V* Y^y-A-^rJ 

rja|g©2 b*is- 1 -^>-fe*>*;V^— ;V ^D7^F (80mg) 
V^i$U3#£^ 2 h - 1 yts)V^—)\y ^ V^^T^ — h 

MVfco 2 h^>- 1 -^>Hf ;i/ -f v^^T*— h^ai^y 

( lml) J^MP^-frs ^^2-!?DD-4- [ (6, 7-S^ h3^>- 

y;io ;t^>] u > (5 Omg) s h;i/^> (5 mi) s — 

;v (imi) ^snx.^fi^2Btra#bfco &}&m&mmLm%tifrmg%7v 

(7>fb-£r«3 6 nigs J&*4 5%t?t#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : c5 3 . 95 (s, 3 H) , 3. 
96 (s, 3H) , 4. 04 (s, 3H), 6. 42 (d, J = 5. 12Hz, 
1H), 7. 18 (t, J = 7. 69Hz, 1H), 7. 30 (d, J = 8. 5 
4Hz, 1H) , 7. 41 (s, 1H), 7. 48 (d, J = 8. 76Hz, 1 
H), 7. 52 (s, 1H) , 7. 68 (t, J = 6. 96Hz, 1H), 7. 
76 (dd, J = 2. 5 6, 8. 9 0 Hz, 1H), 7. 94 (d, J = 7. 8 
1Hz, 1H), 8. 20 (d, J = 2. 44Hz, 1H), 8. 49 (d, J 
= 5. 12Hz, 1H), 11. 29 (s, 1H), 12. 62 (s, 1H) S 
mfrffim (ESI -MS, m/z) : 5 2 5 (M + + 1) 
H»J 110 4 : N- (2-^PP^>^;i/) -N' - {2-^DD-4- 
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Tfj|&©2 -Zuu- 1 JV^-jv ^fV^^7^-h (5 0// 

1) £:t#y— ;v (1ml) ^d^2-^DD-4 - [ (6, 7- 

^ b3^>- 4 -=3py U;v) T-U > ( 5 Omg) N h;i/x> (5m 

1) s rc^y— ;i/ (1ml) *JnitSfiT2KflHit#bfco K)fcift*$ft»W*e> 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 93 (s, 3 H) , 4. 

05 (s, 3H) , 6. 67 (d, J = 5. 12Hz, 1H) , 7. 20 (d, 
J = 7. 81Hz, 1H), 7. 3 2 -7. 3 6 (m, 2 H) , 7. 43 (s, 
1 H) , 7. 47 (s, 1 H) , 7. 54-7. 66 (m, 2 H) , 7. 67 
(d, J = 6. 59Hz, 1H), 8. 13 (d, J = 8. 78Hz, 1H), 
8. 5 8 (d, J = 5 . 12Hz, 1H), 12. 23 (s, 1H), 12. 3 

6 (s, 1 H) mmftffim (SSI-MS, m/z) : 5 2 9 (M + + 1 ) 
jijl 10 5 : N- {4- [ (6, h^ris- A-^-J UJk) 

->1 - 2, 3j^2i±2kZ^^2kl -N' - ( 2 ;vT-b^-;i/) f^fru 

T_ 

lftm<D2-'7*—Jl/x.*SJ}]/ ^H7^F (8 Omg) £flH>:fcftRfc:fi£^ 2 
-7xr;i/x^y-f/l/ ^fV^m-h^ilbfeo 4- [ (6, 7-£M 
h^^-4-=¥y U;i/) -2, 3-^^^-;i/T-U> (50mg) £h 

(5ml) s rc^y— ;i/ (lml) {3^^^fef^ s rc^y— ;b ( l m 
1) fc«P£i*fc2 -7 x-^x^^;i/ y^tfS/T*— h^iP^MT 2 

^<J*WD7h^77^-{:J:!5MU SM©^tl§4 4mgs i&*5 

8 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 8 (s, 3H) , 2. 
15 (s, 3H), 3. 85 (s, 2H), 3. 94 (s, 3H) , 3. 95 
(s, 3H) , 6. 28 (d, J = 5. 12Hz, 1 H) , 7. 08 (d, J = 
8. 54Hz, 1H), 7. 27-7. 41 (m, 7H) , 7. 57 (s, 1 
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H) , 8. 4 7 (d, J = 5. 37Hz, 1 H) , 11. 75 (bs, 1H) , 
12. 01 (bs, 1 H) MAfrmM (ESI -MS, m/z) : 5 0 2 (M + + 
1) 

mmmi 106 : N- {2-^pp-4- r (6, a-*; 

z. 

tUI£©3 -^>^o^>^;V7°D7iy-r;i/ ^D7^ K (80mg) £J3i^:£iiK 
fcfifc^ 3 -^^n^>5 L ;vrn^NV'i';i/ 4 v^l^T^— h ^fS^bfeo 3- 
i/^p^>f/V7°P/V^;v ^fVft^7^-f^x^y-;v (1ml) fc$8 
fP;*^ ^3a2-^PP-4- [ (6, 7-^l>^-4-^'J;i/) 

r-U> (5 Omg) . h;i/rn> (5ml) s oz^y— ;v (1ml) £Jnx. 

lR^4 1 o 

1 H — NMR (DMSO-de, 400 MHz) : 6 1 . 11 (m, 2H), 1. 
4 9-1. 61 (m, 7H) , 1. 63-1. 79 (m, 4H), 3. 92 (s, 
3H), 3. 93 (s, 3H) , 6. 65 (d, J = 5. 37Hz, 1H), 7. 
31 (d, J=l 1. 71Hz, 1H), 7. 47 (s, 1H), 7. 48 (s, 
1H), 7. 58 (d, J = 2. 68Hz, 1H), 8. 12 (d, J = 8. 7 
8Hz, 1H), 8. 56 (d, J = 6. 83Hz, 1H), 11. 67 (s, 
1 H) , 12. 53 (s, 1 H) mmfrffim (ESI -MS, m/z) : 5 1 5 
(M + + 1 ) 

mmmi 1 o i \ n-^>vv;i/-n j - {2-^.pp-4- [ (6, 7 --v* 

mfc(D l -^>-t? >*;i/^-;v -fv^t^>7^-h (50//1) §x^;- 

;V (lml) fc^?^^Ts ^u^\2-^DP-4 - [ (6, h3^>-4 
u;i/) ;t3^>] T— U> (5 0mg) s h;i/x.> (5ml) s a^^y— ;i/ 
(lml) tJDiiS-e2i«lfeo SM^Ilbff»tifel^§^PD 
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4b&%a% 3 6mg\ |$4 8%TffL 

1 H - NMR (DMSO-de, 4 0 0MHz) : (53. 92 (s, 3 H) , 3. 
96 (s, 3H) , 6. 66 (d, J = 5. 37Hz, 1H), 7. 32 (d, 
J = 8. 78Hz, 1H) , 7. 42 (s, 1 H) , 7. 48 (s, 1H), 7. 

5 3 - 7. 5 7 (m, 3H) , 7. 6 6 -7. 6 8 (m, 1H) , 8. 02 (d, 
J = 8. 54Hz, 2H) , 8. 13 (d, J = 9. 03Hz, 1H), 8. 5 

6 (d, J=5. 37Hz, 1H), 11. 38 (s, 1H), 12. 70 (s, 
1 H) MMfrffim (ESI-MS, m/z) : 4 9 5 (M + + 1) 

mmmi 1 o 8 : n- {4- r (6, 7-$?* y*i/- vjv) 

->] - 3 -^^;V7 -N' - (4 hp^>yV;i/) ^frl^T 

rtaM©4-— h d- 1 -^>-fc? -fyft^T^-h (30m 

g) Sx^y-jV (1ml) ■££^4- [ (6, 7-^ h=^>- 

A-^-J U;i/) ;t^>] - 3 U > (5 Omg) s h;i/^> (5m 

i) s (imi) %M?L^UT»2mmm;nvfzo Kjfom%mmhmt> 

:*xfca££^nn^;VA/T-fc h >mF3T&->V •ft'ffrW^ YP^y-i— I- =t 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 2 . 17 (s, 3H) , 3. 
96 (s, 6H), 6. 36 (d, J = 5. 12Hz, 1H), 7. 41 (s, 
1H), 7. 57 (s, 2H), 7. 72 (bs, 2H), 8. 19 (d, J = 
8. 78Hz, 2H), 8. 29 (s, 1H), 8. 36 (d, J = 8. 54H 
z, 2H), 8. 48 (d, J = 5. 12Hz, 2H) Kfi^jffii (ESI-M 
S, m/z) : 5 1 9 (M + + 1 ) 

mmmi 109 : n-^>w;i/-n j - {4- [ (6, 7-*?* h%->-4- 

jv (imi) temmmt, ^£^4- [ (6, 7 -s^ h^>-4-^yy;i/) 

^-^r^>] -3-p<^;VT-'J> (5 Omg) \ h;i/^> (5ml) „ m^y— ;i/ 

(imi) *M%.m.m.'V2mfflm&Ltzo sjt«iibn^ti^*^DD 
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'H-NMR (CDC la, 400MHz) : 6 2. 24 (s, 3H) 5 4. 09 
(s, 3H), 4. 12 (s, 3H) , 6. 58 (d, J = 6. 0 9Hz, 1 

H) , 7. 26 (s, 1H) , 7. 56-7. 81 (m, 8H) , 7. 93 (d, 
J = 7. 32Hz, 2H) , 8. 49 (d, J = 5. 86Hz, 1 H) , 9. 1 
4 (bs, 1 H) nAfrtifm (ESI -MS, m/z) :474 (M + + 1) 

mnmi 1 1 o ; n- \a - r (6, i h^->- a-*; ujk) 

5y] - 3 -p<^-;i/7 31— ;i/> — N 3 - ( 3 ^;i^W^;i/) ^frvr 
mis© 3 l -fv^^T^— h (50// 

I) ( lml) ^£-x4- [ (6 , 7 h3^>- 
4-^y U;i/) tf-3^>3 - 3 - ^f^7-'J > (5 Omg) s h;i/^> (5m 
1) s (lml) £#n£^T* 2 B#F H TO# bfco HfeMlglli^ 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 52. 17 (s, 3 H) , 2. 
41 (s, 3H), 3. 96 (s, 6H), 6. 37 (d, J = 4. 88Hz, 
1H), 7. 33 (d, J = 9. 02Hz, 1H), 7. 41-7. 48 (m, 
4H), 7. 56 (s, 1H), 7. 72-7. 85 (m, 3H), 8. 48 
(d, J = 5. 37Hz, 1H), 11. 53 (s, 1H), 12. 67 (s, 
1 H) WAfrtirfe (E S I -MS, m/z) : 4 8 8 (M + + 1) 
mfaWl 1 1 1 : N- (4-^PP^W-f;P) -N' - 14- r ( 6 , 7 -V 

rUIg©4 d p - l ^fvft^7^-f (50// 

1) (lml) fc$gfl¥<*i*\ ^^-\4- [ ( 6 , 7 - ^ h^>- 

A-^rJ VJV) ;t^>] - 3 -^^;V7-'J > (50mg) s h;i^> (5m 
1) s ^j,;-)], (lml) £Jn*SfiT2l$ligHfc#bfco KJ*tfS**tebl*& 

bMMU 3Wfi©rtl-&ffe»& 5 2mg\ U$6 4%Tllfeo 

'H-NMR (CD CI 3 , 400 MHz) : <S 2 . 24 (s, 3H), 4. 08 
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(s, 3H) , 4. 09 (s, 3H) , 6. 4 4 (d, J=5. 37Hz, 1 
H) , 7. 17 (d, J = 8 . 54Hz, 1 H) , 7. 26 (s, 1H) , 7. 
55 (d, J = 8 . 29Hz, 3H), 7. 62 (d, J = 7 . 81Hz, 3 
H), 7. 71 (d, J = 7. 81Hz, 1H), 7. 87 (d, J = 8. 54 
Hz, 1H), 8. 49 (d, J = 5. 61Hz, 1H), 9. 11 (bs, 1 
H) M&fttitm (E S I -MS, m/z) : 5 0 8 (M + +l) 
jij 1 1 1 2 : N- (2 , 6 -^PP^>vV;t/) -N J - {4 - [ ( 6 , 

ffJBkcD2, 6 1 -*^>-fc? >>b;i/^-;i/ ^D7^f K (8 Omg) 

£flH^;£ii£t|i£^ 2 , 6 P D - 1 <i V ^7 

— h^m^Vfzo 4- [ (6, 1 -V* u;i/) ^=^>] -3 - 

7/^0 7- U > ( 5 Omg) £ h;i/^> (5ml) s ^^y— ;i/ (1ml) {3 
^If^^fefts x^;-;Klml) fc^^^-fe 2 , 6-^pp-1-^> 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 53. 95 (s, 3H) , 3. 
96 (s, 3H) , 6. 52 (d, J = 5. 12Hz, 1 H) , 7. 38-7. 
79 (m, 7H) , 8. 07-8. 10 (m, 1 H) , 8. 52 (d, J = 5 . 
12Hz, 1H), 12. 30 (bs, 1H), 12. 43bs, 1H) ff«# 
mm (E S I -MS, m/z) : 5 4 7 (M + + 1) 

mmmi ii3:N- (2, 4-^ h^>^>^ m -n j - {4- r (6, 

r|JJK©2, 4 -i?* b*is- 1 ;i/ ^P7^F (8 0m 

^T'^-h^ii^bfeo 4- [ (6, 7-^f^>-4-^;i;;v) 

-3 -7WD7-'J > (5 Omg) * h;i/^> (5ml) N az^y— ;b ( 1 m 

i) izmm^^tzm^ (imi) izmffi-z* 2 , a-v^y*^- 

1 - ^ y -tf y ±1 ivtf-ji J v is ? ±— b x. 2 t^lif # b 0 M 
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'H-NMR (DMSO-de, 4 0 0MHz) : 53. 87 (s, 3H) , 3. 
90 ( s , 3 H) , 3. 96 (s, 3 H) , 4 . 06 (s, 3H), 6. 52 
(d, J = 6. 34Hz, 1 H) , 6. 79-6. 81 (m, 2 H) , 7. 43 
(s, 2H) , 7. 50-7. 55 (m, 1H) 3 7. 64 (d, J = 1 1 . 2 
2Hz, 1H) , 7. 99 (d, J = 9. 03Hz, 1H) , 8. 11 (d, J 
= 14. 64Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 
09 (bs, 1H), 12. 76 (bs, 1H) MMfi-ffim (E S I -MS, m 
/z) : 5 3 8 (M + + 1) 

mmmi 1 14 :N- |3-^DP-4- [ (6, 7-*J* Y^y-A-^rJ 
U2k) -r - (2, 4 - P P VV ^frl^T 

rU|g©2, 4 -^DD- 1 -^>-fc? )]/ ^D7^F (80mg) 

^V^l^^U 2 , 4 -i^^PP- 1 -^>-€>73;i/^-;i/ ^V^t^>7^ 
— h^ifUbfeo 3-^PP-4- [ (6, 7-^h^>-4-Jr;'JJl/) 

7- y > (5 Omg) £ h;V^> (5ml) s ^#S—;i> (1ml) Izm 
If^-frfef^s x^y-^ (1ml) 2 , 4-i^^DD- 1 -^>-fc? 

V^^>T;K- h^m^MU-d 2B#r«#bfe 0 SJ»£rll?@ 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3 H) , 3. 
96 (s, 3H), 6. 43 (d, J = 5. 12Hz, 1H), 7. 43-8. 
17 (m, 7H), 8. 17 (bs, 1H), 8. 52 (d, J = 5. 12Hz, 
1H) , 12. 13 (bs, 1H) , 12. 2 8 (bs, 1 H) HIMi (E 
SI-MS, m/z) : 5 6 3 (M + +l) 

mnmi 1 is :n- {3-^pp-4 - r (6, 7-*?* y**/-a-*j 

Ujk) ^"^^>1 y^—M -N' - (2, 6 -^^pp^>vV;i/) ^fri^r 

tUI£©2, 6 -i^^pp- 1 -^>-t£ >ij))s-#-)l> ^D7-f F (80mg) 
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— h^Mbfeo 3-^DD-4- [ (6, 7 h3^>-4 -3M I) 
dp*/] T-U> (5 Omg) £ (5ml) N rc^y— ;v (1ml) 
HP&'frfcgU (1ml) izmm^^fz 2 , 6 -^DD- 1 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 95 (s, 3H) , 3. 
96 (s, 3H), 6. 43 (d, J=5. 37Hz, 1 H) , 7. 43 (s, 
1H) , 7. 4 7-7. 6 1 (m, 5H) , 7. 7 7-7. 9 8 (m, 1 H) , 
8. 18-8. 20 (m, 1H), 8. 52 (d, J = 5. 12Hz, 1 H) , 
12. 2 4 (b s , 1H) , 12. 43 (bs, 1H) Si^lft (E S I -M 
S, m/z) : 5 6 3 (M + + 1 ) 
mmmi 116 :N- {3-^pp-4- r (6, 7-^;* h=fr$/-4-=fr/> 

U;tQ 3r*i/] 2_E^2kI -N' - (3, 5-^PD^;-f;i/) ^frizr 

rff|S© 3 3 5 -^dd- 1 -^>-t£ ^D7^F (80mg) 

^ffiV^Mfc^V^3, 5 - ^nn- 1 -^>-t?>#;]/^-;i, -fv^^7^ 

— b^SSSSbfeo 3 -^DD-4 - [ (6, 7-i>* h*S/-4-^'J;V) tf" 
Jr^] T-U > (5 Omg) * h;i^> (5ml) „ rn^y— ;v (1ml) {3^ 
#P£-£fc& N (lml) fc?gJ5?£i±fc 3 , 

1 H — NMR (DMSO-de, 4 0 0MHz) :63. 9 5 (s, 3H) , 3. 
96 (s, 3H), 6. 42 (d, J = 4. 64Hz, 1H), 7. 42 (s, 
1H), 7. 49 (d, J=8. 78Hz, 1H), 7. 53 (s, 1H), 7. 
72-8. 00 (m, 6H), 8. 16 (bs, 1H), 8. 50 (d, J = 5. 

i2Hz, ih) wmmnm. (es i-ms, m/z) : 5 6 3 (m + +d 

ilii 117 : N- {3-^PP-4 - [ (6, 7 -V* Y**y-4-*J 
U;i/) ^|-^->1 -r - (2, 4-^ b^->^>VW;i/) ?-Jrt>\sT 
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rfJflfc©2, 4 h*^- 1 -^>-^>^;V^-;i/ ^D7^ F (80m 

b£f!^bfco 3-^DD-4- [ (6, 7 'J 
#3^] T-U > (50mg) § h;V^> (5ml) „ J — ;i/ ( lm 
1) fc«P»^*fc«s x^y— ;p (lml) 2, 4-^h3^>- 

1 -^>-tf >^;i/^n;i/ V3-Jri/Ti— h&1)\iZ-^U~£ 2mmMn\^tc 0 S 

h^77^-tj;DIlU mmo^m^: 5 3mgs 6 3 %-TWc: 
'H-NMR (DMSO-de, 4 0 0MHz) : (53. 90 (s, 3H) , 3. 
95 (s, 3H) , 3. 96 (s, 3H), 4. 06 (s, 3H) , 6. 43 
(d, J = 5. 12Hz, 1H), 6. 73-6. 81 (m, 2H) , 7. 43 
(s, 1 H) , 7. 49-7. 53 (m, 3H) , 7. 78 (dd, J = 2. 4 
4Hz, J = 8. 78Hz, 1 H) , 8. 12 (bs, 1H), 8. 51 (d, 
J = 5. 12Hz, 1H), 11. 09 (bs, 1H), 12. 69 (bs, 1 
H) ii^lfi (ESI-MS, m/z) :5 5 5 (M + +1) 

mmm ins :n- (2, 6 -^^dp^>^ ;v) -r - {4- r ( 6, 

6 -i?^DD- 1 -^O-fc! yjjjitf-)), ^07^F (80mg) 

-h^il^bfeo 4- [ (6, 7-^p< h3^>-4~3V U;i/) ;t3^>] T-U 
> (5 Omg) * h;i/^-> (5ml) N J — )V (lml) 
x^;-;Klml) £«P£^fc2, 6 p p - 1 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 4 . 09 (s, 3H) , 4. 
13 (s, 3H), 6. 69 (d, J = 6. 09Hz, 1H), 7. 11-7. 
44 (m, 6H) , 7. 62 (s, 1 H) , 7. 7 9 -7. 9 8 (m, 3H) , 
8. 52 (d, J = 6. 34Hz, 1H), 8. 81 (bs, 1H) Mftffim 
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(ESI-MS, m/z) : 5 2 9 (M + +l) 

mtMMl 1.19 : N- (2,- 4->J* h^-->^>W;W) -N J - f4 - [ (6, 

Tf5|g© 2 3 4-*J* h**s- 1 >*;v>K-;i/ ^D7^F (80m 

is7%—h%mMVtzo 4- [ (6, 7-^b^>-4-^yjJV) tf-*^] 

U > (5 0mg) £ h;i/x.> (5ml) s JV (1ml) 

fcf^s rc^y— ;v (1ml) lzmB£"&fc2, 4-*J* 1 -^>-fc?>>b 

£t>*MSU Wm<Dik&m?t 4 2mg\ IK^4 8 %T"f#fco 
1 H -NMR (DMSO-de, 4 0 0MHz) : (5 3 . 9 0 (s, 3H) , 3. 
93 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H) , 6. 56 
(d, J = 5. 37Hz, 1 H) , 6. 79-6. 81 (m, 2H), 7. 33 
(d, J = 9. 03Hz, 2H) , 7. 41 (s, 1H) , 7. 50 (s, 1 
H) , 7. 84 (d, J = 8. 78Hz, 2H) , 8. 01 (d, J = 9. 03 
Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 05 (bs, 
1 H) , 12. 67 (b s, 1 H) WMfrtifiM (E S I -MS, m/z) : 5 2 
0 (M + +l) 

jjil 12 0 : N- (3, 4-^^PP^>^;V) -N' - {4- [ (6, 

TUMCD3, 4-^^DD- 1 -^>-tf>^j;i/^-;V ^D7^fF (80ffig) 
^Ml^f^^ 3 , 4-^^DD-l-^^*>*M-jl/ YVf^^>7^ 

— hSillMbfco 4- [ (6, 7-^ Y*ci/-4-*; y;i/) #^>] y 

> (50mg) § h;i/^> (5 ml) N J — )\> (1ml) lzmB£-&tz&, 

i^;-;Klml) izmm^^fz 3 , 4-^^DD-i-^>-if>*;i/» 

-f V ^ ^ 5/ T ^ — b § iFP x. ^rUT 2 B$ b fc o £ it$s b ft 6) ti a 

bs mm®ik&m%: 5 6mg N W6 3%-?r ; f#fco 



WO 01/47890 PCT/JPOO/09157 

692 

'H-NMR (CDC 1 3j 400MHz) : 6 4. 0 5 (s, 3H) , 4. 06 
(s, 3H) , 6. 62 (d, J = 5. 37Hz, 1H), 7. 24 (s, 1 

H) , 7. 26 (s, 1H) , 7. 61-7. 68 (m, 6H) , 7. 73 (m, 
1H) , 7. 81 (d, J = 9. 03Hz, 1H) , 8. 04 (d, J=l. 9 
5Hz, 1H), 8. 54 (d, J = 5. 12Hz, 1H) JSS^flHt (ESI 

-MS, m/z) : 5 2 9 (M + + 1) 

mmm 1121 : n- (2 , 4 -^7;i/^-p^>w;i/> -r - {4 - r ( 6 , 

rf3SS©2, 4 -^7MD- 1 -^>^>ijj]/yfs—j]/ 7D7-{ F (80m 

g) £/B^:fc:iRfc:fi£i^2, 4 - ^^;i/^"D - l -^>-t£ v^Hr 

4- [ (6, 7 -SM Y^is-A-*; V )l) 2j-=^>] 
-2-7WD7-'J > (5 Omg) £ h;i/:c> (5ml) N cn^y— ;v ( lm 

I) temMm±fz%k^ (lml) fcr$gj£<*-&fc 2 s 4-^y;i/^"D- 
1 >f v^^-^>t^— h^iPx.^-^ 2B#^ti#bfeo K 
J^ft% jftMS U# & tiftm* £ 9 d d A/^-b h >JSBB-r 3 */ V ij * n t 

'H-NMR (DMSO-de, 4 0 0MHz) :£3. 93 (s, 3H) , 3. 
96 (s, 3H), 6. 66 (d, J = 5. 12Hz, 1H), 7. 13-7. 
84 (m, 7H), 8. 04 (m, 1H), 8. 56 (d, J = 5. 12Hz, 
1H) 11. 95 (s, 1H), 12. 18 (bs, 1H) SfS##Hg (ESI 
-MS, m/z) : 5 1 4 (M + + 1) 

mmmi 122 ; n- o, 5-^^pp^>w;v) ~r - {4- [ (6, 

rf5lg©3, 5 -i^PD- 1 -^>-fc?>#;i/^-;i/ ^D7>f F (8 0mg) 
£ffl^;£li£k:#£t^3, 5 -^nn- 1 -ny-g <4Vtt*/7* 
-h^Mbfeo 4- [ (6, h=^>-4-3^ U;i/) 2h^>] -2- 

7MD7-'J > ( 5 Omg) § (5ml) s x^y— ;i/ (lml) iz 

mm$*tfc&.s ^zj—fy (imi) izmm^^tc 3 , 5-^pp-i-^> 
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-f — D3f#®iU^ 5 lmg s IR*6 4%.T?»fc 0 

Si^Dffi(ESI-MS, m/z) :5 4 7 (M + +1) 
gSlMi 12 3 : N- (2, 4-SM b ^>^>y~^ ;y) -N J - {4 - [ (6, 

fj3|£©2, 4 1 >tUV^—JV ^D7>f M8 0m 

g) SfflV^CitM^l^, 4-^ h3^>- 1 -^>-fc? >pb;i/^r:;v ^fvft 
->:p*— b&aH^bfco 4- [ (6, 7-^h^>-4-^'J/l/) 
- 2 -7MU7- U > (5 Omg) & h;i/rc> (5ml) , JV ( 1 m 

1) ti*H**fc«s ^J-)V (1ml) 2, 4-^b=^>- 

1 -^>-t?>r*7;i/**-;i/ -f b ^JDiL^Mt? 2 B^if^bfco M 

h^77^ — {3 J: t>*MKU mmcDfc&M% 5 4mg, W6 7%t#feo SI 
##fH (E S I -MS, m/z) : 5 3 8 (M + + 1) 

lli 1 1 2 4 : N- (4 -S^P^S^W-OVW JV) — N* — { 4 — [ ( 6 , 

rjJflg^-^D^^l/^^VV y #75/y H (8 Omg) fc b;i/3i> (2 
0ml) „ i&fc7-zt=.)V (1ml) 1 0 0 °Ct! 1 NfMJalftbfco j^K^S 

^bf#5)tife4-i>'^D^\^->;i/- 1 -^>Hz >*;i/^n;i/ //P7^ b£ffl^ 

$Mtz$£^4-*/>7u^*/))/- l -^>Hf >^;i/^— ;i/ <i v^i/T^— b 

^ii^bfco 4- [ (6, 7-^^h^^-4-^;'J;i/) 3"3^>] 7--U> 
(5 Omg) £ h;i/^> (5 ml) s ;p ( 1ml) -frfc^ x 

— ;i/ (1ml) ^^|?^^fe4-->^D-\^^;i/- 1 -^>-lf >^;i/^f-;i/ 

1 H — NMR (DMSO-ds, 4 0 0MHz) :61. 31-1. 83 (m, 1 
1H), 3. 93 (s, 3H), 3. 95 (s, 3H), 6. 56 (d, J=5. 
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12Hz, 1H), 7. 31 (d, J = 8. 5 4Hz, 3H) , 7. 39 (d, 
J = 6 . 83Hz, 4H) , 7. 49 (s, 1H), 7. 83 (m, 3 H) , 7. 

95 (d, J = 8. 05Hz, 3H), 8. 50 (d, J = 5. 12Hz, 1 
H) MMfrmM (E S I -MS, m/z) : 5 4 2 (M + +l) 

mmmi 12 5 ; N- (4-7 ^-j^yy^ ;i/) -N'-{4-[(6,7- 

r|?|g©4-7 1 -^>-lf ;i/ ^d^^ f (80mg) 

^bfeo 4- [ (6, 7 -S>* h^ri/-4-dr-y U;i/) ^i^] - 2 - ^l^D 
T-U > (5 Omg) £ h;i/^> (5ml) , J — ;V (1ml) 

;v (1ml) 4 - 7 l -^>-fc? 

'H-NMR (DMSO-de, 4 0 0MHz) : 53. 93 (s, 3H) , 3. 

96 (s, 3H), 6. 67 (d, J = 5. 12Hz, 1H), 7. 19 (m, 
1H) , 7. 43-7. 53 (m, 7H) , 7. 78 (d, J = 7. 81Hz, 
2H), 7. 86 (d, J = 8 . 19Hz, 2H), 8. 11-8. 13 (m, 
2H), 8. 56 (d, J = 5. 37Hz, 1H), 11. 87 (s, 1H), 
12. 57 ( s , 1 H) MMfrffim (E S I -MS, m/z) : 5 5 4 (M + + 
1) 

mmm 1 1 2 6 : n- ( 1 , 3 -^>^^^i-^v;i/- 5 ^tui^-ip - 

r - {3-^pp-4- [ (6, 7 h^->-4-^yj;i/) a-3^>] 7*. 

rfj|£©l, 3 -^>^^^-^rV;i/- 5 ^D7^ M80mg) . 

— h^Mbfeo 3-^DD-4- [ (6, 7-^F^>-4-^;iJ;i/) ^ 
a^>] t-U > ( 5 Omg) £ h;i/ai> (5ml) N — JV (1ml) 

#P£-frfcf^ (1ml) izmm^&fzl, 3 -^>"J^^r^VJV- 5 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3 H) , 3. 
96 (s, 3H), 6. 18 (s, 2H), 6. 4 2 (d, J = 5. 12Hz, 
1H) , 7. 08 (d, J = 8. 48Hz, 1H) , 7. 43 (s, 1H) , 7. 
50 (d, J = 8. 78Hz, 1H), 7. 54 (s, 1H), 7. 57 (s, 
1H), 7. 67 (d, J = 8. 29Hz, 1H), 7. 74 (d, J = 9. 0 
3Hz, 1H), 8. 19 (bs, 1H), 8. 51 (d, J = 5 . 12Hz, 
1H), 11. 49 (bs, 1H), 12. 67 (bs, 1H) St^*fl (E 
S I -MS, m/z) : 5 3 8 (M + + 1 ) 

mmmi 127 :n- {3-^pp-4- r (6, 7-^ h^->-4-^y 

rj3^CD4-^^D^^^;i/^>^-i' y^73/y F (80mg) fch;i/ai> (2 
0ml) N Wfctt—ft (1ml) £#P;?. 1 0 0°C-e 1 Bm&Pifcbfco ?S^*© 
*bf#5>ti7S:4 -i/%xi^*ct/)\/- 1 -^>-lf >*;v^— ;i/ ^p^ F^ffli^ 

^il^bfco 3-^PP-4- [ (6, 7-^p< h^>>-4-^y U;i/) 
*/] T— U> (5 Omg) £ h;^^> (5ml) s rc^y— ;b (1ml) 
a^^y— ;i/ (1ml) izmM^^fc 4 -^^ p^\^^;v- 1 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 1 . 31-1. 83 (m, 1 
1H) 3. 95 (s, 6H), 6. 41 (d, J = 4. 88Hz, 1H), 7. 
39 (d, J = 9. 27Hz, 4H) , 7. 47 (d, J=8. 54Hz, 1 
H), 7. 73 (m, 1H), 7. 95 (d, J = 7 . 56Hz, 2H), 8. 
21 (m, 1H), 8. 49 (d, J = 5. 6 1Hz, 1H), 11. 54 (s, 
1H), 12. 74 (bs, 1H) It^ti (ESI -MS, m/z) : 57 
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7 (M + +l) 

mmm 1128 : n- {4- r ( 6 , 7-*?* y^-^-a-^-j 

TjJlS© 4 -t^M^!/^ y & Ti/ v K (80mg) (2 0m 

1) s mihnr-)]/ (1ml) ^M100°CT'lMDibfeo tl^^Ab 

4 l -^>-fe* >^7;i/^— ;i/ V3^>t*— h^in^bfco 4- 
[ (6, 7-^ h^>-4-^y u;i/) ^3^>] ^-U> (5 Omg) £ 

(5ml) s (1ml) {3^|f^#fe^ s (1ml) 

;L^-e 2B#H§it#bfco MJiSS^li ^ tifc^^ § ^ d d h 
> mmT & V ft ? » P v YV^y IzX ^©Yb^rtJ^4 7 m 

IK* 5 4%Tt#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 3 -0. 8 8 (m, 4 
H) , 1. 25-1. 28 (m, 7 H) , 1. 58-1. 60 (m, 3H) , 2. 
6 0 -2. 6 9 (m, 3 H) , 3. 91 (s, 3H) , 3. 96 (s, 3 H) , 
6. 57 (d, J = 5. 12Hz, 1 H) , 7. 25 (d, J = 8. 05Hz, 
1H), 7. 32-7. 42 (m, 4H), 7. 51 (s, 1H), 7. 58 
(s, 1H), 7. 78 (d, J = 8. 05Hz, 1H), 7. 84-7. 86 
(m, 2H), 7. 94 (d, J = 8. 05Hz, 2H), 8. 53 (d, J = 
5 . 3 7 Hz, 1 H) nafrffim (ESI-MS, m/z) : 5 7 2 (M + + 1) 

mmm 1 1 2 9 : n- {4- r ( 6 , 7 -p* y*^- 4-*; vjd jt* 

->] 7 -n j - (3, 5 -^^^-;i/^>vV;i/) ^jr^UT 

T$m®3, 5-^f-M>^'3/^7i/y F (8 Omg) fc h;l/^> (2 0 
ml) s mt?-Jr-)\s (1ml) £#nx. 1 0 0 °CT 1 Bm&D&bfco 

Uf#^>tife3, 5 l -^>Hf >*;i/^n;v ^ p^-r K£fflv^M 

bfeo 4 - [ (6, 7-^p< h3^>-4-^y U;i/) 7t*i/] T—V> (5 0m 
g-) ^h;i/3i> (5ml) s — JV (1ml) izmm^^tcm, 
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(lml) lzmM^^tz3 , 5 1 -^>-tf>^;i/^-;i/ ^vft 
^>7^— hml & JpjL^a-C 2 0f bfe.o *Mt U# * ^ D 

1 H — NMR (DMSO-de, 4 0 0MHz) : 52. 37 (s, 6 H) , 3. 
95 (s, 3H) , 3. 96 (s, 3H) , 6. 41 (d, J = 5. 37Hz, 
1H), 7. 29 (s, 1H) , 7. 41 (s, 1H), 7. 47 (d, J = 8 . 
78Hz, 1H), 7. 53 (s, 1 H) , 7. 63 (s, 2 H) , 7. 7 1- 
7. 74 (m, 2H) , 8. 19-8. 20 (m, 1 H) , 8. 50 (d, J = 

5. 3 7 Hz, 1H) , 11. 54 (s, 1 H) , 12. 72 (s, 1H) ffS 
frffim (E S I -MS, m/z) : 4 8 8 (M + + 1 ) 

gjj 1130 :N- {4- [(6, 7-$^ h3^>-4-3V V )V) 
->1 7 -N' - ( 1 , 2 , 3 , 4-er h^/W h'p-2-^f ] Uk 

rfJlg© 1, 2, 3, 4-y=- KD-f V^yU> (5 Omg) ^^DDt 

;VA (1 0ml) (Drnm^^, b V*X?> ( 1 1 lmg) £Jn;Lfco ^^7? 2 
lSra»#b*$£*e*l/fc«N 1, 2, 3, 4-rh7/WFP-2-^fV^y 

u>^;i/^-;v ^n^^F^fffeo ^ftSMi^SRfc:^ l, 2, 3, 4-^ 

4- [ (6, V*ci/-4-*; U;i/) :t^>] 7-'J> (5 Omg) £ 

h;i/^> (5ml) s — ;V (lml) fc&JS^-fcrfc&s rc^y— ;]/ ( 1 m 

1) tJSg^tfel, 2, 3, 4-^h^W U>*;i/?}?- 

;i/ -r v^-a-S'T*— h&jn*.Sfi-c 2R?iHia#ufco H«§mnu#e>nfe 

l^^^DD*M/7-fe h V Jit Hi "3" & ^U^J^l'^DY 7 — J: DM 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 81-2. 89 (m, 4 
H) , 3. 92 (s, 3H) , 3. 94 (s, 3H) , 4. 87 (m, 2H) , 

6. 52 (d, J = 5. 12Hz, 1H), 7. 13-7. 28 (m, 4H) , 

7. 39-7. 49 (m, 4H), 7. 73 (d, J = 8 . 29Hz, 2 H) , 
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8. 49 (d, J = 5. 12Hz, 1H) , 10. 18 (bs, 1 H) , 12. 

5 1 (bs, 1H) mmfrffim (ESI-MS, m/z) : 5 1 5 (M + +l) 

mmm 1 1 3 1 ; n- (3-^^pA>f;wp/v^;v) -n* - {4- 

r (6 , h**s-4-*J U;i/) ^-^e->1 7ji-;v> g^frPT 

ifI©3-^^D^>^;i/7D/V^;v ^D7^f F (80mg) £JfU;£it£ 
lz$t^3 -i/i7V^>3-)l7°vsiJ 4 )l 4 V^i/T%— h£fi!Ibfco 4- 
[ (6, 7-^ h^r^-4-^y U;i/) #3^] T-V> (5 Omg) £ Ml/ 
az> (5ml) , ;v (1ml) ic:«P£-£7c^s rc^y— ;p (1ml) 

3 - ^^n^>f/l/7'n/V^/l/ -Y v^^t*— b£#n;L^ 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 1 . 11 (m, 1 H) , 1. 
50-1. 76 (m, 8H), 2. 32-2. 33 (m, 2H), 2. 67-2. 
68 (m, 2H), 3. 95 (s, 3H), 3. 98 (s, 3H), 6. 51 
(d, J = 4. 39Hz, 1H) , 6. 79 (d, J = 2. 68Hz, 1H) , 

7. 39-7. 52 (m, 4H), 8. 04 (d, J = 12. 20Hz, 1H), 

8. 52 (d, J = 5. 37Hz, 1H), 11. 58 (bs, 1H), 12. 

6 5 (b s, 1 H) W&frffim (ESI-MS, m/z) : 4 8 0 (M + + 1 ) 

mmm 1 1 3 2 : n- (3->^P^>f;i/7°p;v^;i/) -n j - {4- 

r (6, 1-V>* h^-->-4-^±V'U-;i/) ^-^->1 7i-Jl/} =3-*t>V7 
l$m(D3-is?n^>^)},7u^J 4 )l ^D^^F (8 Omg) %m^Jtffl( 
lz$£^ 3 -^^P^>f;V7°D/V^/l/ V3-%*/"T%— h^SiMbfeo 4- 
[ (6, 7-S^ h *is-4 -3ri~W-)l) 2)"^>] T-U> (5 Omg) £ 
h;i^> (5ml) , (1ml) Izmffi^^fc^ rc^y— ;v (lm 

mmt % ^'j^wp-?b7*77^-tj;D bs mmcDik-smit 3 7 m g N 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 2 8 - 1. 32 (m, 1 
H) , 1. 48-1. 63 (m, 5H) , 1. 73-1. 79 (m, 3 H) , 2. 
32-2. 33 (m, 2 H) , 2. 67-2. 68 (m, 2 H) , 3. 9 8 (s, 
3H) , 3. 99 (s, 3H) , 7. 3 4-7. 3 9 (m, 3H) , 7. 58 
(s, 2H), 7. 71-7. 75 (m, 2H), 8. 57 (s, 2H) , 11. 

4 8 (b s, 1 H) , 12. 54 (bs, 1 H) W&frmM (E S I -MS, m 
/z) : 4 8 1 (M + + 1) 

mnmi 133 : n- {4- [ (6, h^->-4-^j-w=.jv) * 

*-^-\ 7x_/l/} -N' - [3- (2-^^V7x-jP) 7 0 P^y^;i/] ^frfr 
Tj5lg(Z)3- (2-^f/l/7irjV) 7D/V-f ^^7^>y F (80mg) lz h 

;i/3i> (20ml) s mt^-^ (imi) *imz. i o o°ctr i mmmvtzo 

/Bi^;£i£S;r^3 - (2-^f;i/7i^) :rpy\v-r;i/ ^v^^>7^- h 

^IS^bfeo 4- [ (6, 7-^p< h^^-4-^7"V^U-;v) ;t3^>] r*— U 
> (5 Omg) £ h;i/^i> (5ml) s ^#7 — 7V (1ml) 7c flL 

x^;-;Klml) fc: 3 - (2-^f/l/7i^/l/) rn/V^f/l/ 

1 H — NMR (DMSO-de, 400MHz) : 52. 32 (s, 3H) , 2. 

5 9 -2. 6 3 (m, 2 H) , 2 . 8 9 -2. 9 4 (m, 2 H) , 3 . 9 3 ( s , 
3H) , 3. 99 (s, 3H), 7. 09-7. 24 (m, 7H), 7. 38 
(s, 1 H) , 7. 55 (s, 1 H) , 7. 67 (d, J = 8. 78Hz, 2 

H), 8. 53 (s, 1H), 10. 03 (bs, 1H) {f«#*fHI (E S I - 
MS, m/z) : 5 0 3 (M + + 1) 

mnm 1 1 3 4 : n- f4 - r ( e , i-^>-4-^y u;i/) 

->1 - 3 -7MP7 —N' - [3- ( 2 7 31 n ;i/) 7°P/V 
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TUIRCD3- (2-^;V7i^Jl/) 7°P/NV-r y 1* (80mg) t h 

;v^> (20ml) s Ijb^t-;v (lmi) £inx. i o o °ct i «pBBfin«ibfco 
&i£&@*b&£>;h,;fc3- (2 -p<^;i/:7x-;i/) 7n;v^;i/ F£ 

£DSSIbfco 4- [ (6, h*S/- 4 VJV) ;t3^>] -3-7;i/ 

tD7 7-'J > ( 5 Omg) * (5ml) s ^ J — )]/ (1ml) Izm 

m^^rfz^ i^y-/V (1ml) fc^f«|^-Mr&3- (2-^;V7i^l/) 7° 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 3 3 (s, 3 H) , 2. 
75-2. 79 (m, 2 H) , 2. 87-2. 91 (m, 2H) , 3. 95 (s, 
3H), 3. 96 (s, 3H) , 6. 51 ( d , J = 5. 12Hz, 1H), 7. 
11-7. 16 (m, 5H), 7. 42 (s, 1 H) , 7. 48-7. 57 (m, 
2 H) , 8. 04 (d, J=14. 63Hz, 1 H) , 8. 51 (d, J = 5. 
37Hz, 1H), 11. 64 (s, 1H), 12. 62 (bs, 1H) Wmfr 
(E S I -MS, m/z) : 5 2 0 (M + + 1 ) 

mmm 1 1 3 5 : n- 14- r (6 , i-v* h^->- 4-^-7 »j;to 

rfJIgCD 3 — (^W^7ir;i/) rD7iy^;i/ i?D7^f F (8 Omg) £ 

£ii2lbfco 4- [ (6, h^^-4-^y U;i/) ^3^>] T-U> 

(5 Omg) £ h;i/rc> (5ml) s JV (1ml) izmM^^fc^s cr. 

^y— )\y (1ml) temm^&fcS- (^J^;i/7irjl/) :TD^y^;]/ 
V9^>T*- h^in^^^2B#P^a#bfeo S«S:^b#?)tlfc^^^ 
7dd A/T-fe h >Jg||f 1" U * D T h ?3 37 4 — fc J; D bs 
mM.(D4b*&m% 4 lmgs JR*5 6%-et#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 52. 05 (s, 3 H) , 2. 



WO 01/47890 PCT/JPOO/09157 

701 

73-2. 8 2 (m, 4H) , 4. 02 (s, 3H) , 4. 04 (s, 3H), 
6. 84 (m, 1H) , 7. 35 (d, J = 7. 32Hz, 1 H) , 7. 45 
(d, 3 = 7. 32Hz, 1H) , 7. 53 (s, 1H) , 7. 73 (s, 1 
H), 7. 86-7. 90 (m, 4H), 8. 79 (d, J = 5. 13Hz, 1 
H) R«#*ftt (E S I -MS, m/z) : 4 5 8 (M + +l) 
ggjl 13 6 : N- [4- (^PP^^) ^W^jj/j N J - {4- 

[ (6, h^->-4-^y u;i/) ZiE^M ^-a-fri^y 

rfcl£<£>4- (^dp^^V) - 1 >bt7;i/7t?n;i/ ^n^-TH (8 0m 

^S/T*— h&MEbfco 4- [ (6, h^>-4-^ 'J/I/) 

U > ( 5 Omg) & h;i/rc> (5ml) s ai^y— ;i/ (1ml) ££#P 
^^fe^s — ;V (1ml) IzmffiZ&fzA- (^PP^f/1/) -l-^> 

1 H — NMR (DMSO-do, 4 0 0MHz) : 5 3 . 98 (s, 3 H) , 4. 
00 (s, 3H), 4. 44 (s, 2H), 6. 72 (d, J = 5. 86Hz, 
1H) , 7. 40 (d, J = 8. 54Hz, 2H), 7. 47 (s, 1H), 7. 
5 8-7. 6 3 (m, 3H) , 7. 8 8 -7. 8 9 (m, 2 H) , 8. 03 (d, 
J = 8. 29Hz, 2H), 8. 67 (d, J = 5. 61Hz, 1H), 11. 
68 (bs, 1H) , 12. 62 (bs, 1H) »*##f*i6 (E S I -MS, m 
/z) : 5 0 8 (M + + 1) 
Hffljffill 137 :N- {3-^PP-4- [ (6, 1 -V* h*is- 4-^y 

yjk) gMp^J 7xnM -n' - F4- (^pp^^i/) ^a-fr 
by 

TOT© 4- (^DP^f;i/) - 1 -^>^>*;i/Jt?— ;i/ 7D7-<H (8 0m 

g) ^je^:*^^^- (^pp^fji/) - l -^>-t? >>b;v^-;i/ -fv^ 

*->:P*— b&tt&bfco 3-7DP-4- [ (6, 7-^ hde>>-4-ary 
y;i/) :fr3^>] y > (50mg) £ h;u^> (5 ml) N J— )l> ( lm 
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1) ?-$J—)\s (1ml) lzmm£&tc4- (^DD^^P) 

- 1 -so^fyijjvtf-ji -r v3-*i/T*— Y^m^.'MMrd 2mmm$Ltz 0 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 9 (s, 3H) , 4. 
00 (s, 3H) , 4. 45 (s, 2H), 6. 6 2 (d, J = 5. 85Hz, 
1H), 7. 48 (s, 1H), 7. 57-7. 65 (m, 4H) , 7. 82 
(m, 1H) , 8. 03 (d, J = 7. 47Hz, 2 H) , 8. 25 (m, 1 
H) , 8. 66 (d, J = 5. 86Hz, 1H), 11. 77 (bs, 1H), 
12. 62 (bs, 1H) %mmnm. (ESI-MS, m/z) : 5 4 3 (M + + 
1) 

mmmi us : n- \ a - r (6, 7-^ b^->-4-^"jv-jv) * 

jp->] 37 -N J - [2- (2-*?-)V7 3lJ3t*/) T-fe^/l ^rfrfrlx 

T$mcD2 - ( 2 -7t^;i/7xy 3^>) rp-te^y ^r^y F (80mg) lc 
(2 0ml) s i&lh^^r-JV (1ml) &1m?L 1 0 0°CX° lB»;Mbfco 

Mi^Mi-^v^2- ( 2 -p<^;i/7 =^>) v3-3r*sT*—b 

^DlMbfco 4- [ (6, 7-i?p< h3^>-4 *-3^>] 7-V 
> (5 Omg) £ h;i/^i> (5ml) s ^ J— )V (1ml) IzmBg&fz&s 
(1ml) lzmffi£ J &fz2- (2-^^7i;Jp>» x.&yjji> 

mMOit-^H^ 3 7mg\ lR^44%Tf#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : 52. 22 (s, 3H) , 3. 
96 (s, 3H), 3. 98 (s, 3H), 4. 44 (s, 2H), 6. 62 
(d, J = 8. 78Hz, 2H), 6. 80-6. 93 (m, 5H), 7. 11 
-7. 16 (m, 2H), 7. 35 (s, 1H), 7. 39 (bs, 1H), 7. 
52 (s, 1H), 8. 51 (s, 1H) MMfrffim (ESI-MS, m/z) 
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: 5 0 5 (M + + 1 ) 

mmmi 13 9 : N- {4- r (6 , Y*->-4-*i-"JV=-)l) 3r 

^r->1 7 ^=-M -N* - (4-7 ^—)17*# 7 j )i) ^^rfvr 

T^m(D4-7 ai-jiy^ J 4 Tisy Y (80mg) lz h;vx> (2 0m 

i) s ^b^^j--;i/ (imi) ^mx i o o°c-e mmmxstco mrnz^L 

&7j)l 4 V^i/T^— h^ii^bfco 4- [ (6, 7 h3^>-4 - 
^^->/U -;]/). #=^>] 7riJ> (5 Omg) £ h;i/;n> (5ml) ^ — 
;i/ (1ml) IzmMmttci^ )V (lml) fc«tf;4-7i-Jl/ 

)v 4 v is - h x.^u-£ 2 B^jftM* b tz o fflltr b 

'H-NMR (DMSO-d 63 4 0 0 MHz) : (5 1. 8 5 - 1. 9 3 (m, 3 

H) , 2. 59-2. 68 (m 5 3 H) , 3. 98 ( s , 3H), 3. 99 ( s , 
3H) , 6. 76 (d, J = 8. 78Hz, 1 H) , 7. 19-7. 36 (m, 
6H), 7. 39 (s, 1H) , 7. 57 (s, 1H), 7. 73 (d, J = 8. 
78Hz, 2H) , 8. 57 (s, 1H) , 11. 49 (s, 1H) , 12. 5 

i (s, ih) m.&mnm (esi-ms, m/z) : 5 0 3 (m + + d 

^MMl 1 4 0 : N- {4 - [ (6 , 7-^ h 4 -*±"J V 

ar->] -n-3^;v-N ? - (4-731— )V7 S $ 7^)V) ^-Jr^^T 

!$U(D4-7 ^—))s7~& 7 j y 7 Tl/v Y (8 Omg) \z h;i/:n> (2 0m 

I) s mt^-^r~j]y (lmi) 1 0 o°c-e lmmmmLtzo mm^^ 

&7 4JV -i Vttt/?*— h^fS^bfeo N- {4- [ (6, 
-4-*7 U;P) ;t^>] -N-3i^-;i/T^> (5 Omg) §hJH 

> (5ml) > (lml) IzmMZ&fz^ 2^77— (lml) Iz 

mm^&fc: 4-7 ^-)V7^ 7^)\s -f V3^>T*- h ZMPtmUT 2 H#p B m 

y;^DYh^7 7^-fcj;!)ilU ^M©ib-£rtJ£4 5mg, W5 6%tT- 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 8 1. 15-1. 19 (m, 3 
H) , 1. 52 (m, 2H) , 2. 04-2. 09 (m, 2H) , 2. 21-2. 
33 (m, 2H) , 3. 85 (s, 3H) , 3. 94 (s, 3H) , 4. 21 
(bs, 1H) , 6. 40 (d, J = 5. 12Hz, 1H) , 7. 08-7. 4 
0 (m, 1 2H) , 8. 33 (d, J = 4. 88Hz, 1 H) , 10. 48 (b 

s, i h) rn.rn.mmu (esi-ms, m/z) : 5 3 0 (m + + d 

mmm 1141 :N- {4- [ (6, h^->-4-^-i-W-Jl) 

y^-jv} — N ' - 13 - (2- A Y^yy y'n^jjjis] 

■7 1/7 

(UIMCD3- ( 2 Y*c*/y yunj^vt Tisv Y (80mg) 

IZ h;i/m> (20ml) s mt^-JV (1ml) ZMZ. 1 0 0 °CT immMMi 

feo 4- [ (6, 7-i>^ h^^-4-^-^-V"U-;p) 7-'J> (5 0 

mg) t bfr^> (5 ml) s c^y— 71/ (1ml) izmm^^tfz^ J — 
;v (lml) Izmm^&frS- (2-^h^>7i-jP) zrnr%;j))/ ^v^ 

;t >> t * - h &m x mn~e 2 m mmn u ft 0 & mm u# £ n £ m $ % 2 o 

'H-NMR (DMSO — de, 400MHz) : 2 . 73-2. 7 7 (m, 2 
H) , 2. 85-2. 89 (m, 2 H) , 3. 92 (s, 3H) , 3. 98 (s, 
3H), 3. 99 (s, 3H) , 6. 87-6. 91 (m, 2H) , 6. 97 
(d, J = 8. 29Hz, 1H) , 7. 17-7. 23 (m, 1H), 7. 36 
(d, J = 8. 78Hz, 2H) , 7. 39 (s, 1 H) , 7. 5 7 (s, 1 
H) , 7. 73 (d, J = 8 . 7 8 H z , 2H) , 8. 57 (s, 1H) , 11. 
51 (bs, 1H) , 12. 52 (bs, 1H) MMfrffim (ESI-MS, m 
/z) : 5 1 9 (M + + 1) 

Hi 114 2 : N- 14- [ (6, 7-^ Y**y-4-*J V JV) 
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->] 7 xr;i/} -N-m^-;i/-N J - [3- (2-* h £ — 7°P7^ 



rfffiR©3- (2-^1>^>7i-J1/) rn/V^iy^ 7^><n* (80mg) 

h;i/^> (2 0ml) s ^b^^--;i/ (lml) ^inx. l o o°ct? lNf^ip^ 
bfeo Sfi^s* ill nfc 4 - 7 y ;i/ *p^ 

££l^3- (2 -p« h^^>7ni-;v) 7"D/W^;P V^>7^-^llb 
fee N- {4- [ (6, 7-P* h*is-4-*; U;V) ^-^i/] 7i-M - 
N-x^;i/75 > ( 5 Omg) £ h;i/rc> (5ml) s — ;i/ (lml) iz 

mmz&tz&s (lmi) izmm$-&tz3- ^-^y^p?*.- 

gi in ^.tifei^ § ^ d d ^ a/7 t h^jgiB-rs^u *y;i/^p ^ h?^ 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 5 1 . 19-1. 18 (m, 3 
H) , 2. 32 (m, 2H) , 2. 5 2 -2. 5 4 (m, 2 H) , 3. 72 (s, 
3H), 3. 93 (s, 3H), 3. 97 (s, 3H), 6. 51 (d, J = 5. 
37Hz, 1H) , 6. 82-6. 85 (m, 1H) , 6. 91 (d , J = 7 . 
5 6Hz, 1H) , 6. 95-6. 99 (m, 1H), 7. 00-7. 19 (m, 
7H), 7. 42 (s, 1H) , 7. 53 (s, 1H), 8. 42 (bs, 1 
H) , 10. 4 9 (s, 1H) mm^mm (ES I -MS, m/z) : 5 4 6 
(M + + 1) 

mmmi 143 : n- {4- [ (6, h^->- 4-^7 u;v) a-^ 

r|?Sg©2 1 -^^D7D/^*Mrji/ ^D7^F (8 0m 
g) §f^Mtf^2-7xr/l/-l-J/7D7*D^»b/^r;i/ -fV5^ 
isT^—h%mMLfe 0 N- {4- [ (6, 7 -P* hdr>>-4-Jpy 
3^>] 7 ^-J]/} > (5 Omg) £ (5ml) s 

y— ;i/ (lml) fcMP^fcfix (lml) izmM^^fz 2 - 7 31 
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1 H — NMR (DMSO-de, 4 0 0MHz) : <5 1 . 60-1. 19 (m, 3 
H) , 1. 2 3 (m, 2H) , 1. 91 (m, 2H) , 1. 91 (bs, 2H) , 
3. 91 (s, 3H) , 3. 95 (s, 3H), 4. 21 (m, 2H) , 6. 4 
6 (d, J=5. 12Hz, 1H) , 7. 03 (d, J = 7. 56Hz, 2 H) , 
7. 15-7. 33 (m, 5H), 7. 42 (s, 1 H) , 7. 50 (s, 1 
H) , 8. 45 (d, J = 5. 37Hz, 1H), 10. 78 (s, 1H) II 
ftffim. (ES I -MS, m/z) : 5 2 8 (M + + 1) 

mmrn 1144 :n- [2 - ( 2-^PP7xy^-» yuj^^^jvi -n j 

- 14- [ (6, h*is-4-*±W-;i/) 7i-M 

t>v~r 

rf5lg©2- (2-^PD7i;^ri/) 7u)\J4vtr K (80mg) 

fch;i/:c> (2 0ml) s ■ma*-*—)]/ (1ml) §inx. 1 0 0°C^1^F H 1» 

bfeo ^££^feU#&tifc2- (2-^PD7xydpi/) 7"d;v^;1/ ^p 
■5>f K^Ml^Miw^W2 - (2-7PP7iy^^» T'D^V'f^ -fv^t 
^7^-h^iIbfeo 4- [ (6, b^->-4-^±"JV-J]y) tf* 

$/] U> (5 Omg) * (5ml) s rc^y— ;b (1ml) 

^•arfef^s ai^y— ;i/ (1ml) 2- (2-^PP7i7^^» r 

lz£*)mW;V^ mMOik^ltA 5mg\ W50%Wco 
1 H — NMK (DMSO-de, 4 0 0MHz) : 51. 61 (d, J=6. 59 
Hz, 3H), 3. 93 (s, 3H), 3. 98 (s, 3H), 5. 21-5. 
2 2 (m, 1H), 6. 99-7. 05 (m, 2H), 7. 32-7. 35 (m, 
3H), 7. 38 (s, 1H), 7. 47 (d, J = 8. 05Hz, 1H), 7. 
70-7. 74 (m, 3H), 8. 55 (s, 1H), 11. 65 (bs, 1 
H) , 12. 0 9 (b s, 1 H) Wm.mnm (ESI-MS, m/z) : 540 
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(M + +l) 

111 1 1 4 5 : N- ( 1 , 3 -"OWttV—JV- 5 z^JkMIk^M 
-N ? - 14 - [ ( 6 , 7 h^r->- 4 Ujk) ^->1 = 3 -7)1/* 

TfrJKcDl, ;i/-5-*;i/sJ?=;i/ £n5^K(80m 

h^H^bfeo 4- [ (6, 7-^b^-4-^'j;b) r*-*^] 
- 3 -:7;W-n-T-i; > ( 5 Omg) § h;v^> (5ml) , — ;i/ ( l 

ml) izmm^^f^ (1ml) t^P^^fcl, 3 -^>V5^ 

1 H — NMR (DMSO-de, 4 0 0MHz) :<5 3. 9 5 (s, 3 H) , 3. 
96 (s, 3H) , 6. 18 (s, 2H) , 6. 52 (d, J = 4. 88Hz, 
1H) , 7. 09 (d, J=8. 3 0Hz, 1H) , 7. 43 (s, 1H) , 7. 
4 9 — 7. 6 1 (m, 4 H) , 7 . 67 (d, J = 1 . 87Hz, J = 7. 29 
Hz, 1H) , 8. 08 (d, J=ll. 22Hz, 1H), 8. 52 (d, J 
= 5. 16Hz, 1H), 11. 49 (bs, 1H), 12. 72 (bs, 1 
H) m.m,^fxm. (ESI-MS, m/z) : 5 2 2 (M + + 1 ) 
mmmi 1 4 6 : N- {4- [ (6, 7 -*J* b^-jy- A-^rJ Ujk) a-3=- 

fUIgcD 5 2 -^7i>7JJl/^i>iJ y&Ti/y F (8 Omg) tz: 
h;vrc> (2 0ml) s ^-fb^^--;i/ (1ml) ^Jpx. 1 0 0°C-T ll^Mb 
fee ^^^*bf#e>ri7c 5 2-^X7 x-l/ ft 7D7^F 

^iiUbfco 4- [ (6, 7-^p< b^>-4-^y U;i/) ;t3^>] T-U> 
(5 Omg) (5ml), x^-jV (1ml) £»P£-&fcf£ s rn. 

;i/ (1ml) \zmm^^fz5 -A^-)\y- 2 -^^ry ^>ft)]y^-Jl -f V 
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?-**/7*—h*iu%.&m.-c2ftm9tn\stc: 0 Rfomzmmu^zti ferns 

@<ZMb£-$l£ 4 2 mg N JR* 5 2 %T*f#fc 0 

1 H — NMR (DMSO-de, 4 0 0MHz) :S2. 51 (s, 3H) , 4. 
01 (s , 6H), 6. 78-6. 82 (m, 1H), 6. 96 (s, 1H), 
6. 99 (s, 1H) , 7. 53-7. 65 (m, 3H), 7. 91 (d, J = 
3. 42Hz, 1H), 8. 14 (d, J= 1 0 . 98Hz, 1H), 8. 24 
(d, J = 3. 42Hz, 1H), 8. 71 (d, J = 5. 86Hz, 1H), 
11. 6 6 (bs, 1H) , 12. 6 2 (bs, 1 H) MMfH (ES I-M 
S, m/z) : 4 8 0 (M + + 1 ) 

llii 147 :N- {3 -^PP-4- [ (6, 7-V* Y*ct/- 4-*; 
Uik) 7x_M -N j - ( 2 - 7x-;P7-b^) tttfVT 

mm(D2-7^— J))/ ^D7-f F (80mg) Sffll^SKfe:^ 2 

[ (6, 7-i^p< h^r^-4-^y >J;i/) ;*3r$/] 7r U > (5 Omg) £ 
^> (5ml) s oz^y— ;i/ (1ml) ; — )l> (1ml) 

*Wn?b^77^ — tcfcblMSU mMcoih^^A lmg, iR^53% 

1 H — NME. (DMSO-de, 4 0 0MHz) :<5 3. 8 8 (s, 2 H) , 3. 
94 (s, 3H), 3. 96 (s, 3H), 6. 41 (d, J = 5. 12Hz, 
1H), 7. 29-7. 36 (m, 5H), 7. 42 (s, 1H), 7. 46 
(d, J = 8. 78Hz, 1H), 7. 52 (s, 1H), 7. 66-7. 69 
(m, 1H), 8. 11-8. 14 (m, 1H), 8. 51 (d, J = 5. 12 
Hz, 1H), 11. 82 ( s , 1H), 12. 44 (s, 1H) RJHMftft 
(E S I -MS, m/z) : 5 0 8 (M + + 1) 

jijl 148 : N- 14- f (6, 7 -it* h =fr->- 4 U =-Jl) * 
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rfJ|g©2-7x-;i/cc^y-f;i/ F (8 0mg) *m^Wltem^2 

-7ir;i/x^y^;v -i V^-Tt^T^ — h ^Mbfeo 4- [ (6, 7-^ 

:^=^>] T-\)y (50mg) £ h;i/rc> (5m 

i) N ^ps—ji (imi) izmmz&fc'&s dmi) izmmz^ 

2-7i-Jl/x^;^fjl/ 4 V£tX\%-Mffi^ 2H#^a#bfeo 

T h^77^f- fc£ DMMbs ^M©jb^rtJ>£ 3 8mgs «*4 8%Tifeo 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 6 6 (s 5 2 H) , 3. 
97 (s, 3H) , 3. 99 (s, 3H) , 7. 23-7. 34 (m, 10 H) , 
7. 55 (s, 1H) , 7. 69 (d, J = 9. 03Hz, 1H) , 8. 53 

( Sj ih) , io. 28 (s, ih) nmmnm (esi-ms, m /z) : 

4 7 5 (M + + 1 ) 

mmmi 1 4 9 : n- \a - r (6, 7-^ y^^-a-^j u;io 

->] 7x-;i/} -N- J.^;b-N ? - ( 2 -7 j— 2KP±±2k) ^^frl^T 
lUIS© 2 -7i^;i/x^7 7D7-f F (80mg) £ffll^!£fc^2 

-r;i/ ^fV^^T^-hMLfeo N- {4- [ (6, 7 

h^^-4-^y y;i/) y^—jv} -n-^jvt^> (5 0m 

g) ^h;i/oi> (5ml) N ji^y— ;p (1ml) fca5#**fc^ 
(lml) lzmM£l£fc2 -7ir;n^;^;i/ ^ V5^^>T*— h £#nx.S 

Ht^ >J A t 5 ;^ d y b ^7 7 - t i !} Hi, »<7>fbi§r^£3 8mg, 
UW4 8%T#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) :<51. 13-1. 19 (m, 3 
H), 3. 44 (b s , 2 H) , 3. 94 ( s , 3H) , 3. 96 (s , 3 H) , 
4. 19 (bs, 2H) , 6. 55 (d, J = 5. 37Hz, IH), 7. 06 
-7. 11 (m, 3H), 7. 19-7. 34 (m, 6H), 7. 42 (s, 1 
H), 7. 47 (s, IH), 8. 53 (d, J = 5. 12Hz, IH), 10. 
7 4 (s , 1 H) m.m.mnm (ESI -MS, m/z) : 5 0 2 (M + + 1) 

mmmi 1 5 0 n- i4- r (6 , 7 v^^-A-^i-v^)-^) a- 
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3 -yfrJru- 4 Fp7i;-;v (3 0 Omg) s ^Ji^y^V > (800 

Al) s (5 Omg) WM7^ H (3ml) fcfln*. 

1 3 0°CT?1 2H#IH;i«Httbfco Sl6»[*«ttb^ f.tife^§^Dn^l/AA 

-4-- M37xy-;i/^4 0 Omg, 4%Tt#feo tiit 3 -^e;I/7 

t'Jy -4-— hD7xy-;i/ (4 0 Omg) §^^7"»A7^ F (3m 

l) i^n^s «b/i7^>>A-*-^> (i l omg) s 7km%l3n?L&U~e 4 

Bfnai*#bfco HjiS***^^ h^3ibs ^^^amsbfc^&tifca^s^D 

7^7-3- : E;i/7t l J77i7-M2 9 6mg s W8 5 %^t#feo t#e>)ft 

fe4 - T^ y - 3 —^fyyar y y 7i;-;v ( 2 9 6 mgK 4-7Dn-6, 
7 h^e^=3f-^-y y > (4 7 9 mg) , h ^x^ji/T^-^A 

7'P7^ J* (2 4 4mg) %^3-)]s*3-Jltr b > (10ml) (3^f^-&fe 0 ^ 
i^TkK-fti^- h U (4 7 9mg) &mffi£-&fzJkmWL (10ml) %M?L 8 

o°cT*4B§ngj«#bfco M«^7K^*nx.w«Ji^wjmb. aaibfco 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 59-3. 6 1 (m, 4 
H), 3. 76-3. 81 (m, 4H), 3. 92 (s, 3H), 3. 93 (s, 
3H), 7. 16 (s 3 2H) , 7. 23 (s, 2H), 8. 52 (s, 2H) 
Steffi (ESI-MS, m/z) : 3 8 3 (M + +l) 
mmmi 151 :N- {4- [ (6, 7-S*j* b*i/-4-*J-VV=.fr) * 
-2- : EJl/7t'J7 7xrM -N ? - ( 2 ±)W<> "Id M 

N- {4- [ (6, Y*is-4-3rj-^V-)l) y^-JV} 

— 2 — ^EJl/y t 'J7 T— U > (5 Omg) § h;i/^> (5 ml) N :x^y — ;i/ 
(lml) fc$8fl?£-&fc&s ?UIR©2 1 -s<>-V>-tJ)Vtf-)l -TV 
3^>T*-h (5 0#1) £fln*gffi*C2l$IHIflfc#bfco £Jfc«£*II&bl9& 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 2 . 50 (s, 3H) , 2. 
88-2. 91 (m, 4H) , 3. 79-3. 81 (m, 4H), 3. 98 (s, 
3 H) , 3. 99 (s, 3H), 7. 14 (d, J = 1 1. 22Hz, 1H), 
7. 18 (s, 1H), 7. 33 (d, J = 9. 76Hz, 2H), 7. 40 

(s, 1H) , 7. 45 (t, J = 7. 40Hz, 1H), 7. 54 (d, J = 
7. 56Hz, 1H), 7. 57 (s, 1H), 7. 59 (s, 1H), 8. 6 
7 (d, J = 1 2. 93Hz, 1H), 11. 76 (s, 1H), 13. 09 

( s , 1 H) m.m.mjxm. (ESI-MS, m/z) : 5 6 0 (M + + 1 ) 
iljl 1 5 2 : N- {4- [ (6 , 7-^p< h^r->-4-^y Ujk) 

7x^} -n' - ( 3 -b° u 22k^2k2t!^kj ft"7b7 

rfJ|g©3 - fc° U ^D7^F (80mg) ^ffil^iMz:^ 3 

-b°i;^>*;i/^-;V V^^T** — h £ilMLfco 4- [ (6, 7-^p< 
h^>-4-^y *-^$,] T-U> (5 Omg) £ h;i/^> (5ml) N 

rn^y— ;i/ (1ml) fc$8fl¥£l*;fc:gL ( l m 1 ) lzmM£i±fz3 - 

1 H — NMR (CD C la, 400MHz) : 6 3 . 95 (s, 3H) , 4. 06 

(s, 3H), 6. 57 (d, J = 5. 12Hz, 1H), 7. 24-7. 27 

(m, 3H) , 7. 4 5 (s, 1 H) , 7. 5 1-7. 5 4 (m, 2 H) , 7. 

82 (d, J = 6. 83Hz, 2H), 8. 21-8. 24 (m, 1H), 8. 

53 (d, J = 5 . 12Hz, 1H), 8. 89-8. 91 (m, 1H), 9. 

18 (d, J = 2. 44Hz, 1H), 9. 22 (bs, 1H) ffi##Hii (E 

S I - MS, m/z) : 4 6 1 (M + + 1 ) 

mmmi 1 5 3 : n- {4- r (6, 7--^ t**>- 4-*j u;i/) 

->1 -n j - T4- u y ^;v) ^>W;i/1 ^M-fri^r 

rfrM^-r/n^^W^^/'l' Ti/y K (3 0 Omg) £T-feh^b 
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U;i/ (1 0ml) fc$gflP<3f-tJ\ ]fcmiiV$J± (30mg) N =E)\s7*V> (1 3 
0/zl) &Sn*£MT ll$IH»#Lfco SjtSJB*^on^;vA x |gfPj^@§7j<^^- 

^>v"^— h^fffeo B£fcp<*/— ;v ( lml) N tK (150^1) s ?k 

it{ti*'u^A (ismg) %mz. imr$6 o°c^mmLt^ 0 ^mrmmm^ 

> (2 0ml) N Wfc^-K (lml) ^Di 1 0 0°C1! l»ibfeo £ 

$$£^ScU#e>tifc4 - (^7* y y ^;i/) - l -^>4f>pb;i/^-;i/ ^ 
D7^ F£ffl^;£iiM;i#!^4- (wt'J/^^) - l -^<>^>*;p^— 
;i/ ^VWT^-FMlfco 4- [ (6, 7-^h^>-4-^yj 
;]/) ^-^^] T— U > ( 5 Omg) $ h;i/^> (5 ml) „ ^^y— ;v ( 1 m 

i) izmmg^tz^ (lmi) icmm£&tz4- (wt'jy^ 

;V^dv h^^ — i3j;t)^Mbs ^M©-fb^rt)§ 7 4mg s iK^7 8%^# 

o 

'H-NMR ( C D C 1 3, 4 0 0MHz) : 6 2 . 4 7 (s, 4H) , 3. 59 
(s, 2H) , 3. 7 2 -3. 7 5 (m, 4H) , 4. 07 (s, 3H) , 4. 

08 (s, 3H), 7. 27 (s 5 2H), 7. 32-7. 34 (m, 3H) , 

7. 53-7. 56 (m, 3H), 7. 85-7. 88 (m, 4H) , 8. 64 
(s, 1H) , 9 . 12 (s, 1 H) Wm^mm (ESI -MS, m/z) : 5 

5 9 (M + + 1 ) 

^teff'J 1154 :N~ {4- [ (6, 7-^ h ^->- 4 V =-)V) ^ 

jp->] 7xrM -n ? - [ ( 6 3 -bp 22k) 

1/7 

TfrlS© 6 -y^^^n^— y£ 7^>yF (8 Omg) £ h;i/^> (2 0m 

l) s mh^-)i (lml) £iax. l o o°c-e l^ip^bfco «^m*b 
m^tifc 6 3 -b<; ^>7^;i/zK-;i/ ^n^-f F^jEi^iRi;:^ 6 
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[ ( 6 , h*i/-4-*±)J U-;i/) >3^>] T—\)y (5 Omg) § 

b;Kr> (5ml) \ (lml) IzmB^^tzfe, ( 1 m 

1) fcii^ tfe 6 - ^ 3 - 'J > ^Vf-t^- h£ 

h>Jg||-r^->U>b^;i/^DV b^7>f — ft: J: DliS^U mm<D4h&yo%7 1 

1 H — NMR (CDCls, 400MHz) : 6 2. 58 (s, 3H) , 3. 97 
(s, 3H) , 3. 99 (s, 3H) , 7. 3 7-7. 4 0 (m, 3H) , 7. 
46 (d, J = 8. 29Hz, 1H) , 7. 58 (s, 1H) , 7. 79 (d, 
J = 8. 78Hz, 2H) , 8. 26 (dd, J = 2. 44Hz, J = 8. 05 
Hz, 1H), 8. 59 (s, 1H), 9. 00 (d, J=2. 19Hz, 1 

H) , 11. 8 2 (b s , 1 H) , 12. 52 (b s , 1 H) ja*##HI (E S 
I -MS, m/z) : 4 7 6 (M + + 1) 

mmmi 155 :n- {4 - c (6, i-y* h^->-4-^-^-^u-;i/) *- 
Tfjis©4-t.°u^>*;v^— ;v ^n^-r b* (somg) %m^xmz$t^4 

i? )V ^VW7^-MllLfeo 4- [ (6, 7-^p< 

h^r->-4-^^-V*U-;V) ^3^>] T— U> (5 Omg) £ b;V^> (5m 

I) x az^y— ;i/ (lml) fc*jSP^f*fc^ m^y— ;i/ (lml) 

fe4-t:u^>^;i/^-;i/ -f v^^t*— b^n^U-^ 2 mmmnLtz 0 

V h^77^ — 13 J; DiMU SlOMM7 3mgs W9 4°/otffe () 
1 H — NMR (DMSO-ds, 4 0 0MHz) :63. 98 (s, 3H) , 3. 
99 (s, 3H), 7. 37-7. 40 (m, 3H), 7. 58 ( s , 1H), 
7. 79 (d, J = 8. 78Hz, 2H), 7. 87 (d, J = 6. 09Hz, 
2H), 8. 58 (s, 1H), 8. 7 9 (d, J = 6. 09Hz, 2H), 1 
1. 89 (bs, 1H), 12. 34 (bs, 1H) M&frffilM (E S I -MS, 
m/z) : 4 6 2 (M + + 1 ) 
Hi 115 6 : N - { 4 - [ ( 6 , 7 - V* b **y- 4 - %± ^ ] 1 £. 
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jr^] 7irM -N' - ( 2 -h° u ^£2k^ik^E2k] ^-a-frUT 

r(5|S©2-t:U ^>#;i/^-;v ^P^-f K (80mg) 2 
-K'J ;i/ V?-**/T* — h^ii^bfco 4- [ (6, 7-i^ 

h^^-4-^r^-V*U-;V) #3^>] 7-'J> (50mg) * h;i/^> (5m 
1) s ^ j—fr (1ml) IzmmmttzWis (1ml) 13 ^^-^ 

tz.2 -W 4 V3-it*sT*— h^iP^^Mt? 2H3HH*#bfco 

"^h^:7-f— £J;t>*MttU mj&(D<b'&®* 6 9mgs iR¥90%T*f#feo 
'H-NMR (DMSO-de, 4 0 0MHz) :£3. 98 (s, 3 H) , 3. 
99 (s, 3H) , 7. 39-7. 42 (m, 3H), 7. 58 (s, 1H) , 
7. 81-7. 84 (m, 3H), 8. 16-8. 20 (m, 1 H) , 8. 28 
(d, J = 7. 56Hz, 1H) , 8. 58 (s, 1 H) , 8. 82 (d, J = 
4. 64Hz, 1H), 10. 85 (bs, 1H), 12. 18 (bs, 1H) 
MMfrffim (E S I -MS, m/z) :4 6 2 (M + +1) 

mmmi 157 :N- f4- [ (6, i -y* h^>-4-wj-;i/) a- 

jp^J 7i-M -N' - F2- (h'j7MP^^V) ^>V^;i/1 g^jSO; 

(80mg) S/BV^SKK^V^ - ( h U 7 )V3rT2 * - 1 

4 V^-^*yT%— b£H^bfco 4- [ (6, 7-^h=^>-4-^ 
^ >J -;v) ^t-^^>] T-U > ( 5 Omg) § h;b:n> (5ml) s ^ J— )]/ 
(lml) izmffig&fc'^ ^frJ—JV (1ml) IzmM^^fz 2 - (h'j7/I/ 

^-d^^;v) - l >;b;i/>tf— ;i/ v^^-^t^— N^ip^^stf 2 ^ 
HH*#bfco Sjfe«S««6b»fenfcSI^*^DD^;i/A/7 , -i2 h>jgH1-^> 

'JAWD7h^77-f-tJ;!)igU M©-fb-£$J&4 9 mg N 4X*5 6 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 9 9 (s, 3H) , 4. 
02 (s, 3H), 7. 38-7. 40 (m, 2H), 7. 59 (s, 1 H) , 
7. 76-7. 88 (m, 7H), 8. 58 (s, 1H), 12. 14 (bs, 
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1 H) , 12. 29 (b s, 1 H) WMfttifm (ESI-MS, m/z) :52 
9 (M + +l) 

mmm i i 5 8 : n- o , 5-^^pp^>vv;i/) -n ? - 14- r ( 6 , 

Tfr|£(D3, 5-^^DD-l-^>f>Mrjl/ ^D7>f M80mg) 

— h£il3lbfco 4- [ (6, 7-^h^>-4-^'J-;i/) 7 
-U > (5 Omg) £ h;i/^> (5ml) s S — )V (1ml) tz&ffiglffc. 
^ cn^y— ;i/ (1ml) fe:ii^ffc3 3 5 n u - 1 -^>-t? 

'H-NMR (DMSO-de, 400MHz) : 53. 98 (s, 3H) , 3. 
99 (s, 3H) , 7. 37-7. 40 (m, 4H) , 7. 58 (s, 1 H) , 
7. 67 (b s, 1H), 7. 76-7. 81 (m, 1 H) , 7. 88 (s, 1 
H), 7. 94 (s, 1 H) , 8. 00 (s, 1H) , 8. 17 (bs, 1H) , 
8 . 5 8 (bs, 1 H) WMftVffe (ESI-MS, m/z) : 5 3 0 (M + + 
1) 

mmm 1 159 :n- (2-^pp-4- r (6, 7-$^ y^-a-*; 

U;i0 ;i/> -N J - (3, 5-^^pp^>^;^) ±$J5V7 

rfJB£cD3, B-^^DD-l-^f^M-;!/ ^P7^f F (8 0mg) 

— h£iSHbfco 2-^PP-4- [ (6, 7 Y**/-A-*; U;V) ;T 
=3f->] T— U > (5 Omg) § h;i/^> (5ml) s m^y— ;v (1ml) &3}g 
ll^-M-fe^ ^^y— ;V (1ml) CS8fl¥£-£fc3, 5 -^DD- 1 -^>-tf 
>5b;i/^f-;i/ h*jDiLSa i e 2^SS#bfeo SJfo$t£$tH& 

— fc: «fc t) 3ltS!i U ii©Mtl§4 0mg, lR^4 7%T-f#feo 
'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 3 (s, 3H) , 3. 
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96 (s, 3H) , 6. 66 (d, J = 4. 88Hz, 1 H) , 7. 43 (s, 
1 H) , 7. 48 (s, 1H) , 7. 61 (s, 1 H) , 7. 67 (s, 1 H) , 
7. 79 (s, 1 H) , 7. 94-8. 17 (m, 3 H) , 8. 57 (d, J = 
5. 12Hz, 1H), 12. 09 (bs, 1H), 12. 42 (bs, 1H) 
Il^lrfi (ESI-MS, m/z) : 5 6 3 (M + +l) 

mmmi 1 6 o : n- \a - r (6, 7-^ h^>-4-^y ujk) ^ 

S/] - 3 -7/i/tP7x-M -N J - ( 2 -7;i/^-p^>W;i/) ^-^fri^T 
HfflgcD 2 -yjv^rti- 1 -^>Hf ^d^^f (8 0mg) %m 

11L 4- [ (6, 1 -V* h*is-4-*S U;i/) ;t=^>] -2-7;i/^-D 
T-U > ( 5 0 mg) £ h;V^> (5ml) s rc^y— ;i/ (1ml) £?§J5¥£-& 
tc^ s (1ml) te$gm£'&fr2 -7)]/tfti- 1 -^>-l£ >^;i/^- 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3 H) , 3. 
96 (s, 3H) , 6. 52 (d, J = 4. 88Hz, 1H) , 7. 35-7. 
40 (m, 2H) , 7. 43 (s, 1 H) , 7. 5 0 -7. 5 5 (m, 2 H) , 

7. 61-7. 73 (m, 2H), 7. 75 (t, J = 5. 85Hz, 1H), 

8. 07 (d, J=ll. 95Hz, 1 H) , 8. 52 (d, J = 5. 37Hz, 
1H), 11. 85 (s, 1H), 12. 43 (s, 1H) Rl^trlS (ESI 
-MS, m/z) : 4 9 6 (M + + 1 ) 

nmmi 1 6 1 : N- {4- [ (6, h^>-4-WJ-;i/) ;t 

jp->1 y^-)v} -n j - ( 2 -7;i/^-p^<>yV;i/) ^a-fruy 
?|JH£cD2 -7)V#v- 1 -'O-t? y^;i/?t?- ;i/ ^d^^F (80mg) 

llfeo 4- [ (6, h^>- 4-3^7 U -71/) 3-^>] U > 

(5 Omg) £ h;i/^> (5 ml) N J — JV (1ml) IzmMZ&fe'&s ^ 
;v (1ml) 2 -7;i^n- 1 -^>^>£;i^-;i, y 
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3-$-*sT%-h (50/zi) %m%.mm.-z2mmM&\stzo &j&m%mmLmt> 

1 H — NMR (DMSO-de, 400MHz) : (53. 98 (s, 3H) , 3. 
99 (s, 3H) , 7. 34-7. 40 (m, 5H) , 7. 58 (s, 1 H) , 
7. 60-7. 79 (m, 4H) , 8. 58 (s, 1H), 11. 74 (s, 1 
H) , 12. 3 2 (s, 1 H) Hft##Hit (ESI -MS, m/z) : 4 7 9 
(M + + 1 ) 

mi 16 2 : N- (2, 6 -^^PP^>vV;i/) -N J - {4- [ (6, 
rf5ig©2, 6-^^DD-1-^>^>7jM-/V ^D7^fh* (80mg) 

&m^Xfflttz$£\,^2 , 6 - ^nn - l -^o^yitj^-ji/ ^ v3-Jt*/T* 

— h£fiHbfco 4 - [ (6, 1 -V* h^r^-4-^7-V*'J-/V) 2)"^>] 7* 

— U> (5 Omg) § h;i/^> (5ml) s ^c^y— ;i/ (1ml) ic^^-yrfc 
W:, — )]/ (1ml) IzmM^&fzZ , -^>-tf >7^;i/^ 

-f v^-a-^?**— h^ip^^M-c 2^raat#bfco Hj&?t£*§isw#£>;fx 

ISU il©^«5 6mg, xK^6 3%Tl#feo 

'H-NMR (DMSO-de, 400MHz) : 53. 98 (s, 3H) , 3. 
99 (s, 3H), 7. 39 (d, J=10. 73Hz, 3H), 7. 47-7. 
61 (m, 4H), 7. 79 (d, J = 8. 78Hz, 2H), 8. 59 (s, 
1H), 12. 22 (bs, 1H), 12. 35 (bs, 1 H) M^ffiflfi (E 
S I -MS, m/z) : 5 3 0 (M + + 1 ) 

mmm 1163 :n- (2-700-4- r (6, i-v* 

r^jR©3 1 >5b;i/^-;i/ 7D7^ F (8 Omg) 

^bfeo 2-70D-4- [ (6, 1 -*J* h^^-4-^y U;i/) rt^S/] T 

— >J > (5 Omg) § h;i/rc> (5ml) s oc^y— ;i/ (1ml) 
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^ — ;i/ (lml) izmM^^fc3-yjv^rti- l 



U glM<2>fbi^3£5 Omg, 1R^5 8%^#7io 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 92 (s, 3 H) , 3. 
93 (s, 3H) , 6. 66 (d, J = 5. 12Hz, 1H) , 7. 20 (s, 

1 H) , 7. 32-7. 36 (m, 1 H) , 7. 43 (s , 1 H) , 7. 48 
(s, 1H) , 7. 60-7. 62 (m, 2H) , 7. 86 (d, J = 9. 03 

Hz, 1H) , 8. 56 (d, J = 5. 12Hz, 1H), 11. 95 (bs, 
1H) , 12. 55 (bs, 1H) MAfrffiM (ESI-MS, m/z) :51 

2 (M + +l) 

mffi.Ml 16 4 : N- {4- f (6, 7-*?* 
df-->1 7 -N' - ( 3 -^;i/^-P^>V^;i/) ^a-fri^y 

rUIS©3-7;i/^-D- 1 ^D7-f F (80mg) 

^bfeo 4- [ (6, 7 -SM h^>-4-^V~U-;i/) ;t3^>] T-U> 
(5 Omg) £ h;i/^> (5ml) N — ;]/ (lml) IzmBZ^fe!^ ^ 

^y— (lml) lzmM£ : &fc3 -y)]y^rti- 1 -^<>M >3j)ltf—)l< -TV 

g^^T*— h^nx.^-? 2B#p*m#bfco ^;«£^fiU#£fi&a££^ 

McD-fb^rtJ* 6 0 m g\ 7 5 %-emtzo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3 H) , 3. 
99 (s, 3H), 7. 37-7. 40 (m, 3H), 7. 52-7. 55 (m, 
1H), 7. 58-7. 61 (m, 2H), 7. 78-7. 86 (m, 4H), 
8. 58 (s, 1H), 12. 05 (bs, 1H), 12. 43 (bs, 1H) 
WMfrffiB (E S I -MS, m/z) : 4 7 9 (M + +l) 

mmm 1 1 6 5 ; n- (3 -:/p^^<>y"-f ;to -n j - 12-^00-4- 

rM©3-!/P^E- 1 -^>-t£ tu^^Y (8 Omg) 
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fee 2-^dd-4 - [ (6, 7-^ h^>-4-^yj;i/) t^>] T-y 

> (50mg) £ V (5ml) N rn^y — ;i/ (1ml) IzmBmtfr&s 

(1ml) izmMZ&fc 3 -/D^- 1 -^>-l? >^;i/^-;i/ v 

M©fbl^l£5 6mg s 1R*5 8 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 4 6 (s, 3 H) , 3. 
92 (s, 3H) 3 6. 61 (d, J = 5. 37Hz, 1 H) , 7. 19-7. 
22 (m, 1H) , 7. 3 2 - 7. 3 6 (m, 1 H) , 7. 48 (s, 1 H) , 
7. 52 (t, J = 7. 93Hz, 1 H) , 7. 61 (d, J — 2 . 68Hz, 
1 H) , 7. 88 (d, J = 8. 05Hz, 1H), 7. 99 (d, J = 8. 0 
5Hz, 1H), 8. 09 (d, J = 9. 06Hz, 1H), 8. 21 (s, 1 
H), 8. 56 (d, J = 5. 12Hz, 1H), 12. 02 (bs, 1H), 
12. 5 3 (b s, 1 H) MMftffim (ES I -MS, m/z) : 5 7 3 (M + + 
1) 

1 1 6 6 : N- (4-:7»p^^>yV;)/) -N ? - {4 - [ (6 , 7 - 
iUM©4-^d^- 1 -^>-t? ^D7^ (8 0mg) 

fee 4- [ (6, 7-$>j* h^>-4-^y 2t-=^>] U > (5 0m 

g) &h;i/a:> (5ml) s oz^y— ;i/ (1ml) fc«p£iffc^ s 
(lml) i:?«tfe4-7'D ; & - 1 -^>-t? >^/;i/^-;i/ -fv^i>7^ 

— h sjpx.^t 2 mmw^tzo £ij&m%:mmLmt>tifzmg%? p p*;i/a 

/r-fc h >MFJ1-^>U#^;i/^P^ h ^ 7 ^ — fc: <fc & JfitgSi U m.M<Dik&®} 
§57mg N iRsfs 6 3 %Tt#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 93 (s, 3 H) , 3. 
96 (s, 3H), 6. 55 (d, J = 5.. 1 2 Hz, 1H), 7. 33 (d, 
J = 8. 78Hz, 2H), 7. 41 (s, 1H), 7. 51 (s, 1H), 7. 
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77 (d, J = 8. 78Hz, 2H), 7. 8 2 (d, J = 8. 78Hz, 2 
H), 7. 93 (d, J = 8. 54Hz, 2H) , 8. 52 (d, J = 5 . 37 
Hz, 1H), 11. 65 (bs, 1H), 12. 47 (b s, 1 H) WAfrffi 
m (E S I -MS, m/z) : 5 3 9 (M + + 1) 

l 6 7 : N- (4-:7»P^>y^;i/) -N 3 - {2-?PP-4- 
[ (6, Y*l/-4-*J V)V) Z^x^ikl tttlsT 

Tf?IScD4 1 -^>Hf>*;i/3j?— ;i/ ^P^-f K (80mg) §ffiv^ 

2-^od-4- [ (6, 7 -sm h=^>-4 -^y u;i0 ^-^s/] t->;> 

(5 Omg) £ h;i^> (5ml) N m^y— ;i/ (1ml) izmmmtfc^ ^ 
— ;i/ (1ml) izmM^^fcl -r/p^E- 1 ^fvf 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 9 2 (s, 3 H) , 3. 
93 (s, 3H), 6. 66 (d, J = 5. 12Hz, 1H), 7. 20 (s, 
1H), 7. 32-7. 36 (m, 1H), 7. 43 (s, 1H), 7. 48 

(s, 1H), 7. 60 (d, J = 2. 68Hz, 1H), 7. 78 (d, J = 
8. 78 Hz, 1H), 7. 95 (d, J = 8 . 78Hz, 1H), 8. 56 

(d, J = 5. 12Hz, 1H), 11. 96 (bs, 1H), 12. 57 (b 
s, lH)IiMt(ESI-MS, m/z) : 5 7 3 (M + + 1 ) 
mmmi 1 6 8 : N- (4-^P^E^>y-f;t/) -N' - (4- [ (6, 7- 

T$M(D4 --7n=E- 1 -^>-t? 707-f F (8 0mg) 

feo 4- [ (6, 7-^ b^i/-4-^r^-V"U-;i/) ^^>] U > (5 0 

mg) ^h;v^> (5ml) ^ :n#y— ;]/ (lml) ai^y — 

;i/(lml) k:^jW£-#fc4 -7*0^- 1 -^>-t? 
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K/T^z h >mmT % is 'J*WD7h^77-f-l:iD«l8 U ^McDfb^r 
M5 3mg^ lR*5 8%T»f#feo 

1 H — NMR (DMSO-de, 400MHz) : 6 3. 98 (s, 3H) , 3. 
99 (s, 3H), 7. 37-7. 40 (m, 3 H) , 7. 58 (s, 1 H) , 

7. 76-7. 92 (m, 4H) , 7. 94 (d, J = 6. 59Hz, 2 H) , 

8. 58 (s, 1H) , 11. 72 (bs, 1H), 12. 52 (bs, 1H) 
IlMi (ESI-MS, m/z) : 541 (M + +l) 

mmm 1 1 e 9 n- {2 - [4 - i^u^?L±M z_^=Jk2 z±±M - 

N 3 — {4— [ (6, 7 zl2Jl b ^->-4-^-y Ujk) Z£^M ^ 

1)1/7 

rUI£©4- (7"d^e^^-;v) ^>vV^^ Tiy^F (80mg) l3h;i/oi> 
(20ml) s ^h^^r-jv (1ml) 100 °CT» 1 BffmlM b&o ^ 

^^*bf#^tife4 - (^n^^i/) - 1 ^o^^F 
£fl^:fciiM;i^2- [4- (^d^e^^I/) 7i^;i/] ^^y-r;v ^v^^- 
->T*— h^il^bfeo 4- [ (6, 7-^ h^>-4-^y ;T^>] 
7— V > (5 Omg) £ h;i/^> (5ml) \ Ji^y— (1ml) Izmffi^^t 
fzWi, ^#J—)l> (1ml) lzmmg&fz2- [4- (^D^^^;i/) 

>f— KJ; DISSS U ^MtfMbl^£5 Omg, iW5 2%-£f#fc 0 
1 H — NMR (DMSO-de, 400MHz) : 6 3. 85 (s, 2H) , 3. 
92 (s, 3H), 3. 95 (s, 3H), 4. 36 (s, 2H), 6. 55 
(d, J = 5. 12Hz, 1H), 7. 29 (d, J = 9. 03Hz, 2H), 

7. 30-7. 41 (m, 5H) , 7. 49 (s, 1 H) , 7. 75 (d, J = 

8. 78Hz, 2H) , 8. 29 (d, J=5. 37Hz, 1H), 11. 75 
(bs, 1H) , 12. 39 (bs, 1H) JIM^lJHI (ESI-MS, m/ 
z) : 5 6 7 (M + + 1 ) 

mmmi 170 : n- (5-^pp^>^y-r;v) -n 3 - {4 - r (6, 7 
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7fjIE©5-^DD^>*y-f;i/ /?D7^ F (80mg) ^JEl^ilRfc^ 5 
-i'DD^y^jV ^Vf^>7^-h^HLfeo 4- [ (6, 

A-*cir^J >J-;i/) ;t3^>] T-)J> (50mg) ^h;v^> (5m 
1) s rc^y — )l> (1ml) JV (1ml) fc^M^^r 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 2 . 4 9 - 2. 5 5 (m, 6 
H) , 3. 36-3. 69 (m, 2H) , 3. 93 (s, 3H) , 3. 96 (s, 
3H) , 7. 34-7. 39 (m, 3H) , 7. 58 (s, 1H) , 7. 73 

(d, J = 9. 03Hz, 2H), 8. 58 (s, 1 H) , 11. 49 (s, 1 
H) , 12. 50 (s, 1H) m.m.mnm (ESI-MS, m/z) : 475 

(M + + 1 ) 

mmmi 1 7 1 : n- {4- c (6, ujk) 

->] 7 -n j - [2- (2-g^ji— ;i/) r-b^;i/1 ^-^r^vr 

TfJM©2- (2-^a^;]/) ^-fe^^y^ t->^F (4 0mg) iz h;i/3i> 
(20ml) \ M.ik?-*-)\s (1ml) ^Jp^ 100"Ct?l TOMbfco mm 
£^*U#£>tifc 2 - (2-^rc-;i/) m^y-f;]/ ^ n ^ F ^JEV^iSKk:^ 
^2- (2-^^— ;v) 3i^y-r;i/ ^Vf-^^7^-h§illfeo 4- 
[ (6, 7-^^< h^>-4-^y U;v) ;t3^>] T-U> (5 Omg) £ h;i/ 
rc> (5ml) s (1ml) fz: WP^fctlL x^y-;i/ (1ml) 

TZi/Vfiffrpti^hy^yj—texiommLs mm(D^m^4 4mg, 4x 

*5 4%Tl#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 6 (s 3 3H) , 3. 
98 (s, 3H) , 4. 07 (s, 2 H) , 6. 64 (d, J = 5. 61Hz, 
1 H) , 6. 96-7. 03 (m, 6 H) , 7. 33-7. 38 (m, 1 H) , 
7. 45 (s, 1H) , 7. 78 (d, J = 9 . 03Hz, 1H), 8. 61 
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(d, J = 5 . 37Hz, 1H), 11. 75 (b s , 1 H) , 12. 34 (b 
s, 1H) MMfttifte (ESI-MS, m/z) : 4 8 0 (M + +l). 

mmmi 112 n- {4- r (6, h^->-4-^r^-v"u-;i/) •* 

rUM©2- T-te^y^ 7^>yF (40mg) th/Px> 

(20ml) s (1ml) 100 °CT 1 f$H§»bfco 

^2- ( 2 V^t^>7^-h$illfco 4- 

[ (6 , 1-*J* h*->-4-3ci-VV-))/) 7x'J> (5 Omg) * 

h;v^> (5ml) s ;i/ (1ml) fc^jSP^-S-fefts m^y— ;p ( 1 m 

1) fc^0^-yrfe2- ( 2 :c£^>f;i, Vtt$/T*— Y 

litSi/'J^WDYh^?^- CiOJIfiU mm<Dlh-&m* 4 6mg, 
iR^5 7 %-ef#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 7 9 (s, 6H) , 3. 
98 (d, J = 6. 34Hz, 2H) , 6. 68 (d, J = 9. 03Hz, 2 
H) , 6. 96-7. 00 (m, 3H), 7. 34-7. 39 (m, 5H), 9. 
19 (s, 1H), 9. 92 (bs, 1H) Ki^f (ESI-MS, m/ 
z) : 4 8 1 (M + + 1 ) 
Hi 1 173 :N- {2-^PP-4- [ (6, 7 -it* 4-*; 

T$ffi.(D4-* h3^>- 1 )V PU^J K (80mg) ^ 

mvfco 2-^PD-4-[(6, 7 T 
- U > (50mg) S (5 ml) N ;t, (1ml) IzmM^^tz 

f£ s ;i/ (1ml) 4-.* h=^- 1 -^>-tf>>b;i/^n;i/ 

bs mm(D<b&V0*3 6mg, JR*4 6%t?l#feo 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 2 (s, 9 H) , 7. 
09 (d, J = 8. 78Hz, 1H) , 7. 19-7. 22 (m, 3H) , 7. 
31-7. 36 (m, 2H) , 7. 43 (s, 1 H) , 7. 48 (s, 1 H) , 
8. 06 (d, J = 8. 78Hz, 1H) , 8. 12 (d, J = 9. 03Hz, 
1H) , 8. 53-8. 5 7 (m, 1H) , 11. 52 (bs, 1 H) , 12. 
5 5 (bs, 1 H) Jfc*#*Hi (ESI —MS , m/z) : 5 2 5 (M + + 1) 
117 4 : N- (4-^pp^>^;I/) -N a - {2-^PP-4- 

2-^dd-4 - [ (6, 7-^^ Y*cis-4-*J V )V) T—V> 
( 5 Omg) £ MHO (5ml) N ;v (1ml) fcl^^fcg^ r{J 

|gCD4-^DD- 1 -^0-H>ti)l^—)^ 4 V3-*isT^— h £in£^$a*e 2 

^U*^;i/^D^ h^7^f-fcJ;!5iMU mmcD^^4 9mg s 6 

1 %Tf#fco 

'H-NMR (DMSO-de, 400MHz) : 53. 92 (s, 3H) , 3. 
93 (s, 3H), 6. 66 (d, J = 5 . 1 2 H z , 1H), 7. 19-7. 

2 1 (m, 2 H) , 7 . 3 2-7. 3 6 (m, 1 H) , 7 . 43 (s , 1 H) , 
7. 47 (s, 1H), 7. 48 (s, 1H) , 7. 63 (d, J = 8. 78H 
z, 1H), 8. 03 (d, J = 8. 78Hz, 2H), 8. 57 (d, J = 5. 
12Hz, 1H), 11. 96 (bs, 1H), 12. 57 (bs, 1H) MM 

frffim. (E S I -MS, m/z) : 5 2 9 (M + + 1 ) 

mmmi 175 : n- (2, h^>^>vv;i/) -isr - -T4- 

C (6, 7-^ h^r->-4-dr^-^U_;i/) g^frlxT 
rUI£©2, 4 h^^- 1 ^D7^f F (8 0m 

g) %m^3tffllte$£^2 , 4-*?* b^>- 1 -^OliytDVtf-jv >fv^t 
->T^- h^lia^bfco 4- [ (6, 7 h^>-4 ^ 
2/] r— U> (5 Omg) (5ml) „ rc^y— ;i/ (1ml) (3?£$p 

ai^y— ;i/ (1ml) fc$&#£*fc2, 4 -SM h =^>- 1 -^>-tf 
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-fc<fct>*tWU ^£©#^£5 lmg\ Ifc*s5 8%Tf#fc 0 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 0 (s, 3 H) , 3. 
98 (s, 3H) , 3. 99 (s, 3H), 4. 07 (s, 3H), 6. 7 9- 
6. 81 (m, 2 H) , 7. 37-7. 40 (m, 3 H) , 7. 58 (s, 1 
H), 7. 79-7. 81 (m, 2 H) , 8. 00 (d, J = 9. 03Hz, 1 
H) , 8. 58 (s, 1H) , 11. 01 (bs, 1 H) , 12. 68 (bs, 
1 H) mmfrffim (ESI -MS, m/z) : 5 2 1 (M + + 1) 

gji 1176 : N- (2-^PP-4- [ (6, 7-^h^->-4-^y 
U;p) ^-^-->] 7 3i-;y> -N ? - (2, 4-^p< h^>^W-f;i/) g^frl^ 

r|3lS©2, 4 -i^ h3^>- 1 -^>-tf >^;i/^f-;i/ ^?n7^F (80m 

m-h^ilbfeo 2-^DD-4- [ (6, 7 -^p< h^->-4-^^-V r 
U -;p) t^'J > ( 5 Omg) £ (5ml) N ;i/ ( 1 

ml) izmm^^fc^k, (1ml) lzmffi£l£fe2 , 4-i?*b*-> 

- l -^>^>^;i^^-;i/-r v^^-->t^.— h§ip^.^T2B#p^a#bfeo s 

1 H — NMR (DMSO-de, 400 MHz) : £ 3 . 93 (s, 3H), 3. 
96 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 66 
(d, J = 5. 12Hz, 1H) , 6. 78-6. 81 (m, 2 H) , 7 . 3 6 
(s, 1 H) , 7. 43 (s, 1H) , 7. 48 (s, 1 H) , 7. 61 (s, 
1H), 8. 01 (d, J = 8. 54Hz, 1H), 8. 19 (d, J = 9 . 0 
3Hz, 1H), 8. 56 (d, J = 5 . 12Hz, 1H) ,11. 18 (bs, 
1 H) , 12. 67 (b s, 1 H) MMfrffim (ESI -MS, m/z) : 55 
5 (M + +l) 

Hi 117 7: 3^;V5 - [ ( (4- [ (6 , 7 -*J* h*is-4-*j^J 
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- h 

r|5®CD 5 -rc h^^>- 5 -Hr^V^s* J 4 V 9 71/ (40mg) Iz h 
(20ml) N m^X-fr (1ml) £iD;L 1 0 0°CT* miiilbfeo 

fc^rc^;!/ 5 ->f Vtti'Ti— h- 5 -^V^>^yx-h§iIbfeo 
4- [ (6, h*is-4-*i-V°V-)l) (5 0m 

g) £h;i/:n> (5ml) , oi^y— ;i/ (1ml) IzmBgitfc^ 
(lml) Izmm^^tz^JV 5-JV^**/7j—h-5-**V^>#; 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 16-1. 22 (m, 3 

H) , 1. 78-1. 91 (m, 2H), 2. 32-2. 47 (m, 2 H) , 2. 
4 8-2. 5 4 (m, 2 H) , 3. 92 (s, 3H) ,3.95 (s, 3H) , 

4. 03-4. 09 (m, 2H), 6. 76 (d, J = 8. 78Hz, 1H), 
7. 2 9 -7. 3 9 (m, 4H) , 7. 52 (s, 1 H) , 7. 73 (d, J = 

5. 37Hz, 1 H) , 11. 49 (s, 1 H) , 12. 47 (s, 1H) }f« 
Mfi (ESI-MS, m/z) : 4 9 9 (M + +l) 

mmmi 1 7 8 : ^JV4- [ ( 14- [ (6, 7-^p< h^-4-^V 

rfcl£©4 -a: h^r->- 5 -Hr*cV7$ J 4 v 2 7*/vY (40mg) iz h;i/ 
^> (20ml) s mttt-Jl' (lml) £jJ0;l 1 0 0°C^ lBm&Piftbfco 

tl^^l/4-^Vft^77— h - 4 h £HMbfco 4 - 
[ (6, 7-SM h^>-4-^;U-;V) 3"3^>] T-V> (5 Omg) § 
h;i/ai> (5ml) s (lml) izmm^^tzm, (lm 

I) Izmm^^rfz^JV 4 - >f *S/7t- h - 4 - V ^ ^ i- b * 
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h >mm~tz> ^ u AWDvh ^ yj-iz^y) mm u m.m<Dih&m % 3 8 

1 H — NMR (DMSO-de, 4 0 0MHz) : 51. 16-1. 24 (m, 3 
H) , 2. 51-2. 63 (m, 2H), 2. 73-2. 78 (m, 2H), 3. 
92 (s, 3H) , 3. 95 (s, 3H) , 4. 02-4. 11 (m, 2 H) , 
7. 29-7. 39 (m, 3H), 7. 57 (s, 1 H) , 7. 70-7. 74 
(m, 2 H) , 8. 62 (s, 1H), 11. 60 (s, 1 H) , 12. 38 
(s, 1H) ItM* (ESI-MS, m/z) :4 8 5 (M + +1) 

mmmi 179 : n- (3-^pp-4-[ (6,7-^ y**/-*—*; u 

T^IK©l-S/^D^"9->*;i/5^— ;i/ ^P7-f F (80mg) ^^9V>^cffi^ti 

1 -S/^D^^it>^;i/^— ^v^T^-h^x^y-A (iml) tc 

I8fl¥£-t>\ f ^a3-^DP-4-[ (6, 7-^* h^r^-4-^^ >J;i/) 
>>]r- U > ( 5 Omg) s h;Vni> (5ml) s az^y— )V (1ml) £#nx.^ 



«5 8 xxntzo 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 16-1. 41 (m, 6 
H), 1. 66-1. 85 (m, 4 H) , 2. 55-2. 61 (m, 1 H) , 3. 
94 (s, 3H) , 3. 95 (s, 3H) , 6. 41 (d, J = 5. 1Hz, 1 
H) , 7. 42 (s, 1H) , 7. 46 (d, J = 8. 8Hz, 1 H) , 7. 5 
2 (s, 1H), 7. 68 (dd, J = 2. 2Hz, 8. 5Hz, 1H), 8. 
15 (d, J = 2. 2Hz, 1H), 8. 50 (d, J=5. 1Hz, 1H), 
11. 51 (s, 1H), 12. 59 (s, 1H) WMfrtffm (ESI-MS, 
m/z) : 5 0 0 (M + + 1 ) 

mmm 1 1 so : N-^tv^^jitu^-ji-N' - a a -i (6,7-^ 

?M© 1 -^^D^^i7->*;i/^-;v ^P7^F (8 Omg) £ffl^:£S£l; 
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^£^4-[ (6, 7 -V* Y*i/-4-*i-VV-)l) t^^]7- 
U> (5 Omg) s h;i/^> (5ml) s ^ y — ;b (1ml) ^iD^ST? 1 

6 2%-vmr^ 0 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 16-1. 45 (m, 6 
H) , 1. 66-1. 86 (m, 4H) , 2. 55-2. 61 (m, 1H) , 3. 
98 (s, 3H), 3. 99 (s, 3H), 7. 34 (d, J = 1 5. 6Hz, 
2H) , 7. 39 (s, 1H), 7. 56 (s, 1H) , 7. 73 (d, J = 9. 
0Hz, 2 H) , 8. 56 (s, 1H), 11. 41 (s, 1H), 12. 55 
(s , 1 H) 

II^ilESI-MS, m/z) : 4 6 7 (MH1) 
mMM 118 1: N-^^prp^s&M- ;i/-N' - {4 -[ ( 6 , 1 -*J 

rf5|g© 1 -i/^D7n/t>*;^;i/ ^D7^F (80mg) Sffit^ifcfiKfc 

l-^>^D7n/t>*;i/« -fVW7^-h$x^y-;i/ (1ml) (3 

^£^4 -[ (6, 7-^p< h^->-4-^^-^U-;i/) 
U> (5 Omg) s h;i^> (5ml) N ; — )V (1ml) %M?LMlMrC 1 

7 1 o 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 5 -0. 9 9 (m, 4 
H), 2. 10-2. 14 (m, 1 H) , 3. 98 (s, 3 H) , 3. 99 ( s , 
3H), 7. 34 (d, J = 9. 0Hz 3 2H) , 7. 39 (s, 1H) , 7. 
56 (s, 1 H) , 7. 71 (d, J = 8. 8Hz, 2H), 8. 56 (s, 1 
H) , 11. 81 (s, 1H) , 12. 53 (s, 1H) «S#tf?fit (ESI- 
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M S , m/ z ) : 

mmmi 18 2 :N- {3-^pp-4-[ (6,7-^p< b A-*J U 

HJIS© 1 -^>^D^>^>^Jb^-jl/ ^D7^f K (8 Omg) 

^1?^^ ?^a3-^dd-4-[ (6, 7-$>* u;i/) 

S>]T-U> (5 Omg) s h;i^> (5ml) \ ^^y— ;v (1ml) ^^JPX.^ 

SH-T^U #^;i/^n-r h^77^- J;:£t>fjtMU ^m©-fb^rtl%3 8mg s 
4^5 2 %^t#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 1. 5 6 - 1. 7 6 (m, 6 
H) , 1. 88-1. 90 (m, 2 H) , 2. 97-3. 03 (m, 1H) , 3. 
94 (s, 3H) , 3. 96 (s, 3H), 6. 40 (d, J=5. 1Hz, 1 
H) , 7. 42 (s, 1H), 7. 46 (d, J = 8. 8Hz, 1 H) , 7. 5 
2 (s, 1H) , 7. 68 (dd, J = 2. 7Hz, 8. 8Hz, 1 H) , 8. 
15 (d, J = 2. 4Hz, 1H), 8. 50 (d, J=5. 4Hz, 1H), 
11. 56 (s, 1H), 12. 60 (s, 1H) WMfrffim (E S I -MS, 
m/z) : 4 8 6 (M + + 1 ) 

mmm 1 1 8 3 : n-^^p^v^^^^^-^-n' - {4 -[ (6,7-^ 

rf?IScD 1 -^D^>^>#;i/tf;-;i/ ^D7^ F (8 Omg) £ffi^;£iS£fc: 
1 —>^n^>#>#;i/^n;i/ ^ v^^>7^-h§x^y-;i/ (1ml) {3 

mMtS^ f^4-[ (6, 7-^^ h^^-4-3ri-V U-;i/) ?fr*i/]7=- 
V > ( 5 Omg) s h;i/^> (5ml) > ^-^ J — JV (1ml) %J)UZ-^Ul! 1 

ZMmtw h^^-fzj; DilU »l^«2 4mg, IR^3 1% 
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1 H — NMR (DMSO-de, 4 0 0MHz) 5 5 - 1. 9 0 (m, 8 

H) , 2. 99-3. 03 (m, 1 H) , 3. 98 (s, 3H) , 3. 99 (s, 
3H) , 7. 34 (d, J = 8. 8Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
57 (s, 1H) , 7. 73 (d, J = 8. 8Hz, 2H), 8. 56 (s, 1 

H) , 11. 47 (s, 1H), 12. 56 (s, 1H) M&frffiW. (E S I - 
MS, m/z) : 4 5 3 (M + + 1) 

mnmi 184:N-f3-^7PP-4-r (6, 7-^ h3c->-4-*J U 

)]/) ^-jr->]7x- ;v} -N J -[3- (3-^ji/7xrji/) y'unj <j 

r(5|ScD3- (3-^^;V7x-^) 7P;V^f 7^yF (8 0mg) Iz 

h;Kt> (20ml) N ^b?-t-;i/ (1ml) £jjpx. 1 0 0°CT- lBmMb 
feo *jat*S*bW6tlfc3- (3 -*3-)]sy rc-;i/) /D/V^jl/ ^D^-T 
K^fflV^fiRfc^V^- ( 3 ?-)l>y ^—)\y) 7D/V^/V 'fV^t^ 

— h£sMbfco llbfe3- ( 3 -p<^;i/7 rc-;i/) rp^y-OP >fv^t 

h^^^y — ;V (1ml) fi'\3-^DD-4-[ (6, 

h^^-4-df-y U;i/) ***/]y=. V> (5 Omg) „ h;i/^> (5m 

I) N m^y— )]y (1ml) *iDitSfi-Cl 6RSIBat#b;fco Mj$tt&ttiNBb& 

iDlSU SM0{b^tl§3 lmgs 3 8 %lff#fco 
'H-NMR (DMSO-de, 4 0 0MHz) : <5 2 . 29 (s, 3 H) , 2. 
7 7-2. 8 9 (m, 4H) , 3. 94 (s, 3H) , 3.. 96 (s, 3H) , 
6. 41 (d, J = 5. 4Hz, 1H), 7. 01-7. 08 (m, 3H), 7. 
19 (t, J = 7. 6Hz, 1H), 7. 42 (s, 1H), 7. 47 (d, J 
= 8. 8Hz, 1H), 7. 53 (s, 1H), 7. 67 (dd, J = 2. 4H 
z, 8. 5Hz, 1H), 8. 13 (d, J = 2. 7Hz, 1H), 8. 50 
(d, J = 5. 1Hz, 1H), 11. 62 (s, 1H), 12. 53 (s, 1 
H) WMfrtifiM (E S I -MS, m/z) : 5 3 7 (M + + 1) 

mmmi i 8 5 : n- (4-r (6,7-^ Y**/-4-*cj-w=-)\,) #± 



WO 01/47890 PCT/JPOO/09157 

731 

ffcfjt© 3 — O-^Wi-jl/) 7n;v^f>^ 7i/yf (80mg) {3 
h;i/X> (2 0ml) s Mf^V (Iml) & Jnx. 1 0 0 °CT 1 RtlSingt b 
fee Mikftfc 3 - (3-^iV7i-Jl/) rn/V-fJl/ ^D^-f 

F^fflv^Mi-^v^ 3 - (3 )]/) rD;V'f^ <ivtti/Y% 

— h£Mb7co mMVfz3- (3-*3-))s7 n-)]/) 7xm;j)V -iVtt 
is7*—b%:^&;—)l (1ml) izmmg&s *Cs4-[ (6, h^r 

;V) tf-^jT— U > (5 Omg) N b;i/cc> (5ml) N ^ 

(imi) *init^fi-e i 6i$ifflai#bfco s^^a*u#e>nfca 

M(Dflj&m%: 3 2 m gs IRs* 3 8 %-t!f#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 2 9 (s, 3 H) , 2. 
77-2. 87 (m, 4H) , 3. 98 (s, 3H) , 3. 99 (s, 3 H) , 
7. 01-7. 08 (m, 3H) , 7. 19 (t, J = 7 . 6 Hz, 1 H) , 7. 
34 (d, J = 8. 8Hz, 2 H) , 7. 39 (s, 1 H) , 7. 57 (s, 1 
H), 7. 72 (d, J = 8. 8Hz, 2H), 8. 56 (s, 1H), 11. 
52 (s, 1H), 12. 50 (s, 1H) JR*##rtf ( E S I — M S , m/ 
z) : 5 0 3 (M + + 1 ) 
jjg 1186 : N - (4-^PP^;>fjl/) -N' -{ 4 -[ (6, 7 - 

rfrlg© 4 - ^ d D J <i )\/ ^P7^F (8 Omg) 4 - 

-f;i> -YVf-^>7^-hSx^^-;v (1ml) fc$gjB£-fr N ^£^4 -[ (6, 
7-^p< h^P^-4-^^-^U-;^) t^]7xij> (5 Omg) x 
(5 ml) N (1ml) SJDitSiBl? 1 6 RWlfeo 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 2 . 04 (t, J = 6. 8H 
z, 2H), 2. 65 (t, J = 7. 3Hz, 2H), 3. 70 (t, J = 6. 
6Hz, 2H), 3. 98 (s, 3H), 3. 99 (s, 3H), 7. 35 (d, 
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J = 8. 8Hz, 2H) , 7. 39 (s, 1 H) , 7. 57 (s, 1 H) , 7. 
72 (d, J = 8. 8Hz, 2H), 8. 56 (s, 1H), 11. 55 (s, 

1 H) , 12. 45 (s, 1 H) RMfttim (E S I -MS, m/z) : 461 
(M + +l) 

IM1 187 : N- {3-^PP-4-f (6,7 -P* h^>-4-^r7 U 

TfJM©2, 2 -^^^;vrD/iy-r;v ^n^> f (80mg) Sffli^SKt: 

2, 2-^^;i/7 , D;v-f;i/ ^vftm-Mx^;-;i/ (lml) t: 
$8fl?&-8\ ^ci-s3-^nn-4-[ (6, 7-^ h*is- 4-*; u;v) 

^]^— U > ( 5 Omg) , h;i^> (5ml) x ; — )V (1ml) %toz.m 

IHt^fi^DY h 7 -i —izX DiSts ^^©-fb^rt?^ 3 1 mg, W 
4 3%tifeo 

'H-NMR (DMSO-de, 4 0 0MHz) : 1. 27 (s, 9H) , 3. 9 
4 (s, 3H), 3. 96 (s, 3H), 6. 41 (d, J = 5. 1Hz, 1 
H), 7. 42 (s, 1H), 7. 47 (d, J = 8. 8Hz, 1H) , 7. 5 

2 (s, 1H), 7. 68 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 8. 
12 (s, 1H), 8. 51 (d, J = 5. 1Hz, 1H), 10. 78 (s, 
1 H) , 12. 50 (s, 1 H) WMfrtifm (E S I -MS, m/z) : 4 7 4 
(M + + 1 ) 

Hil 18 8 : N- 14-F (6, 7-*?* h =fr->- 4 U —Jl) ^ 
jy]y^-j] / } -N J - (2, 2 -^p<^;i/7°P^V^;i/) ^frurr 
7frflg0 2, 2 -^p<^-;i/rD7NV-f ))/ ^D7>f K (8 0mg) £fflV^it£k: 

2, 2-^^7"d/v^/v -f vftm-h^;-;!/ (lml) fc 

«F»$*s ^^-\4 -[ (6, 7-$>* h3^>- 4-^^ 'J-Jl/) ***/]T— 
V y (5 Omg) N (5ml) N — ;i/ (lml) £Jn 1 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 28 (s, 9 H) , 3. 
98 (s, 3H) , 3. 99 (s, 3H) , 7. 35 (d, J = 8. 8Hz, 2 
H) , 7. 39 (s, 1H) , 7. 57 (s, 1H) , 7. 72 (d 5 J = 8. 
5Hz, 2H), 8. 57 (s, 1H) , 10. 66 (s, 1H), 12. 59 
(s, 1H) 

MAfrffim (E S I -MS, m/z) :441 (M + +l) 

mmm 1 1 8 9 : n- {4 -r (6 , 7 h^->-4 -^y~u-;i/) ^-^r 

£rc#y— ;i/ (1ml) fcig^t, ^3a4-[ (6, 7-^p< h=^>-4-^ 
ir^\)-)\y) 3r%-^]7-V y (5 Omg) s Y)l<x-y (5ml) N a^y — )V 
(lml) ^m^.m^ 1 6B#F»#bfeo M^£}fiSU#£;ft;fcB££^D 

i omg. j» i 3 %-emtzo 

1 H — NMR (DMSO-de, 4 0 0MHz) :8 0. 8 4-0. 9 1 (m, 3 
H) , 1. 2 2 - 1. 3 2 (m, 4H) , 1. 4 5- 1. 6 4 (m, 2H) , 2. 1 
8 (t, J=7. 3Hz, 2H) , 3. 98 (s, 3H) , 3. 99 (s, 3H) , 
7. 33-7. 37 (m, 2H), 7. 39 (s, 1 H) , 7. 57 (s, 1 
H), 7. 70-7. 75 (m, 2H), 8. 56 (s, 1H), 11. 45 
(s, 1H), 12.59 (s, 1H) MMfrffim (ESI-MS, m/z) : 
4 5 5 (M + + 1 ) 

Hi 1190 : N- f3-^PP-4-[ (6 , 7 - ^ h %-ts-4-*; U 

;iQ ^^^17 -N' -[ (2 -^^-;i/->^prpbVi/) 

TfJlMcD 2 1 uy°un>ji)\/ifs3c*s >J ^>>yK (8 0m 

g) £ h;vx.> (2 0ml) s (lml) ^jjpx. 1 0 0°CT lB#Hg 
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APiftLfco $g*&£W*bf££*ifc 2 -^^/l/- 1 -i/^n7n/t>*jl/» 

;i/ -f V^^T^ — h£:r^y — ;i> (1ml) ^^a3-^du 
-4-[ (6, 7 -^p< ^-^>>]T-U> (5 Omg) s 

h;i/m> (5ml) N (1ml) ^m^-MMX 1 6 B^H^bfco M 

bf# £ tifca^ £ & d d A/T-fc h >JHM1-£ U * tfVi/* o v 
h^77^- fc«fcb*l»U mmcD<b&m&4 Omg, W5 6 
1 H — NMR (DMSO-de, 4 0 0MHz) : 5 0. 8 4-0. 8 9 (m, 1 
H) , 1. 08-1. 38 (m, 5 H) , 1. 87-1. 91 (m, 1H) 3. 
94 (s, 3H) , 3. 95 (s, 3H), 6. 40 (d, J = 5. 1Hz, 1 
H) , 7. 42 (s, 1H) , 7. 46 (d, J = 8. 8Hz, 1 H) , 7. 5 
2 (s, 1H) , 7. 66 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 8. 
13 (d, J = 2. 4Hz, 1H), 8. 49 (d, J=5. 4Hz, 1H), 
11. 82 (s, 1H), 12. 58 (s, 1H) Mmfrtififc (E S I -MS, 
m/z) : 4 7 2 (M + + 1 ) 

mmmi 1 9 1 ; n- {4-r (6,7-^ h^^-4-wj-;i/) 

->~\yoL- m -n' -[ (2-^w^p7dk;i/) ^kjj^21d±Ji6LkZ 

TfJlk© 2 1 -^^n7D/^AM^iJ 7i^yF (80m 
g) {3 h;i/rc> (20ml) N (1ml) ^iP^ 1 0 O'CT? 1 B3Mffl 

;V ^Vft^>7^-h^x^y-/l/ (1ml) izmmmts *£^4 -[ (6, 
7 -*J* h=^>-4 **is]T-V > ( 5 Omg) „ h;i/x> 
(5ml), (1ml) *Jn«fiT? 1 6 ^IHflt^bfci SJife*S« 

1 H — NMR (DMSO-de, 4 0 0MHz) : <? 0 . 8 4-0. 8 8 (m, 1 
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H), 1. 09-1. 2 4 (m, 5H), 1. 88-1. 90 (m, 1H) , 3. 
98 (s, 3H), 3. 99 (s, 3H), 7. 33 (d, J = 9. 0 Hz, 2 
H), 7. 39 (s, 1H), 7. 56 (s, 1H), 7. 71 (d 3 J = 9. 
0Hz, 2H) , 8. 56 (s, 1 H) , 11, 73 (s, 1H), 12. 54 
(s, 1H) 

MMfi-mM (E S I -MS, m/z) :4 3 9 (M + +l) 

Hil 192 :N- {3-^PP-4-[ (6,7-^;* h^->-4-^y U 

;v) ^hjpjdz -N' -[ y^ Z 2i±2kj^-p^±^2k) ^jk^lEiklf^: 

rUJR© 1 1 -i>^D^^it>>b;V^^^ U y£ 7i^9F (8 0m 

g) (IF > (20ml) s WG^-*-)^ (1ml) £#n;l 1 0 0 °CT 1 ItSHS 

in^bfeo «£^icU#£>*ifc l l - is ? n^-y-v* =.)]/ 

)V -fV^t^T^-f^x^y-jl/ (1ml) fc$8«¥£ii\ ^£-x3-^DD 
-4-[ (6, 7-^ h^^-4-^f-y U;V) ^-^f^]7-U> (5 Omg) x 

h;i/m> (5mi) „ ji> dmi) %Mz-mM-£ 1 6mmmnLtzo K 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 26 (s, 3H) , 1. 
35-1. 52 (m, 8H), 2. 06-2. 09 (m, 2H), 3. 94 ( s , 
3H), 3. 96 (s, 3H) , 6. 41 (d, J = 5. 1Hz, 1H), 7. 
42 (s 5 1H) , 7. 47 (d, J = 8. 8Hz, 1 H) , 7. 52 (s, 1 
H), 7. 68-7. 72 (m, 1 H) , 8. 15 (s, 1 H) , 8. 50 (d, 
J = 5. 1Hz, 1H), 10. 66 (s 3 1H) , 12. 65 (s, 1H) I 
i^Dfi (ESI-MS, m/z) : 515 (M + +l) 

nnmi 1 9 3 ; n- f4-r (6,7-^ h^>-4-^yu-;^) 

->]7^_;i/} -N a -r ( 1 -^;i^>^P^->;i/) ^;i/^'-;i/l^^-r>i/^ 
T^m.(Dl-^^J\y- 1 -^>^n^\^i7->^;i/^^r^>U y ^ Ti/ -y K (8 0m 
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g) (20ml) N mibtt-K (imi) §ipx. ioo °ct i mm 

SBlibfc l - l —>^p^1t->#;i^- 

;i/ ^vft^>7^-h$x^y-;i/ (lml) tc$§#?£-g\ ^^^4 -[ (6, 

7-^ h=3r^-4-^7-yj-;i/) t^]7-'J> (50mg), Ml/x> 
(5ml) s x^;-jKlml) SJDitSMTl 6^Mit#bfco 

1 H — NMR (DMSO-de, 400MHz) : 1 . 26 (s, 3H) , 1. 
38-1. 52 (m, 8 H) , 2. 05-2. 11 (m, 2 H) , 3. 98 (s , 
3H), 3. 99 (s, 3H) , 7. 35 (d, J = 8. 8Hz, 2H), 7. 
39 (s, 1H) , 7. 57 (s, 1H) , 7. 74 (d, J = 8. 8Hz, 2 
H), 8. 57 (s, 1H) , 10. 54 (s, 1H) , 12. 62 (s, 1 
H) li^lrl (ESI-MS, m/z) :48 1(M + +1) 
jjj 1194 : N - !3-^PP-4-[ ( 6 , 7 - h - 4 - ^7 U 

rfrlSCD 1 ;]/- 1 -i/^D7D/^7JM^>)J 7S/y h* (8 0 

mg) h;i/az> (2 0ml) N i&ik?-%=-)\s (lml) 1 0 OW 1 B# 

^Mbfco *jft*S*b^&nfc l-7i-;i/- 1 -i/^D7n/^>W- 

Xjltf—Jl ^Vf^>7^-h^x^y-;v (lml) ^d-\3 
-/7PD-4-[ (6, 7-S>* h^i>-4-^y U;i/) #3rt<<]T-V> (5 0 
mg) , h;i^> (5ml) N rc^y— ;i/ (lml) &in;fcgfi*C 1 6«fffflat^ 

1 H — NMR (DMSO-de, 4 0 0MHz) :61. 34 (s, 2 H) , 1. 
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63 (s, 2H) , 3. 94 (s, 3H) , 3. 95 (s, 3H) , 6. 40 
(d, J = 5. 1Hz, 1H) , 7. 42-7. 55 (m, 7H) , 7. 66 
(d, J = 8. 5Hz, 1H) , 8. 07 (s, 1 H) , 8. 50 (d,J=5. 

1Hz, 1H) , 9. 2 2 (s, 1H) , 12. 2 8 (s, 1 H) WMfrtifm (E 

S I -MS, m/z) : 5 3 4 (M + + 1) gi^t (ESI -MS, m/z) 

: 5 3 4 (M + + 1) 

jijl 1 9 5 : N- {4-[ (6,7-^ fc 4 -^V* 'J ^ 

'>]7irjl/} -N J -[ (l-7x-;^>^P7°Pb» iDViS—M^-XfX/T 

T$m<D l-7x- l-i/i7D7D^>3bM^>'J y£ T2/y|* (8 0 
mg) (3 h;i/rc> (2 0ml) N i^it^^r—)^ (1ml) ^jjflX: 1 0 0°C^ 1H# 
HiP^bfco 1 -7i^- 1 - i/^P7'D/^7JM- 

y^^T*— h£:n^y— ;v (1ml) ^;-\4 
-[ (6, 1-*J* h^>-4-WJ-;V) Jt**/]!*— U > (5 Omg) N 
(5ml) s 71/ (1ml) ^JpA^Ml? 1 6 USHSflM^bfco S 

is?s*S[asb^&nfcB^*^DP^;i'A/T-fe h >®ns-r&$ifji^n v 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 34 (s, 2 H) , 1. 

64 (s, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 7. 32- 
7. 55 (m, 8H), 7. 69 (d, J = 7. 3Hz, 2H), 8. 55 (s, 
1H), 9. 00 (s, 1H), 12. 25 (s, 1H) H»##Ht (E S I - 
MS, m/z) : 5 0 1 (M + + 1) MAfrmM (E S I -MS, m/z) : 5 0 
1 (M + + 1) 

jffij 1196 : N- {3-^PP-4-[ (6,7-^^ 'J 

;v) jiMz^ikl -n j -[ (4-7P^;b->^D^>;v) tui^-j]y^ 

rfJ|gcD4-rDb 0 7V- 1 -S/^D^^>5b;i/5^^^U V>7 (8 0 

mg) (3 h;i/^> (2 0ml) , *frfb^-;*-r:;i/ (1ml) £JP;L 1 0 0°CTr im 
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v^^-Sxt^— h^oi^y— ;i/ (1ml) £$gjS?£-fe»\ ^£^3 
-^pp-4-[ (6, 7-S?^ h^>-4-3V u;v) ^-^^>]T-U> (5 0 
mg) s h;i/^> (5ml) „ ai^y— ;i/ (1ml) %UQ%.gMT? 1 6B#|iBfl|# 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 0. 8 5 - 0. 9 4 (m, 5 
H) , 1. 07-1. 44 (m, 7H) , 1. 77-1. 89 (m, 4H), 2. 
66-2. 70 (m, 1H), 3. 95 (s, 3H), 3. 96 (s, 3H), 
6. 41 (d, J = 5. 1Hz, 1H) , 7. 43 (s, 1H), 7. 47 (d, 
J = 8. 8Hz, 1H) , 7. 53 (s, 1 H) , 7. 67-7. 73 (m, 1 
H), 8. 14-8. 19 (m, 1 H) , 8. 49-8. 53 (m, 1H), 1 
1. 53 (s, 1H), 12. 58 ( s, 1H) WMfrffim (E S I -MS, m 
/z) : 5 4 2 (M + 4- 1 ) 

mmm 1 1 9 1 ; n- {4-[ (6 , 7-^ h^->-4-^^-^u-;i/) 

;i/> -N J -[ (4-7°Pb°;i/->^P^\^->;i/) ^jy^—jv^^r^uT 

rU8KCD4-:7"P ¥)l>- 1 - is & U is V y>7 71/ (8 0 

mg) {3 h;i/m> (2 0ml) s M4htt-)V (1ml) %1)\\7L 1 0 0°CT lBf 
P^»bfeo *«£M*U#£tifc4-:7°Pfc.°;]/- 1 -*/>7U^3cV>ii)V^=. 

^fVft^7^-h§x^y-;v (1ml) fc^#?£-th ^£^4 
-[ (6, 7-2?.* h^>-4-^7-V'J-;V) > (5 Omg) N 

b)l^-> (5ml) s ^#;—Jl (1ml) ^iDx.^Ml! 1 6mmBWLtz 0 & 

7-f-fcJ:DiIU mmo^'^ 5 9mg, iK*6 9%Tt#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 0 . 85-0. 91 (m, 5 
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H), 1. 15-1. 41 (m, 7 H) , 1. 78-1. 89 (m, 4 H) , 2. 
66-2. 69 (m, 1H) , 3. 98 (s, 3H) , 3. 99 (s, 3H), 
7. 35 (d, J = 6. 6 Hz, 2 H) , 7. 4 0 (s, 1H) , 7. 57 (s, 
1H) , 7. 71-7. 77 (m, 2H), 8. 57 (s, 1H), 11. 43 
(s, 1H), 12. 55 (s, 1H) WM^mM (ESI-MS, m/z) : 
5 0 9 (M + + 1 ) 

1198 : N - (4--7nU7*# S 4 )l) -N j -{3-^pp-4- 

r$m<D 4 - Z u u 7" ; J )i> pu^JY (8 Omg) % m^Jtmz$£^ 4 - 

-f;V 4 V3-dr*sT%— h^rc^y — JV (lml) tz&ffig^ ^C^\3-^D 
P-4-[ (6, h^^-4-^y ^-^->]^r:U > (5 Omg) , 

h)l^> (5ml) s m^y— ;i/ (lml) £JP;l^MT» 1 6 HfF^fltf^bfeo S 
Jfett § tttt U# tifea ^ ^ ^ D D h >JgHT § ^ U * W ^ D v 

h^77^-tJ;DIIIU ^M©-fb-£rt!£ 3 5mg, XR^4 8%^f#fe 0 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 0 - 2. 0 8 (m, 2 
H), 2. 66 (t, J = 7. 1Hz, 2H) , 3. 71 (t, J = 6. 6Hz, 
2H) , 3. 99 (s, 3H) , 4. 00 (s, 3H) , 6. 60-6. 65 

(m, 1H), 7. 51 (s, 1H) , 7. 56 (d, J = 8. 8Hz, 1H) , 
7. 64 (s , 1H) , 7. 73-7. 78 (m, 1H), 8. 18-8. 23 

(m, 1H), 8. 67 (d, J = 5. 6Hz, 1H), 11. 67 (s, 1 
H) , 12. 5 0 (s, 1H) MMfrffim (ESI-MS, m/z) : 49 5 

(M + +l) 

mmmi 199 : n- o-^pp/p/v-f/v) -n' -{4-c (6, 7- 

rUI©3-^DP7D;V^;V ^P7^F (8 Omg) £/H^:fcfiKfc:^ 3 
-^DP7'P/V-f/l/ ^ V^rt^T^— h £SliMbfco il^bfc3 -^DD:7 o 
^^y-f;l/ ^V^^T^-f^x^/wi/ (lml) i3?§#?£^ s ^£-\4 
-[ (6, 7-^ Y^ris- 4-*cir-J $-3ri/]7-0> (5 Omg) N 
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h;Kx> (5ml) N (1ml) £in*.£i&*C 1 6 fftl?gjt#b;fco S 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 04 (t, J = 4. 6H 
z, 2H) , 3. 88 (t, J = 3. 7Hz, 2H) , 3. 99 (s, 3 H) , 
4. 00 (s, 3H) , 7. 37 (d, J = 6. 6Hz, 2H) , 7. 40 (s, 
1H), 7. 58 (s, 1H), 7. 73 (d, J = 6. 3Hz, 2H), 8. 
57 (s, 1H), 11. 65 (s, 1H), 12. 3 9 (s, 1H) WMfrffi 
m (E S I -MS, m/z) ; 4 4 7 (M + + 1) 

mmmi 2 0 0 : n-i 3 -^pp- 4 -r (6 , 1 -v* h*^- 4-*; v 

;i/) 3r%-j/]7 ji-;v}-n j - ( 2 ^;i/) ^fri^r 

ffcM© 2 -^^;i/^>^y F (8 Omg) (3 h;i^> (2 Om 
1) s ^b^-^--;v (lml) ^SP^ 1 0 0°Ctr lB§^»bfeo M££^S:b 

Vf-Hrl/T^— ;V (lml) i3«P£-feK f 3a3 p p - 4 - 

[(6, 7-^M h^>>-4 -^y;^) *^]7=iJ> (5 Omg) ^ h;i/^ 
> (5ml) s Ji^y— ;i/ (lml) ^m^Mrc 1 6B#Hg3*#bfco SJfo$[£ 

iiiibt#e)tifea^^^pp*;i/A/T^ h^jgii-r^^u^^vi/^PT 

'H — NMR (Chloroform- d, 4 0 0MHz) : <5 0 . 85-1. 80 (m, 1 
OH), 2. 37-2. 53 (m, 1H), 4. 09 (s, 3H), 4. 11 (s, 
3H), 6. 49 (d, J = 5. 9Hz, 1H), 7. 31 (d, J = 5. 1H 
z, 1H), 7. 61 (s, 1H), 7. 72 (dd, J = 2. 4Hz, 8. 8 
Hz, 1H), 7. 76 (s, 1H), 8. 08 (d, J = 2. 4Hz, 1H), 
8. 66 (s, 1H), 12. 66 (s, 1H) ff-g^/Hit (E S I -MS, m 
/z) : 4 8 8 (M + + 1 ) 
f*l»Jl 2 0 1: N-{ 4 -r (6, h =fr->- 4 -*cj-V V -JV) 
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;V(lml) lzmmg"&, ^Z^4-l (6, 7-^ h^>- 4-3^7 U- 
^-^^>]^- U > (5 Omg) s h;i/^> (5ml) N x.$j—)\s (1ml) 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 0 . 8 7 - 0. 9 2 (m, 3 

H) , 1 . 0 9-1. 1 3 (m, 3H) , 1 . 2 6 - 1. 6 5 (m, 4H) , 2 . 7 
4-2. 8 1 (m, 1H) , 3. 9 8 (s, 3H) , 4. 0 0 (s, 3H) , 7. 
34-7. 38 (m, 2 H) , 7. 40 (s, 1H) , 7. 57 (s, 1H) 3 7. 
72-7. 7 8 (m, 2H), 8. 57 (s, 1 H) , 11. 51 (s, 1 H) , 
12. 59 ( s , 1 H) m&fr%r1M (ESI -MS, m/z) : 4 5 5 (M + + 
1) 

mnmi 202 : n- {2-^pp-4- [ (6, 1 -v* v*^- a-*; 

U;i/) Z-^M — N' - (2, 4-^7;i/^-p^>^^r;i/) 

HaIK<D2, l -^>-fcr>#;i/^— ;i/ ^D7^f F (8 0m 

^T^— h^il^bfco 2-^DD-4- [ (6, 7-^h^>-4-^'J 
Or**/] T—V y (5 Omg) £ h;i/^> (5ml) N ai^y— ;i/ ( lm 

I) (1ml) fc?g$P£-frfc 2 , 4-^7;i/^-D- 
1 -^>-if>5b;i/^-;i/ vtti/'T*— h*iD*.£ST?2l$|i8jf#bfco M 

'H-NMR (DMSO-de, 4 0 0MHz) : 53. 93 (s, 3H) , 3. 
96 (s, 3H), 6. 66 (d, J = 5 . 12Hz, 1H), 7. 1 6 ~7 . 
36 (m, 5H), 7. 61 (s, 1H), 7. 82-7. 83 (m, 1H), 
8. 10 (d, J = 9. 03Hz, 1H), 8. 56 (d, J = 5. 12Hz, 
1 H) , 11. 9 8 (b s, 1 H) , 12. 3 3 (b s, 1 H) »#*HS (E 
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S I -MS, m/z) : 5 3 0 (M + + 1) 

. mmn 1203 :n- o, 4-^^ h^->^>w;io -n j - { 4- 

[ (6, l-V* h^>-4-WJ-Ji/) :t^->1 7ji-;vT ttttv? 
rW©3, 4 h3^>- 1 -^>-b?>£;i/^-;i, ^7D7^ F (80m 

T*— h^Mbfeo 4- [ (6, 7 -i^ h^>-4-3^./ V-;i/) 

7-'J> (5 Omg) £ h;i/:n> (5ml) „ ^^y— ;i/ (1ml) fcl&jSP 
^^fcf^s m^y— ;i/ (1ml) Izmm^^f^S , h3^>- 1 -^>-fc? 

— £J;!9*iiMU *M©{biirf3£5 7mgs W6 5%T^#feo 
1 H — NMR (DMSO-de, 400MHz) : 53. 79 (s, 3H) , 3. 
83 (s, 3H) , 3. 96 (s, 3H) , 3. 99 (s, 3H) , 6. 62 
(d, J = 1 5 . 61Hz, 2H) , 6. 92 (d, J= 1 5 . 61Hz, 2 

H) , 7. 04 (d, J = 8. 54Hz, 1H), 7. 38 (s, 1H), 7. 
44 (s, 1H), 7. 52 (s, 1H), 7. 56 (dd, J = 2. 19Hz, 
J = 8. 3 0Hz, 1H) , 8. 56 (s, 1H), 11. 88 (bs, 1H), 
12. 5 0 (b s, 1 H) WMfrtifm (ES I -MS, m/z) : 5 2 1 (M + + 
1) 

mnmi 204 : n- {3 pp-4- c (6, 7-5?* h**y- 

Uik) 3r^>l 7x-M -n j - (3, h^->^>vV;i/) 

T_ 

r(5lg©3, 4 -V* Y*ci/~ 1 -^>-l2>?f3;i/^— ^D7^F (80m 
g) ^m^itfti-^S, 4 - i?* h 1 -^>-if -iV^tfi/ 

h^lH^bfco 3-^DD-4 - [ (6, h^-^-4-^y U 

)V) #3^] U > ( 5 Omg) £ h;i/^> ( 5 ml) , J— ;i/ ( 1 m 

I) (3^^^feft s 3^$ J— )\y (1ml) temB£itfz3, h=^>- 

1 -^>-tf>#;v#-;i/ -r v^^-f>T^- h^inx.^-e2B§p e m#bfeo H 
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1 H — NMR (DMSO-de, 400 MHz.) : 6 3. 79 (s, 3H) , 3. 
83 (s, 3H) , 3. 93 (s, 3H), 3. 94 (s, 3H), 5. 46 
(bs, 1H) , 6. 29 (d, J = 1 5 . 37Hz, 1H) , 6. 62-6. 
43 (m, 1H) , 6. 79 (s, 1 H) , 7. 03-7. 10. .(m, 2H) , 
7. 38 (s, 1H), 7. 52 (s, 1H) , 7. 55-7. 58 (m, 2 
H), 8. 44 (d, J = 5. 12Hz, 1H), 12. 63 (bs, 1H) 1 
mfrtifm (E S I -MS, m/z) : 5 5 5 (M + + 1 ) 

mmmi 205 : n- {2-^pp-4- r (6, 7-*?* h^->- a-^-j 

U;i/) ;fr^>] yaz—M -N' - (2-7i-Jl/7^fjl/) ^frl^T 
TfJM©2 -7 ^p^-f K (8 Omg) £ffl^:«k:|i£^2 

[ (6, 7-^p< h^>-4-=w u;i/) t^-U > (5 Omg) £ h;i/ 

x>(5ml) , (1ml) izmm^^tzm, x.#S-)l> (1ml) 

'H — NMR (DMSO-de, 4 0 0MHz) :6 3. 8 5 (s, 3 H) , 3. 
93 (s, 3H), 3. 95 (s, 3H), 6. 64 (d, J = 5. 08Hz, 
1H), 7. 27-7. 39 (m, 5H), 7. 42 (s, 1H), 7. 49 
(s, 1H), 7. 57 (s, 1H), 8. 1 0 (d, J = 8. 78Hz, 1 
H), 8. 55 (d, J = 5. 38Hz, 1H), 11. 91 (bs, 1H), 
12. 39 (bs, 1H) WM^mm (E S I -MS, m/z) : 5 0 8 (M + + 
1) 

mmm 1 2 0 6 : n- {4 - r ( 6 , 7 h*ts-4 u;i/) 

->] - 2 , 3 -^^f/P7x-M -n ? - (2 -7^-;i/T-b^;i/) ^ frb 

z_ 

?(5McD2-7ai-;v^^y^;v 7D7^f F (8 Omg) %m^Jt%kte y m^ 2 
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-7 3L-jl^# ; j )l ^V^^7^-hnilfeo 4- [ (6, 

h ^-^r^] - 2 , 3 V > ( 5 Omg) £ h 

(5ml) s ^^y— ;v (lml) fc*JS?£-e-fe&s ( l m 

1) 2 -7ir;i/x^y^;i/ V^-tfS'T'*— h £fln*.g$ft"C 2 

^ U *Wn? h ^7 7^-i;<tDllU mM<Dik-&%Q?t 4 4mg\ *K*5 
8 %Tt#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 8 (s, 3H) , 2. 
15 (s, 3H), 3. 85 (s, 2H) , 3. 94 (s, 3H) , 3. 95 
(s, 3H) 3 6. 28 (d, J = 5 . 12Hz, 1 H) , 7. 08 (d, J = 
8. 54Hz, 1H) , 7. 2 7~7. 41 (m, 7 H) , 7. 57 (s, 1 
H), 8. 47 (d, J = 5. 37Hz, 1H) , 11. 7 5 (b s, 1H) , 
12. 01 (bs, 1H) mmmnm. (ESI-MS, m/z) : 5 0 2 (M + + 
1) 

mnmi 207 : n- (2, 4-^^pp^>vv;v) -n j - {4- r (6, 

TjJlS© 2 , 4 -J?^dd- 1 -^>-fe*>*;i/^— ;v ^D7^f F (80mg) 

-h^il^bfeo 4- [ (6, 7-S>* h^r^-4-^-^^U-;i/) #^>] T 
-U> (5 Omg) £h;Kn> (5ml) s oz^y— ;y (lml) IzmMZ&fc 
f£ s ;p (lml) iigi^tfe2, 4 - ^pd - 1 -^>-t? 

liU M©<b-&%* 6 5mg, IR^7 3%T#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : d 3 . 97 (s, 3H) , 3. 
99 (s, 3H), 7. 38 (d, J=l 1. 22Hz, 3H), 7. 55-7. 
58 (m, 2H), 7. 69 (d, J = 8. 29Hz, 1H), 7. 76-7. 
78 (m, 3H) , 8. 57 (s, 1H), 12. 04 (bs, 1H), 12. 
2 6 (bs, 1H) JCS^tHB (ES I -MS, m/z) : 5 3 0 (M + +l) 
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Hi 1208 : N- f3-^DP-4- [ (6, 7 -SM Y^y- A-^rJ 

U;i/) -n j - (2, 4 -^y;i/^-P^>vV;i/) 

Tj5lK©2, 4 1 -^<>-tf ^D7^ F (80m 

g) ^JEi^i^-M^ 2 , 4 -^^;i/^-p- l -'<> J gyZ])]/7Fs-)\, jy?-3r 

->7*— hZmMLfzo 3-^7DP-4 - [ (6, 1-*J* bdr^-4-^yU 
;V) ^-^-^>] T-U > (5 Omg) £ h;Kc> (5ml) \ — ;V ( lm 

1) -^fefts ni^y— )]y (1ml) lzmm$^fz2, 

£ Ml® U# £> tifcB £ £ ^ p p A/T-fc h >Sit^ y * yjv $ d t 

'H-NMR (DMSO-de, 400MHz) : 6 3 . 95 (s, 3H) , 3. 
96 (s, 3H) , 6. 43 (d, J = 5. 37Hz, 1 H) , 7. 24-7. 
29 (m, 1H) , 7. 4 3-7. 5 5 (m, 3H) , 7. 75 (dd, J = 2. 
44Hz, J = 8. 78Hz, 1H), 7. 79-7. 90 (m, 2H) , 8. 
16 (bs, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 86 
(b s, 1 H) , 12. 3 2 (b s, 1 H) WMfrtirm (ESI -MS, m/ 
z) : 5 3 0 (M + + 1) 

mnmi 209 :n- { 3-^00-4- r (6, i-v* v^is-A-*; 

Ujk) #3-^1 -7 -n j - (4-^-^^;p^>V^;i/) ^fri^T 

rfcI£<D4 - Jr&f'JV'OVj y& Ti/vY (4 Omg) i;hJVx> (2 0m 

i) s (imi) mnz. i o o°ct lmmmmvfeo 

4 -^J-^^;i/- 1 -^>-t? ^ v^^J-^T^— h ^DS^bfeo 3- 
^ p p - 4 - [ (6, 7-S^ h^-^-4-^y u;v) ;^>>] T-U > (5 0 
mg) ^h;i/^> (5ml) N cn^y— ;i, (1ml) — 
;i/ (lml) lzmm^i£fz4 -JrP^ji- 1 -^>-fe* -fv^t^ 

t * - h & An x. gs-c 2 1$ rs&# b o Bijfom* mm w# £ nfc m$ * ? p p * 
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^M53mgs lK$58%-eHfe 0 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 0 . 8 4-0. 8 7 (m, 4 
H) , 1. 60 (m, 2H) , 2. 09 (s, 2H) ,2.50 (s, 7H) , 
2. 6 5-2. 69 (m, 2H) , 3. 94 (s, 3 H) , 5. 46 (b s, 1 
H) , 6. 29 (d, J = 1 5 . 37Hz, 1 H) , 6. 42 (d, J = 5. 1 
2Hz, 1H) , 7. 3 6-7. 5 4 (m, 6H) , 7. 7 4-7. 7 6 (m, 
1H), 7. 94 (d, J = 8. 05Hz, 2H), 8. 19 (bs, 1H) 8. 
51 (d, J=5. 12Hz, 1H), 11. 61 (bs, 1H), 12. 70 
(b s, 1 H) mmmnm. (ESI-MS, m/z) : 6 0 7 (M + + 1) 
jii 1210 : N-4- [ (6, 7 -*J * 4-*±W 

b°^U i/ls (3 5 7mg) h- hU;i/ (2 0ml) fcgllfc^ MWt 

£U>>A (97mg) ^jJP^s $&t2- (4-^D^E^;i/) -1, 3 — f V 

> k »; ( i g) ^ijp^feo iniasS^Tt 1 oB^atj^u *-cs*s 

bfeo 3i*rr£££te«}:t) 2- -1, 3 --TV 

-f > K U >^>&^trfi^«b*8 5 OmgfL t#£>tifc2- (4-fcWJ^ 
-1, 3-^fV-i'>F'J>^>^^tl (8 5 0mg) 
;v (10ml) fc&flPbfc^ t K P > 1 TfofrltJ (0. 75ml) 

7^1/7^>^tfMt9 8 Omgffeo 4- [ (6, 7-^h=^>-4 
-^^- N /U-;i/) *}-3^>] - 2 - — hn7r U > (l o Omg) §^nn*/!/A 

(iomi) izmmvtzi^ hux^7^> (imi) &#n;u *e>fchu* 

( 1 3 lmg) ©77DD*;i/A (5ml) «§J0^fe o ^Mt? 1 Ofrm 
Ifbfcfix 4-K^'jy;^75 >^4f^tJ (69mg) ©^dd*;1/ 
A (5ml) ^^in^fco fS?30^#U 7KT\Rjfo£f?ltbfciL 
D^l/ATrffttBU M^hU^AT^Mbfeo 5^ ttffi&x £bfcl&5fc£5 
aLyiW- ^;VT^#T3£££J;DN-4- [(6, 7 h*Ss- 
4-*i~VV-)l/) #^>] - 2-r hD7x-/l/-N' - (4-h^'Ji;y7 
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$UT% 1 0 4mgs lUm6 8 %l!f#fco 
1 H — NMR (CDCls, 4 0 0MHz) : (51. 54 (brs, 2H) , 1. 
6 5-1. 79 (m, 8 H) , 2 . 52-2. 61 (m, 6 H) , 3. 35 (t, 
J = 5. 9Hz, 2H), 4. 075 (s, 3H) , 4. 080 (s, 3 H) , 
7. 00 (brs, 1H), 7. 34 (s, 1H), 7. 51-7. 54 (m, 
2H), 8. 12 (d, J = 2. 7Hz, 1H), 8. 61 (s, 1H), 8. 
76 (d, J = 9. 5Hz, 1H), 9. 73 (s, 1H) 
WMfrffiM (E S I -MS, m/z) : 5 2 5 (M + +l) 

gjj 1211 :N-4- [ (6, h^>-4- WJ-/1/) £± 

i/1 -2--hP7x-/l/-N' - (4-tf^';^y7°PhVl/) t>VT 

fc^U$» (3 5 7mg) b - h V (2 0ml) fc§gbfet N 

^U«>A (97mg) ^Jn^s ££>fc2- (3-^^70^) -1, 3--f 

v-r > h* u ( i g) %m%.fro mffcMUT~c i ommmnL, zk-esj* 

SbL 531s aMTrsciiifcJ: \) 2 - (3 -b^y yyrntvi/) -1,3- 

-Y V-T > KU >^>£^*f$B-^£ 8 5 Omgffeo f#&tifc2- (3-tr^ 
U^y7DhVl/) -1, 3 ->f V-T > h* U >^>£^tf$g-£-tJ (8 5 0mg) 
^rc^;i/T;i/n— ;i/ (10ml) £$§JSPbfc&s b K ^ ^ > 1 TkfntJ (0. 7 5 
ml) £in;t N SIfmSft#b&o J; D 3-b^ 

|J ^;i/7^mi^tl^ 9 8 Omgffco 4- [ (6, 7-S^h* 
i/-4-#7-^'J-;V) -2--hD7-'J> (1 OOmg) BDD 

*;i/A (10ml) fc^PbfcfJK h'Jif-;i/7^> (1ml) §j]Px. N £ £> (3 
h U^^y> ( 1 3 lmg) ©^nn^jl/A (5ml) m^M^tzo ^Ul? 1 
0#flM$bfe& N 3 -b^U VJ ytiKJVT^y^tsM-^^} (6 9mg) 
Dn^M (5ml) SBtt&in*.fco gM-C3 0#fiS#U zfc-CHjtS&ffcltbfc 

»**5»ty3:^x- Til/tWS^tti bN-4- [ (6, 7-S>* 
h^>-4-*tV'J-^) J*^] -2--^D7irjl/-N' - (3-b^ 
U^yrnbVV) ^l^T^ 1 0 4mgs »6 8%tHfeo. 
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'H-NMR (CDCls, 4 0 0MHz) : 6 1 . 55 (brs, 2H) , 1. 
65-1. 8 0- (m, 6 H) , 2 . 50-2. 62 (m, 6 H) , 3. 37 ( t , 
J = 5. 9Hz, 2 H) , 4. 075 (s, 3H), 4. 080 (s, 3 H) , 
7. 05 (brs, 1H) , 7. 35 (s, 1 H) , 7. 50-7. 55 (m, 
2H) , 8. 10 (d, J = 2 . 7Hz, 1H) ,8. 60 (s, 1 H) , 8. 
78 (d, J = 9. 5Hz, 1H), 9. 75 (s, 1H) 
MMfrtirm (E S I -MS, m/z) : 5 1 1 (M + + 1 ) 

TDMEM±§*(AS^^)10%FBST8iOn>7;i/m> h lzte% U HO. IX 

^)^M,y°\^— h fc#^7x/I/3 xl0 4 flilT»Sbfco 37°Ctr lflfeig 
iibfcflt. ^^^^;1/*=3P^ h* lzmM£^fc$im<®)W&&t> ^JVlzffilm bT37 

tltllSJiSts PDGF-AA (Upstate%fc) £50ng/mlh&& J; aiiDb5^^ 

m%lhVtzmMmfa%&L4°C^-m&Jfo$&fz 0 -Iktftfat bTanti-PDGF-Ra 
(c-20) (santa cruz*±) £»!bs —^P^i^^^fc^^-^'f*^ bTGAR 
(Anti-rabbit Ig, horseradish peroxidase ,Amersham) ^^jjpbs 1 H^laijxifr 

450nmfcTlR#JEg£«!l$£L&o U K #£T & If % PDGF-Ra© >j >SHb£100 

#-©U >IHb£$J^U IC s »^5l<fefeo 
^ai»^'J 2 : PDGF-RIB'J >!HbEEg;* ^'J--> 7 (Fy h7'P y 

bexplant^l3T^bfcJfllt¥y&iS» (passage5~10) 
£96well plate£8xlOWwellBf ^ 24R#IH&fcl]fiL$|| UltttfWiBfc bs £ £> fc 2 4 
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Wtk^WteMtiUlsXimWrC-e-f >^t^l^— ^>3 >bfeftts PDGF-BB£50ng 
/MlfcJ&:S«J: , 5fc«liPbT5^BB>f >^ta^— S/3> N tf?PBST*$G##fc:lysate bu 
ffer 20 / ul/well£«]U CltiklSDS buffer^ 20ml/well«^ N PVDFp<>^ 

#t:7 *^u^>^ik$mm^frJr**y5r-- -VWM^frifc anti-mouse 

iiiii 3 : c-kitiB U >M4klzttT 5Pfl#f5'& 

2 Oti^FfBTUX h bfcM07e (human megakaryocyte leukemia cell line) §9 
6wrix— htz2xl0 5 /wellj#au DMS0^$pb^«^M£M^ C(W 
^—f? — lzx immRJit^^t^o ^©^:h-SCF50ng/mltr5^F^^bfef^lysate 
buf f er d ^.m b IffliS £ fiT Ml £ fe o 

^{3 S ^feanti-phosphotyrosinetftf* (PY-20) ^IM-fb b^96wri^— h lz nj 
^<b«^^^bAtLHJ^^^feo ^m^^bTanti-c-kit^ (c-19, 

santa cruz) £ 1 BtftSHJ&£-t?\ — Mnl{*£bTGAR (anti-rabbit IgG, horser 
adish peroxidase, Amersham) "^^fib., y h (HM^< 

— h) ^m^X^Z^s ^*450nm©P^Jg§iiJ^bfeo 

DMSO «h-SCF^#«Ti3j3{t^c-kitgBU >S^brStt^lOO%PWs DMSO m 
iPh-SCF#^T^*5^^c-kitgB U >iHb?Stt£0%Pim^ bTs *«t)fC®c-k 
itgB U >f^bPl«Mt«$'J^s IC S o^^te)feo 

^Slfi^J l — 3©^J±TfB©31t)t?^ofeo ^^©fKilCso (nM) £ 
^"To PDGF (E) ©> 1 0 0 ( ) CDfrodrtO&^fci: 100 nMfcjSljS 
WftMs (%) ^^to PDGF (D) ©> 1 0 0 0 ( ) jQ&Tfi- ( ) 
Zjft(D&f&l 0 0 0nMfc:fefr3#Pfl» (%) £73*1-0 c-kit<D- ( ) ©fro 

zpvDmmz 1000 nMHj3ij-5«i» (%) &^t 0 >i±mmmm^^x 

5 0 %J^T©P1^£W1-^)^ t^^-To <&£Tf<<l±mVMmzj8^X 5 0 
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•StEflRJNo. 


PDGF(E) PDGF(D) 
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liSSl^iJ 5 : KDRU >!t-fbPfl^?5f£ 

h bKDR£ b^>X7i^^3>bfcNIH3T3if$BJIc3 (Sawano A et al., Cell Gro 
wth & Differentiation, 7, 213-221 (1996)) >Jf-^-^— |*i 

(^^V^TlO%FBS^^tfDMEMi§* (GIBCO BRLlt) -£50~70%n h 

^JS^l/ — h{3l.5 x 10 4 M/wellh&& £5£fMb37°C-£lRj&igiib£:o 0.1%F 

i;i/(3^pbT37 0 CT-M{-mP^#bfeo b Mfiii ilf^MH? (WTs 
VEGFhU&f) §100ng/mlh^^ J;o^«b37°C^2^P^ «£#Mbfco *g 
*^l^*b«^U>^ll®^S^m7jc (pH7.4) T-^#bfef^ nJ^blSflf^ 
(20mM HEPES (pH7.4) s 150mM NaCl s 0.2%TritonX-100, 10%GlyceroU 5mM^-;i^ 
Y J*!- *J )V&Li~ V U 5mM^^l/>^T^ >4gj&2:*- h U 2mM Na 4 P 2 O r ) 

ELISAffl^-f (Maxisorp ; NUNCtt) £^phospho-tyrosineJ>i#: 

(PY20 ; Transduction Laboratories*!) T!lSMbU ±fB©|fflJ^ffltBrt^±*^ 
b4°C^lB^ mmihiMfct V >I£-Mfi«©^£*f ofeo $g#^ irLKDRin;#: 
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